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(1) (5 13mg) (4ml) tiibfe^ 4-tFo^p^t7x 
(3 8 6mg) s j^It^U^A (4 2 3mg) ^iO^s ^T'-Bj&Wbfco 

jsji&rt^ in-hc i ^M^-^tiu^jvAum^ ffim&wkizxm&vmykmmj- 

tS^'J^^nTh^y^-ia^UlU 4 - { [2- (2, 6-s>* 

^;P77-M 7x;-jp (2) £3 1 9mg^ iR^4 

2 %T't#feo 

(2) (2 8 lmg) s 4-7DD-6, 7 U > (4 5 6mg) (3 
^DD^>€> (0. 5ml) 14 0°CT— WUfeo HJ«fcfi§fn#t 

2 9mgs IK* 6 %tf feo 

m^nr^h^<m (2 9mg) £i o%±Mit— — (3 mi) {~«pu ^ 

'H-NMR (Chloroform- d, 400MHz) : (52. 29 (s, 3H), 2. 
34 (s, 3H) , 3. 41 (s, 1H) , 3. 9 5 -4. 3 0 (m, 9H) , 6. 
8 5 - 8. 3 0 (m, 1 1 H) 

It^lJffl (ESI-MS, m/z) : 4 6 2 (M + +l) 

mmms 29 ; 4- r (6, i -v* 4-*; u;u) ^-^->i 7^- 

;i/ T2- (4-7;i/tP7xyjr'» 7^;i/^> 

4- (4- { [2- (4-7/^D7x7^r^) ^5^] 7J1/7 7-M 7i; 
-6, V > (2 Omg) &Wf& (0. 5ml) t^U 

U »>A (3 5mg) %m%.s ^S-e2B^M#bfeo SJfo»fgfn 

£*I?7.kSt^h U >7A7K^rt§SP^^nD*;i/ATttms »^7KtT^#b^ 

TkitT- h y 7A«ife. M£ET^^^*bTt#e>tifca^^^DD^;v 
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m <h ntzik^'-®} (i 6mg) &i o%m.m— (2mi) t^iu g 

1 H — NMR (DMSO-de, 4 0 0MHz) :£3. 91 (t, J = 5. 6H 
z, 2H) , 3. 99 (s, 3H) , 4. 03 (s, 3H) , 4. 30 (t,J=5. 
4Hz, 2H) , 6. 7 4-6. 81 (m, 2H) , 6. 92 (d, J = 6 . 3H 
z, 1H) , 7. 04-7. 13 (m, 2H) , 7. 57 (s, 1H) , 7. 59 
-7. 66 (m, 2H) , 7. 68 (s, 1H) , 8. 06-8. 13 (m, 2 
H) , 8 . 8 1 (d, J=6 . " 3Hz, 1 H) , 
ItMtt (ESI-MS, m/z) : 4 8 4 (M + +l) 

mmms 30 : 4 - [ (6 , 7-1?* h^->- 4 -^y u;w a-^] 71- 

6, h^>-4- (4- { [2- (3-p< h3^>:7iy^>) 

y^J^) ^;'J> (2 0mg) £g£K (0. 5ml) «I$U 
«T>#>IK:*7 >j ■> A (3 4mg) ^JPx.s gfiT? 2 H#IWfll#bfco £OM£g&fn 

*i«B8± h U >>A7?Sg«lbfeo aflETil^^* 1 1 If ^ tife^^ § ^ n p 

9mg. Ms 4 0 %T?*#fc 0 

m^titclb'&m (9 nig) §1 0%M-^^;-« (2 ml) fc$g#U ^fi 

1 H — NMR (DMSO-de, 400MHz) : (5 3 . 70 (s, 3H) , 3. 
91 (t , J=5. 6 Hz, 2H), 4. 01 (s, 3H), 4. 04 (s, 3H), 4. 
31 (t , J=5. 6 Hz, 2H), 6. 23 (t, J = 2. 4Hz, 1H), 6. 
32-6. 37 (m, 1H), 6. 50-6. 55 (m, 1 H) , 6 . 9 3 (d, 
J = 6 . 1Hz, 1H), 7. 16 (t, J = 8. 3Hz, 1H), 7. 57-7. 
69 (m, 4H), 8. 07-8. 13 (m, 2H), 8. 80 (d, J=6 . 1H 
z, 1H) , 
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Il^fS (ESI-MS, m/z) : 4 9 6 (M + +l) 

lijj 3 1 : 2 - (2, 4-^^PP7xyjp-» {4- [ (6 , 7 

4- (4- { [2- (2, 4-^^pd7i;^» y 

jiy*i/) - 6, 7-^^h^>^;'J> (2 0ig) ^.(0. 5ml) 
l?U Sflv'VtfVi^ U >^A (3 2mg) ZMtLs ^T2B#^jf#bfco 

^b«OM^ h U ^A«lfeo MJ±T»£^*bTf#£nfca££^P 
•£rtj£ 1 5mg, XR^6 9 fee 

ff^ttfefb^ (1 5mg) £1 0 %m@L— * # y — (2 ml) Cr}§fpbs ^ 

1 H — NMR (DMSO-de, 4 0 0MHz) : (5 3. 9 4-4. 0 7 (m, 8 
H) , 4. 42 (t, J=5. 4Hz, 2H) , 6. 91 (d, J = 6. 3Hz, 1 
H) , 7. 19 (d, J = 9. OHz, 1H) , 7. 3 3- 7. 3 7 (m, 1H) , 
7. 5 2 - 7. 6 7 (m, 5H) , 7. 9 7-8. 0 3 (m, 2H) , 8. 8 0 
(d, J=6 . 3Hz, 1 H) , 
WM^I/Hfi (E S I -MS, m/z) : 5 3 3 (M + +l) 

832 : 2 - (3-yuuy ^y 3p->) { 4 - [ ( 6 , 1 -*J* 

4- (4- { [2- ( 3 -7DD7x7 3^>) y^y* 
-6, 7-^^fm;'J> (20mg) (0. 5ml) t^ibs 

}il^>#>i?£ >J >>A (3 1mg) §^0^s ^^2B#p^jt^bfeo Mjfrrtfcfgft] 

zKfiS^^- h U ^ATlg^bfco «BET^^^bTf#^tife^^^^DD*;i/ 
1 Omgs W5 0 

m^titzih^ (1 omg) £i 0 %w®.— * * y — ;w§?$ (4 mi) d^iu g 
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1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 2 ( t , J = 5. 4H 
z, 2H) , 3. 9 9 (s, 3H) , 4. 0 3 (s, 3H) , 4. 3 5 ( t , J= 
5. 6Hz, 2H) , 6. 7 0 - 6. 7 6 (m, 1 H) , 6. 78 (t, J = 2. 0 
Hz, 1H) , 6. 94 (d, J = 6. 3Hz, 1H) , 6. 9 7 -7. 0 3 (m, 
1H), 7. 28 (t, J = 8. 3Hz, 1H), 7. 58 (s, 1H), 7. 6 
0-7. 67 (m, 2H) , 7. 68 (s, 1H) , 8. 06-8. 13 (m, 2 
H) , 8 . 8 1 (d, J=6 . 3Hz, 1 H) , 
Wmfrffim (E S I -MS, m/z) : 5 0 0 (M + +l) 

mmms 33 : 4 - [ (6, 7 h%->- u;i/) ;t^->] 7 

;i/ r 2 - (3, 4-^^<^-;i/7 ^y^r->) x)i*> 

4- (4- { [2- (3, 4-^^7i;^i/) 7 
-6, 7-iM h^^^F-y U> (1 9mg) £f|^ (0. 5ml) i-^ 

Bhs y ft >mti3 v 2x (3 3mg) %imz.-, m^L-z2mmm$Lfco K^m. 

?#b^7jcJM^ h y ^A-eH&JSbfco MffiT«£^*bTt#&;ftfca££^P 
& tiltfc&fo (4mg) ^10%M-^^7-/Pit (2ml) tiiU 

tcmm*m.m, ^#b^@^4mg^#fe 0 

I1M <t ( E S I - M S , m/ z ) : 49 4 (M + +l) 

^»J8 3 4 : 4- [ (6 , 7 h^>-4-=fry U;i/) £jf^J 

;i/ T2- (_4^z2i±2k2 ^Z±i£) ^±2k] 

6, 7-^p< (4- { [2- (4-^^l/7i;^» * 

(2 0mg) (0. 5ml) fc?tfl¥U 

5i^>#>g^U^A (3 2mg) fcfln&giS-r 3H$f!g»#Lfc^ ^fefcTKSiP 
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mZtifzih&m (lmg) §1 0 * * y — (2 ml) fcWPU g& 

K*^"*f ffi ( E S I - M S , m/ z ) : 4 8 0 (M + +l) 
mmm S3 5 : 4 - [ (6, Y^jy-A-^-J U;V) £jrj/] 2 ' 

)± [2- (4-^V7'P^7x;^» 

4- (4- { [2- (4—fV7'Dt>7iy^i/) 7 

^y^>) -6, 7-^h^7U> (2 2iiig) (0. 5ml) 

«?U jlT>#>li# U <>A (3 4mg) &ibn;fcM^3l$IH«#b;fcSU £ £> 

p?h^77-f-fciDilU ^lM©{bi§r#j£ 2mg N JR4s8%Tf#feo 
m&tifzlh&m (2 nig) £1 0 %JfiS*— * * y — (2 ml) fc$Sfl¥U 

fc£il&*t&. «S^bffiKffi2ig*»fco 
UMifESI-MS, m/z) : 5 0 8 (M + +l) 
mmms 3 6 : 4 - [ (6, 7-*J* Y**/- Ujk) 

;i/ [2- (2-fV7o^7x;^» x^2k] ^;v^> 

4- (4- { [2- (2-'fV7*DK;i/7iy#i') ^/l/7 7-/l/} 37 

-6, 7-^p< h3^>3M V> (1 2mg) (0. 5ml) 

$pu u»t- a (i9mg) &M%.mm.-c 2mfsimwi,i±o Kfcmiz 

fiSf Pj&IfcdcSR ^" h U * Azk*** iP £ * d d A 7? M ffi s fgf n ASfczfc t #fc# 
b^7KM^-h 'J7A«lfe= «J±T«^^*bTt#&tife^^^^no 
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&t>tlfc{tj&Va (7ng) £1 0%J^m— p«^y-;i/*?S (4ml) fciil, M?S 

tioMiife. s*flETiS$«£e*bfcgL ^^^;v^-^;v^jpx.x *ftHb 

1 H — NMR (DMSO-de, 4 0 0MHz) :61. 04 (s, 3H) , 1. 
06 (s, 3H) , 2. 70-2. 80 (m, 1H) , 3. 91-4. 06 (m 5 
8H) , 4. 3 2 (t , J=5 . 4Hz, 2H) , 6. 87-6. 98 (m, 3H) , 

7. 09-7. 18 (m, 2H) , 7. 5 4-7. 6 6 (m, 4H) , 8. 09- 

8 . 17 (m, 2 H) , 8. 7 8 (d, J=6 . 1Hz, 1 H) , 
Rfi^f/rfOl (ESI -MS, m/ z ) : 5 0 8 (M + +l) 

IHIM8 3 7 : 4 - [ (6 , h^-4-^y Ujk) :t^>1 7^- 

;t/ [2- (2-7MP7iy^» j^2k] ^2kjl> 

4- (4- { [2- (2-7WD7i;^» 7;P7 7-M 7i; 

^r^) - 6 , Y**/*; U > (2 Omg) £WBg (0. 5 ml) fcgiU 

U A ( 3 3mg) £#Px^UT 2 B#^3t#b7co SJJ&^fci&Sl^ 

mm.-*- h ij7A«ifeo MJET^*^*bT#e>ttfca^^^DD*;i/A 
/T-fe h>-esn«iiJi^D ^h^^7^— fc,t?3i«u mm&tt&m-*:! 

mgs M3 7 

&t>tlitfti&fo (7 mg) £1 0 p< * y — (4ml) fc*»U 

'H-NMR (DMSO-de, 4 0 0MHz) :S3. 9 3 -4. 0 4 (m, 8 
H),4.41(t,J=5. 4Hz, 2H) , 6. 87-7. 23 (m, 5 H) , 7. 
56-7. 64 (m, 3H) , 7. 67 (s , 1H) , 8. 11 (d, J = 8 . 5 
Hz, 2H) , 8. 84 (d, J=6. 1Hz, 1 H) , 
fl^lfi (ESI-MS, m/z) : 4 84 (M + +l) 
mmM8 38: {4 - T (6, 1-*J* Y**/- V JV) 7x 

6, 7-^p< h=^>-4- (4- { [2- (3-^ Y*t/7 x-3-)V\ 
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7^7^-ty) 3-7 U > (2 Omg) izmm. (0. 5ml) £#P;l 
0°C-£ 3 0#naat#bfco SJ©*fc«Sfflj&»2lcJR:>- h U ^A7jcy£r«iP;l^ d d 

bTff & *ifc£§£ §^no *;^/^ # y — ;w?Jig|l-r sUJi* p ^ h 

f#^tife<b^ (i4mg) * i o %mm— * & ; -jvmm (2 mi) fc«BKu ^ 

bfc*gg£i*EU 8fe$$bffiK*fil 5mg£f#fc 0 
Si^il(ESI-MS, m/z) : 541 (M + +l) 
HHM8 3 9: {4 - f ( 6 , 7 h^->-4 -3^ U;V) a* 3^1 7i 

— ;]/} [2- (4-7 )V3ru- 2 hP^jzy =fr^) j^2k] Zik^l±^ K 

4- (4- { [2- (4-7Mn7iy^^» 7JV7T—JV} 7i; 

-6, 7 -^p< hdp^^y U > (2 Omg) (0. 5 m 1 ) §^JP^ 0 

°CT 3 0^K8t#bfco SJiBttfciajmjKtt**^- b U >7&7S<.mM*M7L? p p* 

* ^ b r t# e> tifrm <§? & ? p p a/,* * y —fr-zmm-r & mm ? p v h ^ 

77^ — (3d; DISU ^S<Ztfb-£^£ 1 3n&, W5 8%-e#fe 0 
n^fifcih^ (1 3mg) *1 0 p< * y (2ml) fc»#U £ 

MTflO^&Sbfco »HT$&«*e*b;fcgU V^)V3L—^)^m^ Dfm 
bfe^H&ltlDts 4mg£f#& 0 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 5 0-3. 5 8 (m, 2 
H) , 4. 0 3 (s, 3H) , 4. 0 5 (s, 3H) , 4. 5 3 (t , J=4. 9 Hz, 
2H) , 6. 93-6. 97 (m, 1H), 7. 47-7. 65 (m, 5 H) , 
7. 73 (s, 1H) , 7. 87-7. 94 (m, 3H), 8. 80 (d, J=6. 
3Hz, 1 H) , 

li^*f* (ESI-MS, m/z) :513(M + +1) 
iliiiO : [2- (2, 4-^^PP7x7^-» J^;H {4- [ (6, 

7-^ h*is- 4 -3-7 Ujvj 73i— M 2Lik^l±^Jf 

4- (4- { [2- (2, 4-^70D7x;^» ^/l/7 7-jl/} 7 
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-6, 7-^ Y3ri/*r; U > (2 Omg) tcfigg (0. 5 m 1 ) 

tt&tl^b^rtJ (1 9mg) £1 0%j»— ^<^y-;V^ (2ml) fc*#U M 
bfc*£li£Mls ^biMtiMl 9mg£f#fco 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 5 0 - 3. 6 2 (m, 2 
H) , 4. 0 2 (s, 3H) , 4. 0 5 (s, 3H) , 4. 3 9-4. 4 9 (m, 
2H), 6. 91 (d, J = 6. 3 Hz, 1 H) , 7. 26 (d, J = 9. OH 
z, 1 H) , 7. 3 7-7. 4 3 (m, 1H) , 7. 5 7 - 7. 6 4 (m, 4H) , 
7. 72 (s, 1H), 7. 90-7. 97 (m, 2H), 8. 81 (d,J=6. 
3Hz, 1 H) , 

MMifrffim (E S I -MS, m/z) : 518 (MH1) 
Hife^J8 4 1:6, 7-^p< h^->-4- (4- { T3- (3-p<^;i/7^y 

m-^l^/-;P (0. 6g) $7-feMih'J/I/ (2ml) IzmMVfz&s 1, 3 
-^^n^D/^ (1. 1 3«1) N |fttt*yi>A (2. 3 0g) , 5^rh 
7n-7Y;V7>t-^A (2 0 5mg) ^P^., 3B#P^»ii^bfeo SJMl-Tk 

feo MJ±T^&^bTt#^tbfe^^^-\^i7->/ff@t^5 L ;i/^jg||-r§^u 

jnyfrpw? Y 7 =y 7 <i —te. & DI1U 1- (3-7Dt7n^i/) - 3- 
;^;W^>-t:> (1) §8 3 lmg, ^6 5%T-f#fco 
(1) (1. 0 7g) §7-feh> (5ml) fc^bfe^ 4-bFD^i/^7x 
(6 4 7mg) N ^I££U>7A (7 0 9mg) ^MXs gMT 2 BfMI3j*# b 
feo SJ5S*fc 1 N-HC 1 £Jn;l ^ p p ISfn^iMTjcfcT^ bM7« 

b U ^A«bfeo MHT«£^5febT#^nfc^££^nP^;i/A-? 
MlS-r^^U^W^p h£^:7-f-&3j; DfjfMU 4- { [3- (3-^^ 
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)\/7x.S 7'D tVV] y J — J]/ (2) £ 1 . 0 0 g s iRa* 7 

(2) (2 0 Omg) s 4-7UU-6, h*Zs*; V> (3 2 6mg) Iz 

^DD^> (0. 4ml) %M7Ls 14 0°CT-ll^#Lfeo MJiS^CISfn^ 

1 3 4mgs JR^e 3 7 %T~f#fco 

m^fit^t^ (1 1 Omg) O # j (4ml) fc$§fi¥U 

&#b±£I£*&l 0 3mg£f#fco 
'H-NMR (DMSO-de, 4 0 0MHz) : 6 2 . 0 5 (t, J = 6. 8H 
z, 2H), 2. 27 (s, 3H), 3. 19 (t,J=7. 3 Hz, 2H), 4. 0 
4 (s, 3H) , 4. 05 (s, 3H) , 4. 08 (t, J=6. 1Hz, 2 H) , 6. 
70-6. 77 (m, 3H), 6. 88 (d, J = 6. 6Hz, 1H), 7. 1 
6 (t, J = 8. 3Hz, 1H) , 7. 3 7-7. 4 2 (m, 2H) , 7. 55- 
7. 61 (m, 2H) , 7. 69 (s, 1H) , 7. 75 (s, 1H), 8. 80 
(d, J=6 .. 6Hz, 1 H) , 

mmm8 4 2 -.4- (4- { [3- (2-7;^P7xy^-» 7Pb>1 x 

o-7MU7iy-;i/ (0. 6g) %T~te b — b V)l (2ml) izmMVfc^ 
1, 3 -^7*D^7°d;1> (1.0 9ml) s JSti^U^A (2. 2 2g) s 3^ 
h^n-T^l/TV^-^A (1 9 8mg) %1)UZ-s lStflMISUfeo 

Igjfcg b feo MEET?«£^£ LT?# £> tifea^ >/M^^;i/-r lit 
^i/'J*^;i/^nTb^77^f-(3j;!3lSU 1- (3 -70^70^) 
- 3 -^;i/^>-tf > (1) § 9 3 Omgs l&s£5 7 5 %-?!f#fco 
(1) (1. 1 Og) §7-fe h> (5ml) izmBLtzfe, 4-tFn^>^7i 
( 6 5 7mg) N MmtiVvl* (7 2 Omg) §SO^s 2 B§Ha8M$ b 
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Slita^'J*WDYh^77^-fcj;DilU 4- { [3- (2 -711 

tD7 rpfcvv] (2) & 8 5 3mg N 

6 5 %^f#fco 

(2) (2 0 Omg) s 4-^PD-6, 7-^^ h^>^y U> (3 2 2mg) 
^PP^>-t?> (0. 4ml) £#n;U 1 4 0 °C*C— P^S# bfco Sj£«3g&fn^ 

m?Kmi- h u ^A7jc^£Jo;^PP*;i/ATH}/±k l§fn^7j<t3T^#b^7K 

1 6 7mgs IW5 0%l;^#feo 

m^tlt^h^m (1 3 9mg) §1 0 p< ^ y -;V$S$ft (8ml) fc$Sfl¥U 

fe e a ^» t#b«il 3 2mg$f fee 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 2 . 0 4-2. 1 3 (m, 2 
H) , 3. 20 (t, J=7. 1Hz, 2H) , 4. 04 (s, 3H) , 4. 05 (s, 
3H) , 4. 18 (t, J=6. 1Hz, 2H), 6. 87 (d, J=6. 6 Hz, 1 
H) , 6. 91-6. 98 (m, 1 H) , 7. 10-7. 24 (m, 3H) , 7. 
3 6-7. 4 2 (m, 2H) , 7. 5 9 -7. 6 3 (m, 2H) , 7. 69 (s, 
1H) , 7. 74 (s, 1H) , 8. 80 (d, J=6. 6 Hz, 1H), 

mmm8 43:4 - (4 - {[4 - (2-7))s*U7 7*3-)^ 7,)V 

7iy^-» - 6, 7 -i?* Y^jy^cJ U > 

o-7;WP7i7-;i/ (1. Og) ^T-fe h— h u;i/ (3ml) i3^|fbfe^s 
1, 4-^7*D ; E7^> (2. 1 3ml) N Mi^U^A (3. 7 0 g) , 3-Mb 
rh^n-^l/r^-^A (3 3 Omg) £#13;^ 1 Hf P^»M^tbfeo SJiSM 
Izyk^mZ? d n*;i/Ati^ ISfn^7K^T^#b^7j<?Mt^- h 'Jf)A^ 
Ibfco MjET^^g*bTf#^tlfeB^^^^>/^^;i/TMI|-r^ 
^UtWI/^p^ h^7 7^-tJ;DIIbs 1- (4-7^^7* h^>) -2 

-^;v^-n^>-if > ( i ) & i . 5 7gs W7 i %-emtzo 
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(1) (1. 5 5g) £T-feh> (4ml) fc$g«¥LfcgU 4-t|*D^>Wi 
(8 7 3mg) s SK*U<7A ( 9 5 6 mg) ^JPX. S SST? 2 BSNHfllfl* b 

o Kite* t: i n -hc i § ip £ * d d a ttu <aip^e* {3 t b m&m 

SIStS^'JAy/l/^n vb^7>f-K:«t»3»i4U 4- { [4- (2 -:?;], 

tD7xy^ri/) 7i;-;i/ (2) § 1 . 6 6g^ JR^9 

0 %t1#fe 0 

(2) (2 0 Omg) s 4-7DD-6, 7-^p< U> (3 0 6mg) Id 
^DD^> (0. 4ml) £#nx. s 1 4 O-CT?— Rfe*#bfco SJfo$£fcfi&ftIj^ 

mm* h u ^ATSgAgbfco s*ET*i«*e*bTW&nfcgi**^=¥-i^>/7 > 

1 5 6mg, l»4 7%T^#feo 

ft&tlfc-fb^ (9 9mg) £1 0%i»-^y-;W« (4ml) fc*»U ^ 
MT'l OMIbfeo M£ET$S8£#S:£bfc^ »tt^^-;i/*initx *fmbfc*g 
HfciM^ ^fe#b»^6 9mg^f#fe 0 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 1 . 7 3- 1. 9 5 (m, 4 
H) , 3. 12 (t, J=7. 3 Hz, 2H) , 4. 03 (s, 3H) , 4. 04 (s, 
3H), 4. 09 (t , J=6. 1Hz, 2H) , 6. 86 (d, J = 6 . 6Hz, 1 
H) , 6. 8 8 - 6. 9 7 (m, 1 H) , 7. 0 8 - 7. 2 3 (m, 3H) , 7. 
34-7. 39 (m, 2H), 7. 52-7. 57 (m, 2H) , 7. 61 (s, 
1H) , 7. 73 (s, 1H) , 8. 78 (d, J=6. 3Hz, 1 H) , 
jjl8 44 : 6, 7 -V* h*is-4- (4 - { [4- ( 3 ±JVy E I 

m-^l^/— ;b (lg) £T-feh — h'J;V (3ml) tSDIUfe^ 1, 4-^ 
7v=E7$y (2. 2 lml) N &K*'J£A (3. 8 4g) N 3«7ftrh7n-7' 
^Ml/T^n^A (3 4 2mg) ^jjDXs 1 BSBBJD&MflEbfco KJffiittfczkSjD* 
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(1) £#fco 

(1) (4ml) C^bfc^N 4-tl«D^^7i;-;i/ (2. 

0 7g) s KSbbU^A (2. 27g) £2rax.s Sfi-C6KffflJi^bfco ,RJte*K: 

iN-Hci*in^^op*;i/AT?«imN «^A^fcTffi#b«c«Kgw- h a e?A 

A^v^ny h?^7<i— D*t»U 4- { [4- (3-^^;i/^^y^ 
$✓) 7JV77-M 7i;-;v (2) £1. 0 4g, 9 %tt#fc 0 

(2) (2 0 Omg) s 4-7DD-6, hip^y \) > (3 0 9mg) 
^PD^>-fc?> (0. 4ml) £in;JU 1 4 0 o CT— Hfeat^bfeo KJ&$£fc:ISfn#£ 

@t7jc^^- h y <>A7jc^m^n^^PD*;i/A^jfim N iSfn^zKfcT^b^zK 

1 3 9mg s JBtf£4 2 %t!f#fco 

#5>nfe-fb^ (1 1 5mg) *1 0%ffltt— ^^y— (6ml) fc$g#U 
*ggfc«BU ^bi«ig8 5mg£f#fco 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 1 . 72-1. 91 (m, 4 
H) , 2. 26 (s, 3H), 3. 11 (t , J=7. 1Hz, 2H) , 3. 98 (t, 
J=6. 3Hz, 2H) , 4. 03 (s, 3H) , 4. 04 (s, 3H) , 6. 68 
-6. 76 (m, 3H) , 6. 86 (d, J = 6. 6Hz, 1H), 7. 11- 
7. 17 (m, 1H) , 7. 3 3 -7. 3 9 (m, 2H) , 7. 52-7. 57 
(m, 2H), 7. 60 (s, 1H), 7. 73 (s, 1H), 8. 78 (d,J 
= 6. 6Hz, 1H) , 

Hi 845:4 - (4 - {[3 - (2 -7MP7 31 y 3^>) TP tVl/] ^ 

JI/77-M y^j^-jy) - 6, 7 hjeSjjej^/U > 

o-7MD7x;-;i/ (0. 6g) £T-tehn HJ;i/ (2ml) fc$g#bfc&N 
1 , 3-i;7D^7D^> (1.0 9ml) N MM* U *>A ( 2 . 2 2 g) N 3^ 
-fb^ h^n-T^l/^^^A (1 9 8mg) lSt^OiSbfec SJiS 
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- 2 -^;i/^"D^>^> (1) £ 9 3 Omg, JRJ*S7 5 %-ef#feo 

(1) (1. lOg) S7Hrh> (5il) fcjS»bfe^ 4-th*P^t7i 
(6 5 7mg) , ifctt*U£A (7 2 Omg) SflDiU £MTf 2 H#Hgit# b 

feo KJfcftfc lN-HCl^}!lD^^DD^;i/AT»»ms «S^:fe&;fcfcT&#bftfckflf£ 

JSH-ra^u *^;i/^D v b^yy-i—iz^ disu 4 - { [3-. (2-^;i/ 

tD7i.;^» 7'D f/V] 7jV7 7-M 7i;-;i/ (2) &o. 8 5g s ir^s 

6 5 %-enito 

(2) (10 Omg), 4-7nn-6, 7 h 3^>^7^ U > ( 1 6 3mg) 
t7DD^7t*> (0. 3ml) £JO;i, 1 4 0°Ct?— ^ii#bfco RjffitfgifcifSftf 



& 6 5mg, 1R^3 9 %"^f#fco 

tf^tlfe-fb^ (6 Omg) SI 0%iU.m—*# y-)imm (8 ml) fc*#U £ 

ffl-ei omul «ffiT*«*e*bfc« N s^it^^-;i/^nx.s tjfmbfeM 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 2 . 01-2. 10 (m, 2 
H) , 3. 16 (t , J=7. 3Hz, 2H) , 3. 9 9 (s 5 3H) , 4. 0 0 (s, 
3H) , 4. 13-4. 23 (m, 2H) , 6. 9 0 - 6. 9 3 (m, 1 H) , 7. 
09-7. 51 (m, 8H), 7. 58 (s, 1H), 8. 65 (s, 1 H) , 

mmms 46 : 6, 7-S7;* h=fr^-4- (4 - { [3 - (3-*^)]s7 

m-71/7-il' (0. 6g) ST^h-hU;i/ (2ml) fcgibfcE 1, 3 
-S7:/D^rn^> ( l . l 3ml) x IfcH* U ^A ( 2 . 30g) , a^ftr h 
7n-7f;V7> ; E-'7A ( 2 0 5mg) fciD;^ 3^^DiMLfeo HJiBtt* 
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fee MEET^£®5fe bTf# & nfeB^ ^^^ri7->/I^It^^;i/'TrMI|-r £ ^> U 
^j^;i/^D v hV^y-f—lz iDHU 1- (3-7D^7D^» -3- 
j*^)l"<yM> (1) §8 3 1mg N lR$6 5°/o«o 

(1) (1. 0 7g) %T-tb> (5ml) fcgibfeU 4-tKD^W7j 
( 6 4 7ng) s ^i?#D<>A (7 0 9mg) £#n;ts ^MT! 2 H#M# b 

St^ h 'J ^ATlgMbfeo MJ±T«£^*bTf#£Hfca££^PP*;i'A-£ 
HirraS'U #y;v^P-^ h^^-fcJ; blSU 4- {[3- (3-^ 

7°Dtvi/] 7JI/7 7-M 7xy-;v (2) £1. 0 0g s iR*7 

(2) (10 Omg) s 4-7DD-6, p U > (1 6 5mg) 
^77DP^>-if> (0. 3ml) %1)n?Ls 14 0°Ct-iM^Ufeo MJfoMfcfgftJ 

j^ibJcsii i- h >J a 7k« £ in ^ ^ p p a -e f&f n^J&Tk t t b *s 

^ 8 2mgs i&^4 9 

rn^tifz^^} (7 omg) & i o %mm— * & ; -j^mm (3 mi) izmm^s m 

I«» ®,&Li&Wli&l 2mg£f#fco 

SM^Iiffit (E S I -MS, m/z) : 4 6 3 (M + +l) 

M8 4 7:6, 7-S^ h^>-4- (4- { [4- ( 3 7-))s7 =. J 

m-^l/V-;i/ (lg) ^T-feh— h'J;V (3ml) fc^fbfcflt, 1, A-V 
^ti^y^y (2. 2 lml) . » 'J >)A (3. 8 4g)s a^rf^-T* 

^;i/T>^-r>A (3 4 2mg) §ijnxs liUPIMl^bfeo HJfrrf (ztK^Aox. 

<7PP*;i/A-T:tttik MfP^TKfcT^b^TK^It^- h U 9AT«Lf;o M 

7n-?h^77^-tJ;DIlu 1- (4-7*D ; E7h^» -3-^^;i/^ 
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(i) %mfro 

(1) &T-feh> (4ml) fc§»lfcis 4-bFn^t7i;-iV (2. 

0 7g) , j^K* 'J >> A ( 2 . 27g) §iPXs Sfi^ 6 m^WLfzo HJfol&fc: 

in-hci ^n^np^i/A-ejiiiffis ^fn^7j<i3T^b^7jcM^h y »>a 

AWn? h V? 7 -i — f3 J; Dills 4- { [4- (3-^^;V^3iy^ 
5>) ;i/ (2) £1. 0 4g s W3 9 %T#fco 

(2) (10 Omg) s 4-7PD-6, 7-^p< b^^^'J > ( 1 5 6mg) 
IzZUU^Wy (0. 4ml) £#n;is 1 4 0°CT— l^ti#bfeo S^tfcfgfP 
^^Tkm T-h'J^A 7j<^rt £ AD £ * p p A t? £Bs f£f n:&i&7.k £ T b 

tkm^ b y ^At«i^o MffiT^^^bTtt^nfca^^^^-y-^/ 

§ 1 1 Omgs JR^s 6 6 %T!mtzo 

n^titzik&'m o 5mg) &i o %mm— * $ ; -jvmm (8 mi) fc$g#u ^ 

H£ltJjls ^#biMIt^6 Omg^^ffeo 

1 H — NMR (DMSO-de, 4 0 0MHz) : <5 1 . 71-1. 91 (m, 4 
H) , 2. 26 (s, 3H), 3. 07 (t, J = 7. 1Hz, 2 H) , 3. 93 
-4. 04 (m, 8H) , 6. 6 8- 6. 7 6 (m, 3H) , 7. 14 (t, J = 
8. 1Hz, 1H) , 7. 25-7. 31 (m, 2H) , 7. 3 8-7. 4 8 (m, 
3H), 7. 59 (s, 1H) , 8. 64 (s, 1H), 
mMM8 48:4-(4-{f4- (2-7/^07x7^^) Z±2kl ZJk 

0-7;i/tP7i7-;i/ (1. Og) b — h'j;i/ (3ml) td^bfcflL 

1, 4-^70^7 (2. 1 3ml) s ^A (3. 7 0 g) s 3>7{b 

rh^-^WV^^A (3 3 Omg) £JP;Ls 1 B^ITOiM^bfco 

{37K^JP^^ DD*;i/AtitBs figfn^TktT^bMTKM^- b y ^A^^; 
!#bfeo Mi±T?«^^*bTt#fenfea^§^^l7->/Slt3i^;b-eMIS-r^ 

^>'J 7J^;i/^7D^ b^^-^J; f)flU 1- (4-7^^7^^) - 2 
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-y )]y^ru^>My (l) si. 5 7g s W7 1°/oTfL 

(1) (1. 5 5g) ST-feh> (4ml) tiiUfell 4-tFD^t7i 
(8 7 3mg) N fflgt*V$Jx. ( 9 5 6mg) S#P;ls SMt?2^B8«#b 

fee SJfcSftfc: 1 N-HC 1 SftPit * n D ^JVA-e»^ t^^7KfcT*Sfc#b«a 

inn^y*^^DYh^7 7^-!aDisu 4- { [3- (2-yjv 

tD7iyJp^) 7i;-Jb (2) SI. 6 6gx IR*9 

0 %Tf#7Co 

(2) (10 0ng)s 4-7DD-6, h^S^^U > ( 1 5 4mg) 

izyuu^y^y (o. 4ml) s#p>u l 4 o°c-e— «fe»#bfco fcjfomzmm 

SI 1 7mg s mm 7 3%^#fe 0 

t#&tife-fb^ (9 6mg) SI 0%i&m— *#S-J]smm (6ml) fc«bs g 
fitl OMil&o MJ±T^S^*bfef^s «^^;i/S^P^.s tftHbfeM 
HSifJ&s b^S£i&8 lmgSftfco 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 1 . 7 3- 1. 9 4 (m, 4 
H), 3. 09 (t 3 J = 7. 3Hz, 2H), 3. 99 (s, 3H), 4. 01 
(s, 3H), 4. 08 (t, J = 6. 3Hz, 2H), 6. 87-6. 96 
(m, 1H) , 7. 0 7-7. 2 2 (m, 3H) , 7. 2 7 - 7. 3 2 (m, 2 
H) , 7. 43-7. 48 (m, 3H), 7. 61 (s, 1H), 8. 71 (s, 

1 H ) , 

mMM8 4 9 :4- (4 - { [2- (2-7/l/tP7xy jp-» ^JVl 
7x,/^>) - 6, 7 -S^ h^r->^j-V'U > 

o-7MD7x7»;i/ (0. 6g) ST-feh> (2ml) fcMPbfcflL 1 -7* 
D ; E-2-70Dx^> (0. 6 9ml) s £»#U>>A (1. llg) s 3 7fb 
^ h^n-^;i/T> ; E-r>A (19 8mg) SJPX-s -Btt^jg^tbfco fcfomz 
TRSiPX^PP^VAT^ms ISfn^±M7K^T^#b«?M^- h U^A-T^ 
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'Ji^V^DYh^77^-t,J;l3llU 1- -2- 
y)^X2^>My (1) £4 3 8mg, lK^4 7%Tf#feo 
( 1) (4 3 2mg) £T-feh> (3ml) 4-bFn^r^7x 

(3 4 3mg) s #ti^u^A (3 7 6mg) %m?Ls m^-mm.nhtz 0 

t^^>U*^^P-7f^7^-tJ;DilU 4- { [2- ( 2 - 7 n 
7z7^r^) 7i/-;i/ (2) £3 4 5mg N iUm 5 3 % 

(2) (lOOmg), 4-7DD-6, 7 -^^ U > ( 1 7 lmg) 

t^nn^>€> (0. 4ml) £in*.s 1 4 0 °C7f— Bfeii#bfco £Ot«3tMJ 

§11 0mg.» W.m6 4%-et#feo 

mbtifclh&ya (9 Omg) §1 0 %*B»— * * >> (6ml) fc^flfbs ^ 

'H-NMR (DMSO-de, 4 0 0MHz) :53. 42 (t 3 J = 6 . 6H 
z, 2H), 3. 98 (s, 3H) , 4. 00 (s, 3H) , 4. 26 ( t , J = 
6. 3Hz, 2H) , 6. 92-6. 99 (m, 1 H) , 7. 08-7. 62 
(m, 9H) , 8. 65 (s, 1 H) , 

mMM8 5 0:6, 1 -V* h^>-4- (4- { [2- (3-^f;P7x7jf 
Sy) 7J1/7 7-;!/} 7i7^-» ^±2UJ_>_ 

m-PUV—Jl (0. 6g) £T-teh> (2ml) fcSSfl?L;fc& N l-7nt- 
2-ynnx^7 (0. 6 9 ml) N jKK*U «>A (1. 1 5 g) s 3>Mb^h^ 
n-^;i/T>^-t>A (2 0 5mg) £j&P;U — RfcMil^tbfco SJfo$&fc7jc&;&n 
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^>-if> (1) ^3 4 7mgs W3 7%TfL 

(1) (34 1 mg) %T±h> (3ml) fc^bfclgs 4-fc FD^>>^7x 
y— ;V (2 7 8mg) s »'J7A (3 04mg) £#P;ts ^ST-B&8l#bfco 

t^^>'J*WDx'h^77^-ti t );?)ilU 4- { [2- (3-*3-J)s7 
xy^^» 7;i/7 7-M 7i;-;p (2) £2 4 3mg, W4 7%-^ 

(2) (100mg)s 4-70D-6, 7 - h 3^>3^ V* U > ( 1 7 4mg) 
fc^DD^>-lf> (0. 4ml) £#P;U 1 4 O^-tr—Hfea^bfco %.Jfomizmffl 

^8 6mgs W5 0%-^#feo 

n^nt^h^m (7 2mg) £ 1 0%JMI£— p<^y-;W« (6 ml) fc}§«¥ U g 
bfcfglt£ig:]&s ^#bi^St^5 2mg^f#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 52. 27 (s, 3 H) , 3. 
38 (t, J = 6. 3Hz, 2H), 3. 98 (s, 3H), 4. 00 (s, 3 
H) , 4. 17 (t, J = 6. 3Hz, 2H) , 6. 6 8 - 6. 7 8 (m, 3 
H), 7. 12-7. 18 (m, 1H) , 7. 2 7-7. 3 4 (m, 2H) , 7. 
41 (s, 1H) , 7. 50-7. 56 (m, 2H), 7. 58 (s, 1 H) , 
8 . 6 2 (s , 1 H) , 
mMM85 1 : N-r2-(2,4-^^PP7 3iy ^-->)^^;i/1-N-{4-r(6,7-^^ h * 

7K^b7^hU>7A ( 6 0mg) §^fMM7U" (3ml) t^ilbfe 
f^s 2,4-i;^DD7i7-/l/ (2 4 5mg) ®^^^M/VA7^ Fit (5m 
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i) £jn*TgaTTio#fig«#bfco m^t^v^^t-jit^^- h (344 

rag) ®^/?-MM7^ K$g$[ (5ml) JP^Ts ^f,fcifiTT"9 0&m 
SfE^± h U^Atrlg^bfeo aii^x 5 %7kMfci- h U^AtR^ (10ml) 

&jn;u 8 o°ct i o^ai#bfco h^t i Ni^m^iu^mm^mmzL, & 

b fetjfcjft £ 3 ?1 bf&Jfr 3 £ h J; t) 2-( 2, 4-S^ n n 7 ;c y )H^£ 3 
lOmgs 4%Tf#fco 

2-(2,4-^^nn7iy^^)fti ( 3 1 Omg) ^^dd^;1/A (5ml) fcflp 

l-x^-3-(3-^^ ^1/7^7 rn lfJl/)*/l/#^^ ^ K^ffi (4 0 3m 
g) s 1-t Fn3^>^>y~ h VT"J~)l-~7kffim (2 8 4mg) s 4-[(6,7-i^ 

ij;v)^^]7rij> (4 9 8mg) ^^P^TiP^M^T"e2Blf^ 

± Y V <>A-e|g^bfeo tiE ^^DD^A-^^7- ;i/^©5b^AT 
iMtliihfcJ;^ Nl-{4-[(6,7-^ F^^7iJ^)^^]7ir;i/}-2 
-(2,4-^^DD7i7^»7^ h7O^5 0 0mg, Ms 7 2 %Tf#feo 
Nl-{4-[(6,7-i^ Y3ct/-A-*J ij;t/)t^^>] 7 ix^}-2-(2,4-^^ d D 7 x7 
=3r->)T-fe hT^F ( 2 0 0mg) ^rh7tFD77> (10ml) l^JWb 
fef^s tff^ f7tFD77 >|gf#CD 1 M5P b7tFD77 ( 1 . 3 m 

1) ^SP^T»M^TT2BtP B m#bfeo 0°C^^*PbpH= 1 IzteZ^H 1 N 

^^jp^-Ts £ e> {3ip^7i«stTT 3 o frmm&hfzo o -c^sp b 1 NTKnmh 

± h U e?A7jc^^iP^.pH = 1 2 hbfco ^DD*;i/At'itBlIlbfe^ 
iS§ yon A - ^ ^ y — ^ at*! It £ £ ^ t £ D , ^So-fb-a- 

1 H — NMR (CDCla-di, 4 0 0MHz) : 6 3 . 7 6 ( t , J = 5. 4H 
z, 2H) , 4. 11 (s, 3H) , 4. 14 (s, 3H) , 4. 47 (t, J 
= 5. 4Hz, 2H), 6. 81 (d, J = 6 . 6Hz, 1H) , 7. 08 (d, 
J = 8. 8Hz, 1H) , 7. 2 3 - 7. 2 7 (m, 3H) , 7. 38 (d, J 
= 2. 7Hz, 1H) , 7. 54 (d, J-=8. 8Hz, 2H) , 7. 69-7. 
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70 (m, 1 H) , 8. 01 (s, 1H) , 8. 65 (d, J=6. 6Hz, 1 
H) 

MmfrmU (ESI-MS, m/z) ': 4 8 6 (M + + 1 ) 

mmm8 5 2 :N-{4-[(6,7-^ h^->-4-^y ] 2A}^t^l2^=Jkl±lZz 

Nl-{4-[(6,7-^7< Y*t/-4r*J 1 J;i/)^^]7xr;i/}-2-(2-^^V7x^ 
*/)7*z YT^Y ( 2 0 0mg) §rh7hFD77> (10ml) Ciibfe 
tf^ h7t FD77 1 h7hFD77 ( 1 . 3 m 

i) ^to^rmmwiT-ezmmmnvtco o°ct^bpH=it^^$tiN 

iMS^^n^Ts ^ ^ t»I!Tt- 3 0^^1#Ufeo 0°C{3^blN7j<iHb 

mtt 1 5 5mg^ m.m8 OXX-mtco 

1 H — NMR (CDCla-di, 4 0 0MHz) : 52. 11 (s, 3 H) , 3. 
88 (brs, 2H) , 4. 06 (s, 3H) , 4. 10 (s, 3H) , 4. 4 
0 (brs, 2H), 6. 72-6. 76 (m, 3 H) , 6. 96-7. 01 
(m, 2H) , 7. 2 8 - 7. 3 2 (m, 2H) , 7. 53 (s, 1 H) , 7. 
88 (s, 1 H) , 7. 96 (brs, 2H), 8. 72 (brs, 1H) 
WMfi-ffim (E S I -MS, m/z) :43 1(M + +1) 

mmm 8 5 3 

N-{4-[(6,7-^7< h^>-4-^y U ;i/)7j-^>] 7 ir;V}-N-[2-(2-y b^r^^^y 

Nl-{4-[(6,7-S^ h^^-4-^7'J;i/)^^i/]7ir;i/}-2-(2-^ hdr^rcydr 
->)T-te h75 F ( 2 0 Omg) §rf7tFD77> (10ml) fc:$g#Pbfc 
&n ^ h7t KD75 >tg#:© 1 h ^ t FD77 ( 1 . 3 m 

1) ^iP^TJP^3t^TT2B#P^ti#bfe 0 0°Cfc#&lbpH= 1 fclfc£g;TlN 
i^li^iP^Ts ^^fcMMTl!3 0^|jf#tfco 0°Cf3^£PblNzkSHb 
i-bV £A;dc$8*&in*.pH = 1 2 ^bfeo 7DD*;i/A-e»ttiLilb^ 
iM7Dn5jN/i/A-y^7- ;i/^©7j^AT-liM-r^ci ^tj; t)x glfltfMbi^ 
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$15 5mg, sums 0%rmtzo 
WMfrtirm (E S I -MS, m/z) : 4 4 7 (M + + 1 ) 
fgM?!)8 5 4 : N-r2-(2,6-^^PP7oiy^->)ji^-;i / ]-N-{4-[(6,7-^^ 

Nl-{4-[(6,7-^ h*i/-4-*J U ;i/);t=^> ] 7 i-;i/}-2-(2,6-^^ P P 7 i 
;^r^)7-feh7^H ( 2 0 0mg) §rh7tFD77> (10ml) £&JIP 
bfcgU h7tFD77 >|gf*© 1 Mr h7tFP77 (1.3 

ml) SSP^-ria^jSaETt?2I^HS5#bfeo 0°Cfc^£PbpH = 1 1 

^£ 1 5 6mg s 1R^8 0%-rt#fco 

1 H-NMR (CDCls-di, 4 0 0MHz) :6 3. 59 (brs, 2H) , 
4. 04 (s, 3H), 4. 05 (s, 3H) , 4. 29 ( t , J = 5. 4Hz, 
2H) , 4. 54 (brs, 1 H) , 6. 43 ( d , J=5. 4Hz, 1 H) , 
6. 76 (d, J = 9. 0Hz, 2 H) , 6. 9 8-7. 0 5 (m, 3H), 7. 
27-7. 31 (m, 3H), 7. 41 (s, 1H), 7. 59 (s, 1H), 
8. 4 6 (d, J=5. 4Hz, 1 H) 
JK«#*Hfi (E S I -MS, m/z) : 4 8 6 (M + + 1 ) 
mnm8 5 5 :N-{4-[(6,7-^ Y*ci/-l-*cJ U ;i/)^->] 7 ji-;1/}-N-[2- 

Nl-{4-[(6,7-^ U;v)^-^->]7 3i-;v}-2-(2,6-^p<^;i/^^ 

y^r->) 7tF7vF ( 2 0 Omg) §rF7tFD77> (10ml) IZ^M 
bfcf^s stf^ >-r h7tFD77 >m{fcCD 1 Mr h7th*D77 (1.3 
ml) %mZTtoffoMMT~£2mmMnistzo 0°Ci;::tff£PbpH = 1 f3&3 3;T- 1 
NJHKSinifrs * & fciDiWISlETTf 3 0^H»#bfco 0 o Ct#?£pblN7.ki? 
Ibr h U >>A7jc^$Ja^pH= 1 2 hbfeo ^DD^l/A-CtttBbSSaSbfe^ 

1 5 5mg s iRaps 8 0%T?#7c o 
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'H-NMR (CDCla-di, 4 0 0MHz) : 52. 29 (s, 6H) , 3 . 
55-3. 56 (m, 2 H) , 3. 99-4. 02 (m, 2 H) , 4. 03 (s , 
3 H) , 4. 04 (s, 3H), 4. 38 (brs, 1 H) , 6. 42 (d, J 
= 5. 4Hz, 1H) , 6. 76 (d, J = 8. 8Hz, 2H), 6. 92-7. 
05 (m, 5 H) , 7. 42 (s, 1 H) , 7. 60 (s, 1 H) , 8. 46 
(d, J = 5. 4Hz, 1H) 

nmfrtifm (ESI-MS, m/z) : 44 5 (M + +l) 

mMM8 5 6 :N-[2-(2,6-^p< h jp->7 ^'»x'^]-N-{4-[(6,7-y^ b 

Nl-{4-[(6,7-^^ b 3^-4-3^ 'j;V)t^^]7xr;H-2-(2 5 6-y^ b=^^7 
31 J ) T-fe h7^ H ( 2 0 0mg) §rh7tKP77> (10ml) fc$g 
ibfet^ h7th*D77 >fH4£(D 1 h7tFU77 >*g$t ( 1 . 

3mi) ^m^xmrnmrnrfx-zmmmnvtcio o°ct^ipH=ifcs;^$Ti 
SHbT*- b u «>A7K^^5n^.pH= i 2afeo ^DD*Mtittibiiife 
l 5 5mgs urns o%-enito 

'H-NMR (CDCla-di, 4 0 0MHz) : 6 3 . 3 7-3. 3 9 (m, 2 
H), 3. 85 (s, 3H), 3. 88 (s, 3H), 4. 039 (s, 3H), 
4. 044 (s, 3H), 4. 28 (t, J = 5 . 1Hz, 2H), 5. 01 
(brs, 1H), 6. 43 (d, J = 5. 4Hz, 1H), 6. 57-6. 6 
1 (m, 2H), 6. 72 (d, J = 8. 8Hz, 1H), 7. 00-7. 04 
(m, 3H) , 7. 41 (s, 1H) , 7. 60 (s, 1 H) , 8. 45 (d, 
J = 5. 1Hz, 1H) 
mmfrffiW. (ESI-MS, m/ z ) : 4 7 7 (M + + 1 ) 
miMM85 7 : N-[2-(2,6-^7;i/7j-P7niy jr->)3i^;i/]-N-{4-r(6,7-^^ b 

Nl-{4-[(6,7-^ b^r^-4-^y V JV)***/]? 3l—)V}-2-(2,6-P? )l#n 7 
i;^) 7*-fe h7^ h* ( 2 0 0mg). Srf7tb , D77> (10ml) 
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jjffbfc&s ^^>-^ h^fc KD77>j&ftO lMr h5h Fn75>^i ( 1. 
3ml) *Jn^.Tint»»««ETlf2l©Baai^bfco 0°Ci;:#r£PbpH = 1 

i nm^jd its Kjn^aaETT? 3 o fi-mmn b fc « o °c t ^sp b 1 ntr 

K-fb^- h U •7A7R^t^iD^pH = 1 2 afeo ^pp*;i/A^mb*§$lb7c 

3H*^«fflt (E S I -MS, m/z) : 4 5 3 (M + +l) 

$mW8 5 8 : N-{4-r(6,7-^ U 2kM±^dZ ^-M-N-[2- 

Nl-{4-[(6,7-^p< h=f-5>-4-^y U;i/)^-^->]7 3in;i/}-2-(3,5-^^^;i/^3i 
y=^>) ( 2 0 Omg) §rh7tFD77> (10ml) Izmffi 

bfc^ ^ h7t FD77 >|g#:© 1 Mr h7tKD77 (1.3 
ml) ^iJPX.TiJP^M^Ttr2B#F B m#bfeo 0°C{3^aibpH= 1 1 
NM^SD^ts £ &fcin*fc»«E~F'C 3 0#BBBi#bfco 0°C(z^Spb 1 Nzfc& 
<b^- h U ^A7jc^^SP^.pH= 1 2 h bfco ^DD^;i/A-ettmbMbfef^s 

m*. 1 5 5mg, WM8 0%-Trftfco 
IMIff (ESI-MS, m/z) : 44 5 (M + +l) 
mmM8 5 9 \^-\Z-U-^Utiy^.J^y)^)\ / '\-^-{4:-\{^J-V^ h^->-4 

Nl-{4-[(6,7-^^ b*i/-4-*S U;i/)^^>>]7^-;v}-2-(4-^7PP7 3iy ^ 
5>) 7tf7^ F ( 2 0 Omg) §rF7tFD77> (10ml) fc$8fl¥bfc 
tf^ >-t" h7hFD77 1 F7t FD77 >mm ( 1 . 3 m 

i) %M^TmmmwLT'T!2mmMnhfeo o°cfc^upH = iiifei.ttiN 
mst^ip^Ts £ e. tip^ji^TT 3 o ftmmn bfco o o ct^ip b 1 N7jc^ 

7-fu ^atK^s^p^ph^ i 2 ^bfeo ^pp*;vA-ejiiiftui,iib7c^ 

!St7 DD*/l/A-^^7- jV^(D*7AfiSt§i hJ3 J; t>s ^©-fbi^ 
;Mn ^ 1 5 5mgs AK^8 0%7!f#feo 

»7>*lffii (E S I -MS, m/z) :4 5 2 (M + +l) 
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MS 6 0 : H2-(3-^PP7 i; ^fy)j:5 L ;i/1-N-{4-r(6,7-^p< h^P^-4 

Nl-{4-[(6,7-^^ h dr^-4-^y U 7 i ~ ;i/}-2-(3-^ DD7i;^ 
7-izb7^ F ( 2 0 Omg) ^rf7tFD77> (10ml) £?g»b7c 
f£s #5 >-5^ h7tFD77 >mfaCD 1 Mr t: FP77 ( 1 . 3 m 

Mm%im?LTs g ciissT-e 3 o^-mmnhtzo o "ct^b 1 ntk^l 

^- h U ?7A7kmm*Mz.pli= 1 2 ^bfeo ^DD^;VATfflmbMISbfef^ 

^£ 1 5 5mgs J&*8 0%-et#fco 
MMfi-mM (E S I -MS, m/z) :4 5 2 (M + +l) 
gt$fcff']8 6 1 : N-{4-r(6,7-^p< b^->-4-^-y U ;i/);fr=fr->1 7 m ~;i/}-N-r2- 

Nl-{4-[(6,7-S^ h^r^-4-^y U ;i/)^-dr^>] 7 :c~ JV}-Z-(2-^JVy y =3f- 
7-feF7^ F ( 2 0 Omg) ^^h^fch'D^^> (10ml) IzmMhtc 
^ tf?^ F7t FD77 >#g#:© 1 F7tFD77 >mW ( 1 . 3 m 

i) ^sn^TJpiaM^tT^2B#p^Wb7co o°ct^spbpH= i (z^a^-e 1 N 

mm % m x. x . & ^Mii^T 7? 3 0 b & „ 0 °c t b 1 N*gMb 

^- h V ^A7jc^^JP^pH= 1 2 bTco P*;i/A-eitHtiiLfe^ 

iiS^pp^M-^^y-w^^A^iinutfci Sioib^- 

tltl 5 5mg, l»8 0%-£f#7~ o 
IMIfi (ESI-MS, m/z) : 4 4 5 (M + +l) 
mMM8 6 2 :N-f4-r(6,7-^^ h £$£±££2 L? ^2kM±^] 7 3i~;]/}-N- 

Nl-{4-[(6,7-^ h drS/-4-^^-y 'J -;i/)^-^>>]^ i-;i/}-2-(2-p< * 
y ^> ) 7-feF7^ F ( 2 0 0mg) §rh7tFP77> (10ml) 
bfcflL ^ F7tFD77 >$gfa(D lMrh7tFP77 (1.3 
ml) £ JP £ T 3&P^aB«ETT?2I^B88l# b fc o 0°C fc ^SP bpH=lfcft££T:l 

n^^jp^Ts £ & tiiiiTt 3 o^mmnLtco o -c^ipb 1 N?km 
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1 5 5mgs 0%t!f#feo 
1 H — NMR (CDCla-di, 4 0 0MHz) : (5 2 . 26 (s, 3H) , 3. 
58 (t, J=5. 1 Hz, 2H), 4. 06 (s, 3H), 4. 07 (s, 3 
H) , 4. 21 (t, J = 5 . 4Hz, 3H) , 6. 75-6. 91 (m, 4 

H) , 7. 08-7. 18 (m, 4H), 7. 31 (s, 1H) , 7. 57 (s, 
1 H) , 8. 6 3 (s, 1 H) 

RMItI (ESI-MS, m/z) : 4 3 2 (M + +l) 

mnm8 6 3 :N-{4-[(6,7-SM h^->-4-=W U;i/)^-^->l7 3i-;i/}-N-r2- 

Nl-{4-[(6,7-^ h^^-4-^y U^)^-^^]^^— ;i/}-2-(4-p< F^>7i; 
=^$/) 7-feh7^ K ( 2 0 0mg) %y=- h7hFD77> (10ml) IzmML 
fcf^s h7tKP77 1 h ^ tl ( 1 . 3 m 

I) *jP*TiDll*aSKTT52l^iaaBf bfco 0°Cfc:tfr3lbpH= 1 fc:&3g;-£ 1 N 
ffi&£j&D;£t\ ^MUD«Tt3 0«#bfco 0 "Clc^SPL 1 NzKIStfb 

'H-NMR (CDCla-di, 4 0 0MHz) : (5 3 . 52 (t, J = 4. 9H 
z, 2H) , 3. 77 (s, 3H), 4. 04 (s, 3H), 4. 05 (s, 3 
H), 4. 15 (t, J = 5. 1Hz, 2H) , 6. 74 (d, J = 8. 8 Hz, 
2H) 5 6. 83-6. 89 (m, 4 H) , 7. 03 (d, J = 8 . 8Hz, 2 
H) , 7. 41 (s, 1H) , 7. 59 (s, 1 H) , 8. 45 (d, J = 5. 
4Hz, 1H) 

liMI (ESI-MS, m/z) : 4 4 7 (M + +l) 
mMM8 6 4 :N-i4-r(6,7-^^ h^>-4-^y V 3L-JV}-ti-\2- 
(4-xf-Jl/7x7^r->)3:^l7^> 
Nl-{4-[(6,7-^^ Y*i/-A-*cJ \) */]y ^— ;i/}-2-(4-x^jl/7i7 3f 
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*/) T-te h T % K ( 2 0 Omg) §rh7tFn77> (10ml) £$gfl¥ bfc 
f^s ^ >-5^ |>7tFD77 >$gf*<£> 1 h7tFD77 ( 1 . 3 m 

1) *JD^."CiD»5B«ETT?2I^Mai^bfco 0°Cfc:*NPbpH = 1 tfe§f?r 1 N 

mm^m^x, $&tii»T3o^rwLfeo o°c^^aibiN7K^b 

7^ h U >>A7k^^iP^pH= 1 2 ^bfco ^nn*;i/AT»ffiUfigbfc^ 

1 5 5mg, JR^£8 0%lf^fco 
Jt*£-*rtt (E S I -MS, m/z) : 4 4 5 (M + +l) 
mmm8 6 5 :ll-\2-(2,5-i??tiU7^y*^)^)]s]-ll-{4-[(6,7-Z?* h^P 
>>-4-dry 'J;V)^->l7i-M7^ > 

Nl-{4-[(6,7-^p< U ;v)t*^>] 7 i^;V}-2-(2, ^ U D 7 i 

y^ris) 7^h7U* ( 2 0 0mg) §fh7t FD77> (10ml) 
bfe^s h7bh'D77 >li#:© lMrh7tFD77 (1.3 

ml) *iPifriP#ft3a«£T-C2KFHat^bfco 0°Cfc:tfr£PbpH = lC^^ST* 1 
Nigi^flP^Ts $^li«Tt3 0«jfbfco 0°Ci3^PblN7jcIt 

<b^- h U ^AzK^^ip^pH= 1 2 i:bfeo ^nn*;i/AtttH}LlilfeE 
lS§7nn*M-^7y- ;i/^©*^A-c«ISS-rSii:t:i Ds ^Sto-fb^ 
1 5 5mg\ IK* 8 0%T#feo 
Ii7>lfl (ESI-MS, m/z) : 4 8 6 (M + +l) 
H%^!|8 6 6 : N-{4-[(6,7-^ V^cls-A-*; 'J;V)^->]7x^;H-N-[2- 
(4-7MP7 oiy ^->)rc^;V]T^ > 

Nl-{4-[(6,7-^ h=^>-4-^y 'J;V)^^]7i-;i/}-2-(4-7;i/t07i7 
3^) 7-feh7^ h* ( 2 0 Omg) 4rh7tFD77> (10ml) CSil 
fef^s ^ >-t^ h7t h'D77 >$kfe<D 1 h7hKo77 ( 1 . 3 m 

1) =&iPX.TiPI^M^TT"2Bt^«#bfeo 0°Cj3^£pbpH = 1 fc^S^T 1 N 
^It^AP^Ts * & fcJD«««ET-e 3 OMifbfc. 0°C(c:^SPblN7jc^b 
7^ h U £Azfc$8$i£;&n;fcpH= 1 2hlf;o * n D^;i/A-C»£B bfcltbfc&N 

1 5 5mg\ IR*8 0%X-ntco 
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'H-NMR (DMSO-de, 4 0 0MHz) : 6 4 . 0 3 (s, 3H) , 4. 
04 (s, 3H) , 4. 14 (t, J = 5. 4Hz, 2H) , 6. 82-6. 8 
4 (m, 3H) , 6. 9 7-7. 0 1 (m, 2H) , 7. 11-7. 16 (m, 
4H) , 7. 62 (s, 1H) , 7. 74 (s, 1 H) , 8. 78 (d, J = 6. 
6Hz, 1 H) 

(ESI-MS, m/z) : 4 3 5 (M + +l) 
mfoM8 6 7 : N-{4-[(6,7-^p< h^>-4-3=-y U M^jP^J 7 x-;H-N-[2- 

TK^b^-hU^A ( 1. 9 6g) t^^Mil/A7^ K (2 4 0ml) £flP 

^.s Nl-4-[(6,7-^p< V)V)jr**y\7 ^=.)\s-z-(±-7)VJru7 

3^>)7--te hru* dig) %Jm?ifco Wi^x&oik*3-)\s (7g) 

^W7 5 K (10ml) «§*P^.^-e2B§P H m#bfeo TfcT^Jfo^JJ: b 

Nl-4-[(6,7-^p< U;V)^-^r->]7^-;V-Nl-p<^;i/-2-(4-7;i/ 

Nl-4-[(6 3 7-^^< h*ris-4-3cJ U ;i/)*^r^] 7 x-jl/-Nl-^ ^-;i/-2-(4-7;i/^-D 
7my ^^r-te h7^ h* ( 7 . lg) £^ h7tpD77> (250ml) 
tlfbfe^ h7tFD77 >g|f£<£> 1 h7tFn77 ( 4 

6mi) %mzTMMimmTx*mmmnhfro o°ct^pbpH= 

1 N*tt*JDitTx ^e>t-»M^T"e 3 0^BBlt#b&o 0°C(z^Pb 1 NtK 
^b^- h U r7A7K^$^JP^pH= 1 2 hbfco ^Dn^;i/A-e^aibtl,lilbfc 

3. 2g, iR^4 0%Tf#fco 
'H-NMR (CD.Ch-di, 4 0 0MHz) : 6 3 . 10 (s, 3 H) , 3. 
78 (t, J = 5. 9Hz, 2H) , 4. 07 (s, 3H) , 4. 08 (s, 3 
H) , 4. 14 (t, J = 5. 9Hz, 2H), 6. 51 (d, J = 5. 6Hz, 
1H), 6. 82-6. 85 (m, 4H) , 6. 94-7. 00 (m, 2H), 
7. 06-7. 08 (m, 2H), 7. 61 (s, 1H), 7. 64 (s, 1 
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H) , 8. 4 5 (d, J=5. 6Hz, 1H) 
li^lfl (ESI-MS, m/z) : 4 4 9 (M + +l) 

mmm8 6 8 : N-\2-(2-Z U U 7 S 3ris)^-?-)l]-N-{4-[(6,7-P * h^riy~4 

Nl-{4-[(6,7-iM h %->-4-3r; i;Mt^^>]7x^;i/}-2-(2-^ PD7xy^f- 
^) 7th75 H ( 2 0 0 m g ) £r h7tKD77> (10ml) fcr$gJS? Lfc 
^ N -ft"? >-r h7t h*D77 1 Mr h7tFD77 ( 1 . 3 m 

I) §i)nx.TMJl^Tt!2B#^ii#bfco 0°CMbpH= 1 £&Sg=T? 1 N 
^^iJP^Ts $f»aD»ITt3 0«#bfc o 0°C£^£PblN7KS£'fb 
7-h'J >>A7.k?§M£#nx.pH = 1 2 iibfeo ^nn*;VA-r»mbSgiibfc^s 

m% 1 5 5mg, Jfca£8 0%T»f#7c o 
HM^Dffii (E S I -MS, m/z) : 4 5 2 (M + +l) 
|gMffJ8 6 9 : N-{4-[(6,7-^t< RW; i J/l')t^->]7xrM-H2-7 

N1-{4-[(6,7-^t< h^-^-4-^y 'j;i/)^-^^>]7ai-;i,}-2-7aiy^i/^^ ^ 
5; K ( 2 0 0mg) £r h7tFP77> (10ml) t^bfe^ ^7>- 
rh7tFD77 >fg#:© 1 Mr h :7 fc. h"D77 >mWL ( 1 . 3ml) &1)U7LX 
»M^TT-2B$F B m#bfco 0°C{3^S]bpH = 1 J3&3£l: 1 NJ&@££#D£Ts 
£ £> fcJp^JgiSETT 3 OdBHtflfc, 0°C£tfr£Pb 1 N*»-fc^ h U»>Azk» 
?$£#Q;tpH= 1 2 i:bfe 0 ^nn^i/ATttmUMbfcf^ li^7nn^ 

— ;v^©*7A-eilti)3i:tJ; tK itS<zMb-£1^£ I5 5mg, 

iK^8 0%tt#feo 
li^lfi (ESI-MS, m/z) :417(M + +1) 
gMLg 7 0 : N-{4-r(6,7-^7< Y**y-4-*J U 71x)^-^r^l 7 ^=.JV}-H-\2- 

Nl-{4-[(6,7-^7< h^^-4-^y 'J/l/)t^r^]7xrjV}-2-(4-^r;i/7x7 df- 
*>) 7t K ( 2 0 0mg) §rb7tFD77> (10ml) fc?g$Pb7c 

f^s ^ >-r h7bh*D77 >$£ifcco 1 Mr h7t Fn77 >?§r$ ( 1 . 3 m 
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i) ^iu^.xmmmmyvzmmmn^tco o°cii^pbpH = ii:^§ttiN 

Sf«##ffil (E S I -MS, m/z) :43 1(M + +1) 

mMM8 7 1 : N-{4-[(6,7-^ h*js-4-*J U jkMjfj/] 7 ji-M-N-[2- 

Nl-{4-[(6,7-^ h^^-4-^y >;;i/)^-^^]^^-;v}-2-(3-^^-;i/^oiy 

5/ ) 7th7^ H ( 2 0 0mg) ^rh7bFP77> (10ml) IzmM bfc 
& N ^"-7 f> ^ t: FD77 >$gf$© 1 Mr h7t ( 1 . 3 m 

i) ^m^xmmm^rx2mmmnhrzo o°ct^tpH= 1 fc&as-c 1 n 
mm&iiax.x s e> n#pi&MTT* 3 0 &mmn b^o 0 °c j^si b 1 N?jci^b 

r h U «>A7jc^^Sa^.pH= 1 2 t bfeo ^nn*;^A-eamuiHLfcf£s 

1 5 5 mg, i« 8 0 %X^fz 0 
WMfrffim (E S I -MS, m/z) :43 1(M + +1) 
H»J8 7 2 : 2-(2-{4-C(6,7-^p< h^->-4-^y U ;i/)^-jp->]T- U ^ }rc h 

) 7 3i J — ;i/ 

Nl-{4-[(6,7-^p< h^^-4-^y iJjl/)^^ri/]7i^l/}-2-(2-t h*P^>7x 
y ) 7-feh7^ h" ( 2 0 0 m g ) §rh7tFD77> (10ml) 
bfcf^ 4?^ >-r h7bFD77 >#g#:© 1 Mr h ^ t F D 7 =y >mW. (1.3 

mi) ^m^xmmm^rxzmmmnvfzo o°ct^spbpH=i(3^^t-ei 

N^^jD^Ts $f»fciDiWe3 0^W#Ufeo 0°Cfc^PblN7« 

^ h U r7A7K^§in^.pH= 1 2hbfco ^nn^;i/AT^mbaiSbfef^ 
aS^^Dn^^A-^^y-^mo^^A-ellM-r^ei^t £ ^M©-fbi^ 

tl£ 1 5 5mgs Ms 8 0%Tl#fco 

'H-NMR (DMSO-d 6 , 4 0 0MHz) : 6 4 . 0 2 (s, 3H) , 4. 
03 (s, 3H), 4. 12 (t, J = 5. 4Hz, 2H), 6. 71-6. 9 
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5 (m, 7H) , 7. 15-7. 17 (m, 2H) , 7. 62 (s, 1H) , 7. 

73 (s, 1H) , 8. 77 (d, J = 6. 6 Hz, 1H) 
fl^lfi (ESI-MS, m/z) : 4 3 3 (M + +l) 
mmm8 7 3 :N-{4-[(6,7-^7< h^->-4-^r^-^U-;V)^-^->l7^-;V}-N- 

Nl-{4-[(6,7-^7< b U -;i/);?|-^> ] y ^-)V}-Z-7 x y ^r>>r-fe 

hT-^F ( 2 0 0mg) §rh7tFD77> (10ml) bfc#s tf^ 

>-rf7tFD77 >fg#:CD 1 h7hFP77 >?§$t ( 1 . 3ml) 
T^M^T^2B§PMJfbfeo 0°C{3^*PbpH= 1 1 Nim$*M%. 

Ts £ £ fciPftftM^TT 3 0^P H 1M#bfeo 0 o C£^£Pb 1 N7jc^b^~ h U <^A 
7K?tM^*P^pH= 1 2 tlL ^PP^AT^mb^fibfcf^ lS§7n 
n^;i/A-^^y— ;v^cD7J^A-rMMl-^Ch^J; gtM©fbi^j£ 15 5 
mg, Ms 8 0 %-^#feo 

1 H — NMR (CDCla-di, 4 0 0MHz) : 6 3 . 5 6 (t, J = 5. 1H 
z, 2H) , 4. 07 (s, 6H) , 4. 21 (t, J = 4. 9Hz, 2 H) , 
6. 76 (d, J = 8. 8 H z , 2 H) , 6. 93-7. 00 (m, 3H), 7. 
09 (d, J = 8. 8Hz, 2H) , 7. 28-7. 33 (m, 2 H) , 7. 3 
9 (s, 1H) , 7. 57 (s, 1H) , 8. 65 (s, 1 H) 
MMfrm m ( E S I - M S , m/ z ) : 418 (M + +l) 
H#affiJ8 7 4 : 2-(2-{4-[(6,7-^t< h ^->-4-»7-^ 'J -jv^^^T— U J } 
j: Y*^)? xy — 

Nl-{4-[(6,7-^7< h^r^-4-dr^-^U -;i/)^-^^]7x-;i/}-2-(2-t Fn3^> 
7 x y ) T-fe h 7" ^ H ( 2 0 0mg) £^ h7th'D77> (10ml) 
mm b^f^s ^ h7tFD77 >fgf£cD 1 h7tFD77 ( 1 . 

3mi) %mzTmmmm,TT*2mmm;nLfzo o°c^^*pbpH= lt^^^-e 

lNM.m%m%.X, ^^MISTT3 0M#bfeo 0°C£#?£Pb IN7K 
It{b7^ h U»>A7X^rt^iP^pH = 1 2 iibfeo ^Dn^;i/AT^imbvl,libfe 
SS*7pp*M-^^7- ;i/^cD7J^ Ai!|f^1~^ hfcJ; itM© 
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1 H — NMR (CDCL-di, 4 0 0MHz) : d 3 . 60 (t, J = 5. 4H 
z, 2H) , 4. 06 (s, 3H), 4. 07 (s, 3H) , 4. 28 (t, J 
= 5. 4Hz, 2H), 6. 78 (d, J = 8. 8Hz, 2H) , 6. 87-6. 
94 (m, 4H) , 7. 10 (d, J = 9. 0 Hz, 2H) , 7. 32 (s, 1 
H) , 7. 57 (s, 1H) , 8. 63 (s, 1 H) 
MMfrffi m. ( E S I - M S , m/ z ) :4 3 4 (M + +1) 
mMM8 7 5 : N-{4-[(6,7-^p< h^->-4-^-y U ^-;i/7 — 

Nl-{4-[(6,7-^ U ;i/)^-^r^]-3-^ tS>1/:7 ^ -)V}-2-7 ^ S 3r 

>>T-fe F ( 200m g) ^ h7tFn77> (10ml) izmM^f^, 
tf^ V =y t: h* D 7 =7 >m&<£> 1 F7tFD77 ( 1 . 3ml) £ 

mx.xmmmm.r-^2mmmnvtzo o°c^mvi>B. = 1 i n^<£ 

iP^Ts £ ^ fciP^jS^TT" 3 0 frfflm$Vfco 0 °C(3^SP b 1 NTklHb:?- h U 

5 5mg, IR*8 0%Tf#fc o 
KM^JffiS (E S I -MS, m/z) : 4 3 4 (M + +l) 
1g»']8 7 6 : N-{4-[(6,7-^ h^->-4-^r^ U ;i/)^~^r^1-3-p< ^fyy ji — 

Nl-{4-[(6,7-^ h^^-4-^f-y U;b)^-^S>]-3-p<^;i/7^-;i/}-2-(2-^^;i/ 
7x7 3^>) h* ( 2 0 Omg) £^ h7tF077> (10ml) 

?&Ji$b7£f£s ^ F7hh"n77 >fg#:CD 1 M9- h7tFP77 ( 1 . 

3ml) ^iP^TJP^M^Tt2^ti^bfeo (TCfc^bp H = 1 
lNimi%Dn%-X, ^ & CJn^5S«ET"e 3 O^flt^bfco CCfc^SPb 1 NtK 
^b^" h U«7A7K^^iP^pH= 1 2ilb7co ^DD^;VA-tr^tBbvIISbfe 

#s iSt7nn*;vA-^^;- ;i/^©#5 A-eMMI^ci J: ^ MM® 
4h&®}% 1 5 5mg, W8 0 0 /o«o 

'H-NMR (CDCL-di, 4 0 0MHz) : 6 2 . 0 2 (s, 3H) , 2. 
19 (s, 3H) , 3. 50 (t, J = 4. 9Hz, 2H). , 3. 96 (s, 3 
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H) , 3. 98 (s, 3H) , 4. 12 (t , J = 4. 9Hz, 2 H) , 6. 2 
3 (d, J = 5 . 1Hz, 1 H) , 6. 50-6. 54 (m, 2H), 6. 7 6 
-6. 89 (m, 3H) , 7. 07-7. 10 (m, 2H) , 7. 34 (s, 1 
H) , 7. 5 5 (s, 1H) , 8. 3 5 -8. 3 6 (m, 1 H) 
II^*fi (ESI-MS, m/z) : 44 5 (M + +l) 
mmmS 7 7 : N-[2-(2-^ P P 7 x>> jf-»xf ;i/]-N-f4-[(6,7-$?^ 

Nl-{4-[(6,7-^ b*->-4-3rJ 'J;i-)^^]-3^^7iXjV}-2-(2^DB 
-7 jLj^i/) T-te h75H ( 2 0 0mg) ^ h7bKP77> (10ml) £ 
J§fl¥bfc^s stf^ h ^ t FU77 1 h7t FP77 >^r^ ( 1 - 

3mi) %M%.xi}ummmTT*2mmmmsfzo o°c$;rmiPbpH= i£&&g=-£ 

1 N*fiK&j&D*.Ts £ & fciD*fr3B3fcT-e 3 0 7>M#b5feo 0 0 C$3^£Pb IN* 
f^s 1S§7pd*m-^ — ;WA7AtiItS^ i:t:«t tK ^H© 

1 H — NMR (CDCla-dx, 4 0 0MHz) : 6 2 . 10 (s, 3H) , 3. 
60 (t, J = 4 . 9Hz, 2H), 4. 04 (s, 3H), 4. 06 (s, 3 
H), 4. 26 (t, J = 5 . 1Hz, 2H), 6. 31 (d, J = 5 . 4Hz, 
1H), 6. 59-6. 65 (m, 2H), 6. 91-6. 97 (m, 3H), 
7. 20-7. 22 (m, 1H), 7. 38-7. 40 (m, 1 H) , 7. 4 2 
(s, 1H), 7. 63 (s, 1H), 8. 43 (d, J = 5. 1Hz, 1H) 
Sfi##Hit (ES I-MS, m/z) :4 6 6 (M + +1) 
MSfflJ8 7 8 :N-{4-[(6,7-SM h^->-4-^y U ;i/)a-=fr^]-3-jX g^kZ =E - 

;i/}-N-[2-(3-p<7 < -;i/7 »'»x^;i/]7 ^ > 

Nl-{4-[(6,7-^7< h^>-4-=>ry U ;i/)^^r^]-3-7< 7^1/ 7 ;i/}-2-(3-^ tS>1/ 
7i;^» h* ( 2 0 0mg) £7^ h7tFP77> (10ml) (3 

stf^ >-t^ F7tFP77 >ft#:cD 1 Mt^ h7tFP77 ( 1 . 

3ml) ^P^T»M^TT2H^P B m#bfeo 0°CC^UpH = 1 t&SST? 

i N£g*&in*.t\ £ e. tiii^Tt 3 o^Mfbfeo o °c^^spb 1 ntJc 
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'H-NMR (CDCls-dx, 4 0 0MHz) : 6 2 . 10 (s, 3 H) , 2. 
34 (s, 3H) , 3. 54 (t, J = 4. 9Hz, 2H), 4. 04 (s, 3 
H) , 4. 06 (s, 3H), 4. 18 (t, J = 5. 1Hz, 2H) , 6. 3 

0 (d, J = 5. 4Hz, 1H), 6. 56-6. 61 (m, 2 H) , 6. 74 
-6. 81 (m, 3H), 6. 95 (d, J = 8. 3Hz, 1H), 7. 18 

(t, J = 7. 6Hz, 1H), 7. 42 (s, 1H), 7. 63 (s, 1H), 

8. 4 3 (d, J = 5. 4Hz, 1 H) 
IIMf (ESI-MS, m/z) :4 4 5 (M + +1) 
H^J8 7 9 : N-{4-[(6,7-^p< h^>-4-^y U;b)^-^->1-3-p<^7 jz — 

ni-{4-[(6,7-^^ h3^>-4-^y >;;^)^-^^]-3-^^;v^3i-;i/}-2-(4-p<^;i/ 

7 ^y^) h^^F( 2 0 0mg) §r F7tFn77> (10ml) Iz 
mmvtzWi, ^ >-y=- h7hh'n77 >mfo<D 1 Mt h ^ b F D77>ii ( 1 . 
3ml) ^ijn^.T»M^T"e2Btr H m#bfeo 0°C^^bpH= 1 (35fe§S-e 

1 Ni&m%m?LT, z h izmmmmrr' 3 o^p»#ufeo cci-r^u 1 n?jc 

{bl»£ 1 5 5mg. IK^8 0%Ti#£o 

'H-NMR (CDCla-di, 4 0 0MHz) :<52. 10 (s, 3H) , 2. 
30 (s, 3H) , 3. 53 (t, J = 4. 9Hz, 2H) , 4. 04 (s, 3 
H), 4. 06 (s, 3H), 4. 17 (t, J = 5. 1Hz, 2H), 6. 3 
0 (d, J = 5. 1Hz, 1H), 6. 56-6. 61 (m, 2H), 6. 83 
-6. 96 (m, 3H), 7. 10 (d, J = 8 . 5Hz, 2H), 7. 42 
(s, 1H), 7. 63 (s, 1H), 8. 43 (d, J = 5. 4Hz, 1H) 
IWf (ESI-MS, m/z) :4 4 5 (M + +1) 
mmm8 8 0 :N-{4-f(6,7-:^ h^->-4-^-y V)\s)Jr3ri/~\-3-*?-}l7 
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;V}-N-[2-(2-p< b**/7 3Ljici/)^?-MT^y 

%/ y x. y ^ ) T-fe h T ^ K ( 2 0 0 m g ) §rh7kF077> (10ml) 
tg|Lf;| N tf;^ >-^r b7tFD77 >mtfc(D lMrh7th'D77 
(1. 3ml) §ijnxT»M^Ttr2B#F a W#bfeo 0°C iz^SP LpH=lt^ 
§fe 1 NlMg£#0;LTs ^5>^»M^Ttr3 07>F»#bfeo 0°C£^£Pb 

I NzkSHfci^ h U >>A7K»^iJP^.pH= 1 2tbfeo ^DO^MTfifflll 
ISbfcf£ N M*^nn*/l'A-^^y-/l/^0>!37A-eiSt^iJ:{iJ;^ 
mmo^^ 1 5 5mg\ l&*8 0%-?:t#feo 

'H-NMR (CDCL-di, 4 0 0MHz) : 6 2 . 10 (s, 3H) , 3. 
55 (t, J = 4. 9Hz, 2H) , 3. 89 (s, 3 H) , 4. 04 (s, 3 

H) , 4. 06 (s, 3H), 4. 25 (t , J = 4. 9Hz, 2 H) , 6. 2 
9-6. 31 (m, 1H) , 6. 57-6. 61 (m, 1H) , 6. 89-7. 

II (m, 6 H) , 7 . 4 3-7. 44 (m, 1H) , 7 . 61-7. 65 (m, 
1H) , 8. 44 (t, J=5. 4Hz, 1H) 

H«#*flB (E S I -MS, m/z) :4 6 0 (M + +1) 

mMmS 8 1 :N-{4-[(6,7-S^ Y**y-±-*J U;i/)t»->]-3-^^7i- 

;i/}-N-[2-(2,6-^p< x y ^--> ^^2klZ^ > 

Nl-{4-[(6,7-^p< h=3r^-4-^y 'J ^) t=^r >>]-3-^ ^7 i-^}-2-(2,6-^^ 
zlJ T-k h7^ K ( 2 0 0mg) ^ h7kFD77> (1 0m 

I ) t^bfeiv stf^ h7tFP77 >mifc(D lMrh7kKD77>i 
* (1. 3ml) SJn^tSD^®mT-r2I^Ka#bfeo 0°Cfc:*N3JbpH= 1 £ 

b 1 NzkiKb^ h U >>A7jc«^*Px.pH = 1 2 ^bfco ^ n n^;i/AT"tttbb 

^ffi<ZMfrS4&l* 1 5 5mg\ W8 0%T >: f#fco 

'H-NMR (CDCls-di, 40.0MHz) :<52. 11 (s, 3H) , 2. 
30 (s, 6H), 3. 55 (t, J = 5. 1Hz, 2H), 4. 02 (t, J 
= 4. 9Hz, 2H), 4. 05 (s, 3H) , 4. 07 (s, 3H), 6. 3 
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0 (d, J = 5 . 4Hz, 1 H) , 6. 60-6. 64 (m, 2 H) , 6. 94 
-6. 98 (m, 2 H) , 7 . 02-7. 04 (m, 2 H) , 7. 43 (s, 1 

H) , 7. 63 (s, 1H) , 8. 44 (t, J = 5. 1Hz, 1H) 
fiMf (ESI-MS, m/z) :4 5 9 (M + +1) 

mmmS 8 2 :N-[2-(2,6-^p< V^yy ^> )^7S>l/]-N-{4-[(6,7--^p< fc 

Nl-{4-[(6,7-^p< h3^>-4-3^ 'J;i/)^^^]-3-^f;i/7iz;i/}-2-(2,6-^^ 
h^r^y ^-fe h^^H ( 2 0 0mg) £^ h7tf*P77> (10m 

I ) l-^fifbfcf^ stf^ h t FD77 >ig#:© 1 h5t FD77 

* (1. 3ml) ^AP^.T»M^Tt?2Nf^«#bfeo 0°C£}££PbpH = 1 \z. 

lNJ^It^in^-Ts £ & J3«yi^tT-£ 3 073f H 1j»bfc o 0°C^^*p 
b 1 Nykmibi- b V I >A7Kv§m^SP^pH = 1 2 £bfco 7on*;i/A«L 

mm<Dlb&$)%: 1 5 6mg, IR*8 0 %Tt#feo 

1 H — NMR (CDCla-di, 4 0 0MHz) : 2 . 10 (s, 3H) , 3. 
38 (br s, 2H), 3. 89 (s, 6H), 4. 05 (s, 3H) , 4. 0 
6 (s, 3H) , 4. 27 (t, J = 5. 1Hz, 2H), 4. 94 (brs, 
1H), 6. 31 (d, J = 5 . 1Hz, 1H), 6. 56-6. 61 (m, 4 

H) , 6. 94 (d, J = 8. 5Hz, 1H), 7. 02 (t, J = 8. 3Hz, 
1H), 7. 43 (s, 1H), 7. 64 (s, 1H), 8. 44 (t, J = 5. 
4Hz, 1H) 

K«7>Wfi (E S I -MS, m/z) : 49 1 (M + +l) 

m.MiM8 8 3 : N-[2-(2,6-^7;i/^j-P7 3iy jr->)^^;V]-N-{4-[(6,7-^^ h 

Nl-{4-[(6,7-^p< h^^-4-dry 'j;i/)^^r^]-3-^7";i/7 i^}-2-(2,6-^7 
;^n7i7^^>) THz h7^ F ( 2 0 0mg) §rh7bFD77> (10m 

I ) felts h7tb'D77 l/fgfo<D lMrh7tFD77 

ft (i. 3mi) ^m^rmmmmy-azmmmiWhrzo o°cfc:#sjbpH=i c 
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b 1 N7km<hi- h U <>A7jC^^D^pH = 1 2 bLtzo ^DD*/l/AtitHb 
mM(Dih^m^ 1 5 5 m gs WM 8 0 %T : f#fco 

'H-NMR (CDCls-di, 4 0 0MHz) : 6 2 . 10 (s, 3 H) , 3. 
50 (br s, 2H) , 4. 05 (s, 3H) , 4. 06 (s, 3H) , 4. 3 
7 (t, J=5. 1Hz, 2H) , 6. 31 ( d , J = 5. 4Hz, 1H) , 6. 
57-6. 63 (m, 2 H) , 6. 89-6. 99 (m, 4H), 7. 43 (s, 
1H) , 7. 63 (s, 1H), 8. 44 (d, J = 5. 4Hz, 1H) 
li^tffi (ESI-MS, m/z) : 4 6 7 (M + +l) 
g%M8_8_4 : N-T2-(2,6-^pg h jp$/7 x y j/)x^;v]-N-f 4-[(6,7-^ ^ b 

Nl-{4-[(6,7-S^ h^^-4-=3ry U ))/)*3ri/]-2,3-i?* i -;i/}-2-(2,6 

-S^ h^^^^ydr^) T-fe h7^ F ( 2 0 Omg) h7tFD77> 
(1 0ml) bfcf^s tf^ h7hFD77 >m&(D 1 h7b h*D 

7 9 ( 1 . 3ml) *JD jtTjDjft««ETl?2WpHI«# bfco 0°Cfc^4P b p 

H=it^ssti NJg^^^n its fcijn^M^TT 3 o &m b ^ 0 o 

°C^^3ib 1 NtRS?-^ h U <>A7K^MSiP^pH = 1 2 i: bfeo ^pd^M 
-elfim bats b 7cf£ N ^ p p a - p< # J — ^ AtrMM-r £ 

tlz J; ^MO-fb^-tJ^ 1 5 6mg N iR*8 0%Tf#fc o 
'H-NMR (CDCL-di, 4 0 0MHz) : <5 2 . 10 (s, 3H) , 2. 
24 (s, 3H) , 3. 44 (t, J = 4. 4Hz, 2H) , 3. 87 (s, 6 
H) , 4. 05 (s, 3H) , 4. 07 (s, 3 H) , 4. 32 (t, J = 4. 
6Hz, 2H) , 4. 72 (brs, 1H) , 6. 27 (d, J = 5. 4Hz, 
1H), 6. 5 8- 6. 6 2 (m, 3H), 6. 91 (d, J = 8. 8Hz, 1 
H), 7. 03 (t, J = 8. 5 Hz, 1H), 7. 43 (s, 1H) , 7. 6 
6 (s, 1H) , 8. 42 (d, J = 5. 4Hz, 1 H) 
ttfrffim (E S I -MS, m/z) : 5 0 5 (M + +l.) 

iff'J8 8 5 : N-{4-r(6,7-^^ U/l/)t^->l7xn^H-(3-7 
P KJ]y)TA> 
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ni-{4-[(6,7-^m 'j;v)t^^]7xr;i/}-3-7i;^>rn^> 

7^ F ( 2 0 0mg) §^h^th*n^^> (10ml) b7cfl^ ^ > 

-rh7tFD77 1 Mr h7t FD77 >$g$t ( 1 . 3ml) ^M^X 

;vA-^#y— tu itMcMb-^g: l 5 5mg, 

ik* 8 o %vmtco 

'H-NMR (CDCls-di, 4 0 0MHz) : 6 2 . 3 0-2. 3 3 (m, 2 
H) , 3. 91 (s, 3H) , 3. 98 (s, 3H), 4. 00 (t, J = 5. 
6Hz, 2H) , 4. 34 (t , J = 7. 1Hz, 2H), 6. 21 (d, J = 
7. 6Hz, 1 H) , 6. 86-7. 01 (m, 7H), 7. 27-7. 32 
(m, 3H) , 7. 47 (d, J = 7. 6Hz, 1 H) , 7. 83 (s, 1 H) 

SlMft (ESI-MS, m/z) :43 1(M + +1). 

mMM8 8 6 : N-{4-[(6,7-^p< h=frS/-4-=fry 'J;i/)t^'>1-2,5-^^f;i/7x 

Nl-{4-[(6,7-^7< iJ^)«^]-2,5->7^fA7x^l/}-3-7i 
7^>7D/^7^ K ( 2 0 Omg) £r h7bFD77> (10ml) 
bfc^s >-r h^t h'H77 1 Mr h^fc. h*D77>Si (1.3 

mi) ^m^.xmmmm.i : x2mmmw^tzo o°cfc}£*pbpH=itc&3£T*i 

N^St^iPxts ^f»tDDiWT*3 0^FWUfc o 0°C(3^*PblN7jcIt 

fls:*- h u e7A7k^r^^iax.pH= l 2 h bfeo ^PP^;i/A-^Mmb?ilibfe^ 
iM7on^A-^^7- ^ A If !k ^©{b-^- 

t)*15 5mgs IR*8 0%-et#fe o 

'H-NMR (CDCla-dt, 4 0 0MHz) : 6 2 . 0 8 (s, 3H) , 2. 
14 (s, 3H), 2. 17-2. 23 (m, 2H), 3. 43 (t, J = 6. 
3Hz, 2H), 4. 04 (s, 3H), 4. 06 (s, 3H), 4. 16 (t, 
J = 5. 9Hz, 2H), 6. 29 (d, J = 5. 4Hz, 1H), 6. 54 
(s, 1H) , 6. 82 (s, 1H) , 6. 9 3 - 6. 9 7 (m, 3H) , 7. 
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28-7. 3 2 (m, 2H) , 7. 43 (s, 1H), 7. 62 (s, 1 H) , 

8. 4 2 (d, J = 5. 4Hz, 1 H) 
liMfi (ESI-MS, m/z) :4 5 9 (M + +1) 
mmmS 8 7 :N-{4-[(6,7-^ h^->-4-^y V ))/)***s'\-2,3-S>*7)]/7 

Nl-{4-[(6,7-^ h^>>-4-^y U;V)^-^^>]-2,3-^p<^;i/7rc-;v}-3-7 3i 
y^ri/^D/^T^ K ( 2 0 Omg) £r h7t h*H77> (10ml) (C^fl? 
bfcf^s ^ h7th*D77 1 h7tFD77 >mm (1.3 

ml) ^iPX.TJP^M^T-e2B§P H m#bfeo 0°C(3^SPbpH= 1 id&^Tf 1 

Nmm^m^x, 3 0 7>p^m#bfe o o-cc^pb 1 nzk^ 

1 5 5mg, W8 

1 H — NMR (CDCla-di, 4 0 0MHz) :d2. 07 (s, 3H) , 2. 

14 (s, 3H), 2. 17-2. 30 (m, 2H) , 3. 42 ( t , J = 6. 

3Hz, 2H) , 4. 05 (s, 3H) , 4. 06 (s, 3H), 4. 17 (t , 

J = 5 . 9Hz, 2H), 6. 26 (d, J = 5 . 4Hz, 1H), 6. 59 . 
(d, J = 8 . 5Hz, 1H), 6. 90-6. 97 (m, 3H), 7. 28- 

7. 43 (m, 3H), 7. 65 (s, 1H), 8. 41 (d, J = 5. 4Hz, 

1H) , 8. 58 (d, J = 4. 9Hz, 1H) 
SI« (ESI-MS, m/z) : 4 5 9 (M + +l) 
mMM8 8 8 : N-{4-[(6,7-^ h^>-4-^y U fr)Jr*js] 7 ^ -;i/}-N-[3- 

(2-p<^-;i/7 jr-»7°Dh:jV]7^ > 
Nl-{4-[(6,7-^7< b^>-4-^-^ V)l)Jrlcis]7 ^-)\s}-3-(2-*3-)\/7 x-S * 

->)yu^>T^ M 20 Omg) £r h7tFD77> (10ml) izmML 

fcf^s ^ h7tFD77 >HHfcCD 1 Mr h ^ t FD77 ( 1 . 3 m 

i) ztozxtoffaMmTT-zmMmn^fco o°ct:^bpH=it:^5*^ in 

i&m*MZ-X, ^? & ft:*n*k««E"f "C 3 0^ffl«#bfco 0°Cfc^SPblN7j<^b 
■>A7K^££n;LpH= 12h bfeo ^Dn*;VA^ft&mUflSbfci^ 
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£ 1 5 5 m 1R*8 0%t:f#feo 
Ii^*rtt (ESI-MS, m/z) : 4 4 5 (M + +l) 
mmms 8 9 :N-{4-[(6,7-^.?< h^r->-4-^y UiVjJ^dz^5z^i±2kZ^ 

}-N- [3- ( 2-p< 7 x J ± ) r P bVV 1 T % > 
Nl-{4-[(6,7-S^ h=3r->-4-^y U ;i/);t^>]-2, 5-^ *-;i/!7 x~;t/}-3-(2-* 
3iy^-iy)rD/l>T5. h" ( 2 0 0mg) §rh7t>*D77> (10m 
1 ) tSlbfeis ^ h7hFP75 >ti#:© 1 Mr h ^ t FP77 >^ 
* (1. 3ml) SJn^TJP^««6TT2l^|IBit#Ufco 0°Cfc^4Pbp H= 1 

b lNzkKfb^ h U £A*$S$£&Jn;tpH = 1 2 hbfeo ^DD*jl/Ati[Hb 
iWBbfcfts iS§^nn*ji/A-^^y-/v^07J7M!iSt^^J:(;^!)s 

SM©<b^* 1 5 5mg\ iRJ*S8 0%7!f#fco 

SiMfi (ESI-MS, m/z) :4 7 3 (M + +1) 

#i!8 9 0 :N-{4-r(6,7-^;* r=fr->-4-=fry ^^t^^l-Z^-^^rJ^i 



-;i/}-N-r3-(2-p< r^7x y^»7PKM7^> 
Nl-{4-[(6,7-^p< b^>-4-^y U;i/)^^]-2,3-^^ ^;i/}-3-(2-p< 
x>> Jr^)7°D^l>T5. K ( 2 0 0mg) Srh7fcFn77> (10m 
1 ) fcSSflfbfc&N #9 h7tpn77 y^W-<D 1 Mr h7tFD77 
«t(l. 3ml) *initT:iP»»«ET*Tf2«?B8«#bfco O'Cfc^SPbp H = 1 C 

blN7jc^'fb7 u h U £AzK$S*££;&n;tpH = 1 2 hbfeo ^PP^;VAt!#ftmb 

mMOfo&to* 1 5 5 mgs IR* 8 0 %t?f#feo 

liMi (ESI-MS, m/z) :4 7 3 (M + +1) 

gM_8_9 1 :N-[3-(2-^7PP7 J iy^->)7°Pb:;Vl-N-f4-r(6,7-^^ 

HH4-[(6,7-y^ h =^>-4-3^ U 7 i-;i/}-3-(2-^ P P 7 x 7 

->)7'P^>T^ F ( 2 0 0mg) Srf7tFD7r> (10ml) £?g$?b 
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fcf^s aK^ h7tFP77 >mfoCD 1 Mr h7th*P77 >^ ( 1 . 3 m 

1) *iP^.TSP^JS^TT2^^iS#bfco 0°CK:#8JbpH = 1 1 N 

liMI (ESI-MS, m/z) : 4 6 6 (M + + 1 ) 

mffiiM3 9 2 : N-[3-(2-^PP7 ^->)rPbVl/]-N-{4-[(6 i 7-^p< b^-> 

u;i/)^-^r->l-2,5-^^^;i/^^-;i/}T^ > 

Nl-{4-[(6,7-^ U;b)^-^^]-2,5-^^^;i/7^-;i/}-3-(2-^ 
DD7iy^^)7*D/'i>7^ F ( 2 0 0mg) §rh7hFn77> (10m 
1) IzmmVf^s *"7>-rh7t Fn77>^||:CDlMr h7tFP77>^ 

( 1 . 3mi) &m^xmmmmT^mmmw\,tz<> (rcjz^pbp h = i £ 

aSSt 1 N^^^JP^Ts ^?)»^«^tTl!3 0^ll#bfeo 0°CfcMl 
b 1 NTki^br h U >>A7X^§iP^pH = 1 2 £bfco 7nn*M-ettttlb 
*§ISbfc^s MS^dd^m-^^;- ;i/^cD7J^A-t!MM-r^i Dn 
mmoik^lt 1 5 6mg\ 42*8 0%-ef#feo 
5»7>*/f{fi (E S I -MS, m/z) : 4 9 4 (M + + 1 ) 
mffi.M8 9 3 :N-r3-(2-^PP7^y^->)^°PbVPl-N-i4-r(6,7-^^ h^-is 

';;i/)^-jp->]-2,3-^p<^-;i/7 3i-;v}7 ? ^ > 

Nl-{4-[(6,7-^p< b3^>-4-^y U;i/)^-^^>]-2,3-^7<^;i/^3i-;i/}-3-(2-^ 
n07xy^ri/)7'D/'i>7^ F ( 2 0 Omg) ^rh7tFD77> (10m 
1 ) £igji?bfc^ stf^ >-r h7t FD77 >fgf£© 1 Mr h7tFD77 >}g 
?t ( 1 . 3ml) §^)PX.TiP^M^tT^2B#P e m# bfeo 0°Cfc:^£p lpH = 1 fc 
lN^^^P^ts ^ tdDii^Tt 3 0 ^P^l# bfeo 0 o C{3^Sl 

b l N7kmh± h >; >>A7j<^ft^iPxpH = l 2 hbfeo 7DP^;vA-eitBb 

»bfef^ ^ ti ti^ji a - ^ ^ j —jvmoti ^ Aismmr ^> ^ tiz x \) , 

i£M<ZHbi§rtj£ 1 5 6mg\ «8 0%Tf#fe o 
SMItI (ESI-MS, m/z) : 4 9 4 (M*+l) 
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mmms 9 4 :N-{4-r(6,7-^ v^y-i-^j u;i/)t^->i-2,3-^^f;v7x 

Nl-{4-[(6,7-^p< h^>-4-=W U;V)^S/]-2,3-^7Sn/7^;i,}-2-(2,6 
-^fil/7i;^»7t F ( 2 0 Omg) £r F7tFD77> (10 

(1. 3ml) §^n^T«3S^TT2I^P^#bfco 0°C(^itpH=l 

iz^^^xiNum^m^Xs $f»t»i^3o«^ifco o°ct^ 

bi§M b 7on A - ^ # y — ;v^cd£ -5- 

D N mM<Dik<grm% 1 5 5mg N iK$8 0%«o 

Hfi^fffii (E S I -MS, m/z) : 4 7 3 (M + +l) 

mMM8 9 5 : N-{4-[(6,7-^ h^->-4-^y U ;v)^-^->1-2,5-^^< g 

}-N- [2- ( 2 , 6- >< Z E ^ ffe ^ ) 31 ±2k 1 Z S > 
Nl-{4-[(6,7-i^ h^i>-4-^ry U ;i/);t^>]-2, 5-$^ 3i-;i/}-2-(2 5 6 
-^^5 L ;i/7x7 3f-^) h7^ F ( 2 0 0mg) §r h7th*D77> (1 
0ml) izmffi bfcf^. ^ h7tFD77 1 Mr F7tFD77 

>mm (i. 3mi) zm^xmrnrnT-ezmmmw^fzo o°c{3^*pbpH = 

1 1 N^lt^iO^-Ts ^&(3»M^tT-e3 O^fM^bfco o°ct 

^iPb 1 NykMlbi- h U ^A7X^rt^inx.p H= 1 2 hLL 7nn^A"ei 

£!X 5 5rags iK*8 0%t#fco 

Jt*?WfiI (E S I -MS, m/z) :4 7 3 (M + +1) 
mmm8 9 6 :N-[2-(2,6-^p< h*->7 *is)^M-1t-U-[(6J-y* h 

^->-4-^y ';;i^)^-^-->l-2,5-^^7 c ;i/7^-;u}7 7 ^ > 

Nl-{4-[(6,7-^ h*is-4-*J ^-^^>]-2,5-^^^;i/7xn;i/}-2-(2, 
6-^ h^Fi/^^y =^>)T-te F ( 2 0 0mg) £r F7hFn77> 

( 1 0 m 1 ) bfcf^s #7>-rF7hFD77 lMrF7tFP 

7 7>is (i. 3mi) ^in^xmmmmj-^zmmmnvrco o°c^^pbp 

H = 1 lz.t£Z>%>X 1 NiMt^O X.Ts ^ S> fcinitM^T-tr 3 0 frm&ft b fc o 0 
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-etttB bills b fc^ N ^ d p a — # ^ A-eiit a £ 

^tcfctK mmcDih^^l 5 6mg\ «8 0%Tt#fe o 
K«^/rfil (E S I -MS, m/z) : 5 0 5 (M + + 1 ) 
mmm8 9 7 :N-^>vV;i/- N' - {4- [ (6, 7-^p< h^r->-4-^- 

4- [ (6, 7-^ h^r^-4-^y U;iO 2f-^>] T-U> (5 Omg) 
§ h;vrc> (5ml) . o^^y— )V (1ml) temffig'&fci^ 7$m®l-'<> 
^>tiJV^=.;]y ^V3^>T*-h (5 0/zl) ^JP^.^-e 2B#P B 1ii#bfeo 

V h^^7^f— fcj: t)*f^bs ^®©<bl^lfe 7 8mgs W9 4%^#feo 
'H-NMR (CDC la, 400MHz) : (54. 02 (s, 6 H) , 6. 54 
(d, J = 5. 12Hz, 1H) , 7. 22 (d, J = 8 . 78Hz, 2H) , 
7. 33-7. 77 (m, 5H), 7.. 81 (t, J = 3. 42Hz, 1H), 

7. 8 3 -7. 9 5 (m, 3H) , 8. 02 (d, J = 8 . 76Hz, 1H) , 

8. 49 (d, J = 5. 12Hz, 1H), 9. 42 (bs, 1H), ll^lf 
fS (E S I -MS, m/z) : 4 6 0 (M + + 1) 

mMM8 9 8 : N- ( 2 - ^ p p^<> y/>f ;y) —IT — {4 — f ( 6 , 7 -SM 

4- [ (6 , 7-^;* h^^-4-^y VJV) T-V> (5 Omg) 

^h;b^> (5ml) s ^^7— ;v (1ml) IzmM^^fc^ TfJl£©2-^n 
n- 1 -fV^t^T^-h (50/zl) £#n;i^-£ 2 

0 0%Tf#fe o 

1 H-NMR (CDC 1 3, 400MHz) : 6 4. 07 (s, 6H), 6. 57 
(d, J = 5 . 37Hz, 1H), 7. 23-7. 29 (m, 3H), 7. 44 

-7. 47 (m, 2H) , 7. 5 3 - 7. 5 4 (m, 3H) , 7. 79-7. 8 
6 (m, 3H), 8. 53 (d, J = 5. 37Hz, 1H), 9. 23 (s, 1 



WO 01/47890 PCT/JPOO/09157 

568 

H) nmfttifm (SSI-MS, m/z) : 4 9 4 (M + + 1 ) 

mmms 99 ; n- {4 - r ( 6 , 7 -y* h^>- 4 - ujj/j ?j-^>i 7 

Tf5M(D2 -7;1/tTd- 1 -^>-t? >^;i/7^-;i/ ^D7^F (80mg) £M 

mvtco 4- [ (6, 7 -V* h*is-4-*S VJV) T-U> (5 0 

mg) ^h;i/oz> (5ml) s J — )V (1ml) £i±fcf£ s J — 

;i/(lml) kr$^i?£-frfc2 -7;i/*D- 1 -^>-t£ ;i/ -rv^^-^ 
/bA/7t N >JHI|-r^^U*y;i/^n x* h^:^ — fcrJ; D»»U itM©4b 

1 H — NMR (CDCL, 400MHz) : 6 4 . 06 (s, 6H), 6. 57 
(d, J = 5 . 37Hz, 1H), 7. 23-7. 29 (m, 5H), 7. 39 
(m, 1H) , 7. 44 (s, 1 H) , 7. 54 (s, 1 H) , 7. 64-7. 

67 (m, 1H), 7. 83 (d, J = 9 . 03Hz, 2H), 8. 13 (m, 

1H) , 8. 53 (d, J = 5. 37Hz, 1H) M##rtt (ESI-MS, 

m/z) : 4 7 8 (M + + 1 ) 
Hffi^iJ 9 0 0 :N- ( 2 -^P^>W —N' — 1 4 — [ ( 6 , 7-*?* 

TUISCD2 -/nt- 1 >*;i/^-;i/ >7U=>j F (8 0mg) 

fco 4- [ (6, Y**/-4-*cJ U;i/) tf-^] 7*— U > (5 0m 

g) £h;icc> (5ml) s ;i/ (1ml) fc$£fl?£-&fc& N ^y— ;i/ 

(lml) tsi^itf^-yn^- 1 -^>-fe?>£;i^-;i/ -fv^^r* 

/T-fe h>jgii-r^^u*^;i/^n Yh^7^- ctDiiu m.U(Dih^m 

^8 5mgs iR*9 3%t#feo 

93'H-NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 3 (s, 3 H) , 
6 3. 95 (s, 3H), 6. 56 (d, J = 5 . 12Hz, 1 H) , 7. 32 
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(d, J = 8 . 30Hz, 2H) , 7 . 4 1 (d, J = 5 . 61Hz, 2H) , 
7. 44-7. 5 2 (m, 3H) , 7. 62 (t, J = 7. 19Hz, 1H), 
7. 72 (d, J = 7 . 81Hz, 1H) , 7. 84 (d, J = 8. 78Hz, 
2H), 8. 31 (s, 1H), 8. 52 (s, 1H) HS##Hit (ES I-M 
S, m/z) : 5 3 9 (M + + 1 ) 

0 1 : N- {4- [ (6 , 7_zJL£ b*->- 4-*S £jF^J Z 

-N J - (2 h=fr->^W^;i/) ^-frl/T 
miK© 2 h%->- 1 ^D7^ F (80mg) %m 

^bfeo 4- [ ( 6 , 7 -SM hdp^>- 4-^y U;V) tf^] 7-'J> (50 
mg) £ h;i/^> (5ml) s rc^y— ;v (1ml) fcjgfl?;§f*fc« % ;c#y — 

;i/ (lml) {d^$-frfe2 h=3p^- l -^>-if >^;i/7t?-;i/ vf 

1 H — NMR ( C D C 1 3, 400MHz) :<54. 11 (s, 3H), 4. 13 
(s, 3H), 4. 17 (s, 3H), 6. 77 (d, J = 6 . 01Hz, 1 
H) , 7. 19 (t, J = 7. 69Hz, 1H), 7. 26-7. 29 (m, 6 
H) , 7. 61-7. 65 (m, 2H), 7. 99 (d, J = 8. 78Hz, 1 
H) , 8. 13 (s, 1H), 8. 24 (dd, J=l. 83Hz, J = 7. 9 
3Hz, 1H) , 8. 51 (m, 1H) M##H» (ESI-MS, m/z) : 
4 9 0 (M + + 1 ) 

mMftQ 0 2 :N- {4- f (6, 1 -V* h*is-4-3rJ U;i/) ^JtkJ ? 

(8 0mg) ^fflv^Sfct:^ 2 - (hU7;i/tn^^i/) -l — ^>-fe*>#;i/ 

>f V^S/7 > ^— hSWSEbfco 4- [ (6, 7 h3^>-4 -3=- 
y U;i/) ^S'] T-U> (5 Omg) £ b;i/;n> (5ml) „ oc^y— ;i/ (1 
m 1 ) -ttrfcf^s j (lml) temffig&tz 2 - ( h V yjl/sfn 
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'H-NMR (DMSO-de, 4 0 0MHz) : 5 3 . 93 (s, 3H) , 3. 
95 (s, 3H) , 6. 56 (d, J = 5. 12Hz, 1H) , 7. 32 (d, 
J = 8. 78Hz, 2H) , 7. 40 (s, 1 H) , 7. 49 (s, 1H), 7. 
75-7. 86 (m, 6 H) , 8. 51 (d, J = 5. 12Hz, 1H), 12. 
1 3 (s, 1H) , 1 2. 3 3 (s, 1H) M#*HS (ESI -MS, m/ 
z) : 5 2 8 (M + + 1 ) 
HflBfl0 9 0 3 :N-^>W;V- N' - (4- [ (6, h=frS/-4-=fr 

4 - [ (6, 7-^p< h^^-4-^y >;;p) 3-=^>] -2-7MP7-'j 

> (5 Omg) £ h;i^> (5ml) » J (1ml) IdM^^fciL 

tUIKcd l -^v-if ;u -fyft^-h (50^1) &in£^M"e . 

S^'J^Wnv h^77>f- {dct !3lSU SiOflj^76mgs 
8 0%T- ; f#feo 

1 H-NMR (CDC Is, 400 MHz) : 6 4 . 04 (s, 3H), 4. 06 
(s, 3H) , 6. 64 (d, J = 5. 12Hz, 1H), 7. 04-7. 07 
(m, 2H), 7. 26 (s, 2H), 7. 45 (s, 1H), 7. 48 (s, 
1H), 7. 57 (t, J=7. 69Hz, 1H), 7. 68 (t, J = 7. 4 
4Hz, 1H) , 7. 93 (d, J = 7. 3.9Hz, 2H) , 8. 46 (t, J 
= 8. 79Hz, 1H), 8. 57 (d, J=5. 12Hz, 1H), 9. 22 
(s, 1H) 

(E S I -MS, m/z) :. 4 7 8 (M + +l) 
mMW\9 04 : N- {4- [ (6, 7 h=fr^-4 Ujk) ±jL^J = 

2-7JUP7x-M -N J - ( 2 -^^-;i/^>V'-r;V) ft7l/7 
4 - [ ( 6 , 7 -i^ h3^>- 4 -df y U;V) 2)"^>] - 2-7;i/tn7- U 
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y (5 Omg) £ b;i^:n> (5ml) s J — )]/ (1ml) temM^&fcW:, 
rfclg© 2 -p<^;i/- 1 -^>-t?>#;i/^-;i/ -fV^^-^T^.— h (50/zl) 
*JD A^MT? 2 I^HaMfi bfco &&&&&&& U# £> tifc?§£ I^dd *;i/A/7 

•fe h>Mia-rs^ u awd? hv^yj— fox D»aau mmo^m^ 6 

6mg\ IR*8 5 %T"f#fe 0 

'H-NMR (CDCla, 400 MHz) : 2 . 58 (s , 3H), 4. 08 
(s, 3H) , 4. 12 (s, 3H) , 6. 72 (d, J = 5. 6 1 Hz, 1 

H) , 7. 08-7. 12 (m, 2H) , 7. 26-7. 36 (m, 3H), 7. 

47-7. 59 (m, 3 H) , 7. 82 (bs, 1H) , 8. 56 (d, J=5. 

85Hz, 1 H) , 8. 6 0 (m, 1 H) , 8. 9 3 (s, 1 H) Steffi 
(ESI-MS, m/z) : 4 9 2 (M + +l) 

mMM9 0 5 : N— (2 -^pp^>vV;v) -N 3 - 14 - [ ( 6 , 7 -SM 

4- [ (6, 7 h^r^-4-^y U;W :t3^>] - 2-7MD7-U 

> (5 Omg) £ (5ml) N az^y— ;i/ (1ml) fc$S«¥<* -ti-fc&s 

T^JKCD2 -^dd- l-^>-g>*;ujt?-;i/ ^V^^>7^-h (50//1) 

3mg s iK*8 0%t?f#fe o 

1 H-NMR ( C D C 1 3 , 400MHz) : <J 4 . 04 (s, 3H) , 4. 06 
(s, 3H) , 6. 64 (d, J = 5. 37Hz, 1H), 7. 04-7. 08 
(m, 2H) , 7. 27 (s, 1 H) , 7. 4 3- 7. 4 7 (m, 3 H) , 7. 

53-7. 55 (m, 2H), 7. 83 (d, J = 7. 3 2 Hz, 1H), 8. 

48 (t, J = 8. 90Hz, 1H), 8. 57 (d, J = 5. 37Hz, 1 

H) , 9. 3 9 (s, 1H) mmfrtitm (ESI-MS, m/z) : 5 1 2 (M 

+ +1) 

mMM9 0 6 :N- {4 - [ (6, h3^>-4-=fry V JV) ^jpjx] - 

TfrflK© 2 -7;i/^"D- 1 -^>Hf>^;i/^'-;i/ 7D7^ (8 Omg) %m 
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^bfeo 4- [ ( 6 , 7 h^->-4-^-y u;i/) a- - 2-7 

7-'J > (5 0mg) * h;i/^> (5ml) „ ;c^y— ;v (1ml) IzmMZ^ 

fcm. (lml) izmm^^fc2-y)]y^rv- l -^>-tf>#;i/tf?- 

;i/ -< v3^>7^— h&flna.gaT? 2^p^ii#bfeo sjfe»*«»b»e>nfc 

'H-NMR (CDCL, 400MHz) : <5 4 . 11 (s, 3 H) , 4. 17 
(s, 3H) , 6. 84 (d, J = 6. 59Hz, 1 H) , 7. 06-7. 15 
(m, 3H) , 7. 3 3-7. 4 0 (m, 3H) , 7. 5 8 -7. 6 8 (m, 1 

H), 8. 13 (bs, 2H), 8. 58 (d, J = 6. 59Hz, 1H), 8. 

73 (bs, 1H) , 10. 00 (bs, 1H) Sl^lfffi (ESI -MS, m 

/z) : 4 9 6 (M + + 1 ) 

jgfrSff!]9 0 7 :N- (2 -:?P^^W>f -N' - {4 - [ (6, 7-*J* 

y ^jp^J - 2 -7/l/tP7x-;i/} 

HJfl£©2 -^P^E- 1 -^>-t£>#;i>;tf— ;i/ 7D7^ F (80mg) 

tco 4 - [ ( 6 , 7 -^p< h^ris- 4 -3^ U;i/) tf-^] - 2 -7Wn7- 
U > ( 5 Omg) £ h;i^> (5ml) , ;i, (lml) -g-fcgL 

3^>t*- h*im%.MM.-c 2mmmnLfto ^m^mmvm^titzm^^^ 

nn*/i/A/7t h>i^«^'J*WnY fcJ: Dills ^ 

m<D{h&fa& 7 3 mgs lR3fs 8 3 %Tf#fco 

'H-NMR (DMSO-d 6 , 4 0 0 MHz) : 6 3 . 9 2 (s, 3 H) , 3. 
96 (s, 3H), 6. 67 (d, J = 5. 1 2 Hz, 1H), 7. 16 (d, 
J = 8. 78Hz, 1H) , 7. 37-7. 52 (m, 5H) , 7. 62 (d, 
J = 7. 07Hz, 1H) , 7. 72 (d, J = 7. 56Hz, 1 H) , 8. 1 
1 (t, J = 8. 5.3Hz, 1H) , 8. 55 (d, J = 5. 1 2Hz, 1 H) , 
12. 20 (s, 1H), 12.26 (s, 1H) nfrffiffi. (ESI-MS, 
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m/z) : 5 5 7 (M + + 1) 
mMm9 0 8 : N- {4 - [ (6 , 7 -S>* b*is- 4-*S U;i/) ^-^r->i - 

2 -yjv^-uy ^—M -n' - (2 K^>vV;i/) ^-a-frUT* 

rfJflE©2 --f^- F- 1 -^>-t? ;i/ ^D7-f h* (80mg) 

feo 4 - [ (6, 7-$>* h3^>-4-^y rt=^>] - 2 -7;V^"D^- 

U> (5 Omg) £ h;V^> (5ml) s ;b (1ml) fci^^-tirfe^ 

)V (1ml) IzmM^^fz 2 ->f * K - 1 -^>-tf ;i/ -fV 

5=-^->>T^— h^iP^M-T 2^fl|#Ufco KJfatt£*flBb»&ft&3i£** 

m(D4h&yo& 8 6 m W 9 0 %X^fco 

1 H — NMR (DMSO-d 6 , 4 0 0MHz) :53. 93 (s, 3 H) , 3. 
96 ( s , 3 H) , 6. 66 (d, J = 5 . 21Hz, 1 H) , 7. 14 (d, 
J = 7. 56Hz, 1H), 7. 26 (t, J = 5. 61Hz, 1 H) , 7. 3 
4-7. 53 (m, 5H), 7. 93 (d, J = 8 . 35Hz, 1H), 8. 1 
6 (m, 1H), 8. 54 (d, J=5. 21Hz, 1H), 12. 14 (bs, 
1 H) , 12. 32 (b s, 1 H) MMfrffim (E S I -MS, m/z) : 6 0 
4 (M + + 1 ) 

gffifO_9 0 9 :N- 14- [ (6, 7 b%->- 4-*S V JV) ^^r->l - 
2-7/l/tP7i-M -N J - ( 2 h=fr$^W>f;i/) ^^frUT* 
TUiS©2 h3^>- 1 ;i/ ^D7^ F (80mg) 

lit 4- [ (6, 7-^p< V^cis- A-*J i;;i/) j*-^] -2-7;i/^P 

T-U> (5 Omg) § h;i/m> (5 ml) , J —)\, (1ml) 

fefts ;i/ (1ml) 2 h 3^>- 1 -^>-t£ >#;i/^- 

;v -fvf^>7^-b x 2 ftusatft b fc 0 sjfc* * an u# btitz 

iU »^M5 6mgs lR$7 0°/ o tllL 

1 H — NMR (DMSO-d 6 , 4 0 0MHz) : (5 3 . 93 (s, 3H) , 3. 
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96 (s, 3H) , 4. 03 (s, 3H) , 6. 67 (d, J = 5. 37Hz, 
1 H) , 7. 11-7. 47 (m, 4H) , 7. 58 (m, 1H), 7. 68 
(m, 1H) , 7. 78 (m, 1 H) , 7. 93 (d, J = 6. 34Hz, 1 
H), 8. 14 (m, 1 H) , 8. 56 (d, J = 5 . 37Hz, 1 H) , 11. 
39 (s, 1H), 12.44 (s, 1H) RMfrtiffc (E S I -MS, m/ 
z) : 5 0 8 (M + + 1 ) 

mMM9 10 :N- 14- [ (6, 7 -i?* Y**/- A-*; UJV) - 
2-7MD7I-M -N J - [2- (h'j7MP^iV) ^W>f;H er-^ 

t>\sT 

TfJ|gCD2- (h'J7Mn^f;i/) - 1 -^>-fc? ;i/ 7P7^ F 

(somg) &m^xmzm^2- (b'j7MD^^i/) - 1 -^>-tf 

>fV^>7^-h$Mfibfco 4- [ (6, 7 -*J* Y*c*s-4-3c 
y U;i>) ;t3^>] - 2 U > ( 5 Omg) £ h;i/3i> (5ml) s 

x^y-;i/ (1ml) fc$8fl?£*fc&s ; — )V (1ml) fc:$8fl?£-&fc 2 - 

IR*8 0 %trt#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 53. 93 (s, 3H) , 3. 
96 (s, 3H) , 6. 67 (d, J = 5. 12Hz, 1 H) , 7. 13 (m, 
1H), 7. 42-7. 47 (m, 3H), 7. 69-7. 85 (m, 4H), 
8. 12 (m, 1H), 8. 56 (d, J = 5 . 12Hz, 1H), 12. 17 
(s, 1H), 12. 31 (s, 1H) mm^mU (ESI-MS, m/z) : 
5 4 6 (M + + 1 ) 

mmm9 1 1 :n-^<>vw;v- r - {4- [ (6, 7 -v* y^^-a-* 

4- [ (6, 7-$^ h*i/- 4-*y U;V) - 3 - 7;i^P Trz i; 

> (5 Omg) £ h;i/^> (5ml) „ (1ml) 
rjJlE© 1 -sO-&>itj V^^T*- h (50/zl) &JII*.MT! 
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8 5%t#fe 0 

'H-NMR (CDC la, 400MHz) : 54. 09 (s, 3 H) , 4. 10 
(s, 3H) , 6. 59 (d, J = 5. 85Hz, 1H), 7. 27 (s, 1 
H), 7. 34 (t, J = 8. 54Hz, 1H), 7. 54-7. 61 (m, 4 
H), 7. 68-7. 72 (m, 2H), 7. 92 (d, J = 7. 80Hz, 2 
H, ), 8. 01 (d, J=l 1. 47Hz, 1H), 8. 53 (d, J = 5. 
85Hz, 1H) , 9. 13 (bs, 1H) WMfrmm (E S I -MS, m/ 
z) : 4 7 8 (M + + 1) 
gUMi 12 :N- {4- [ (6, Y*r%/- A-*; V JV) - 

3 -7^D7i- -N J - ( 2 -^<^-;i/^> 

4- [ (6, 7-S>«?« h=^>-4-3^ - 3 -7M07- U 

> (5 Omg) * h;i^> (5ml) „ ^^y— ;v (1ml) fci^^^rfe^ 

rfrfl£©2 -7<^;i/- l -^.>-k">*;i/^— ;v -fv^>7^- h (50^1) 

-fe h>jgn-r^^>U5b^;i/^D x'h^^T'^— fci?)3fii«u mm^sm* 5 

5mg\ iR*7 0%trt#feo 

1 H-NMR (CDC 1 3, 400MHz) : 52. 58 (s, 3H), 4. 11 
(s, 3H), 4. 16 (s, 3H), 6. 71 (d, J = 6. 34Hz, 1 
H), 7. 36 (s, 1H), 7. 37-7. 40 (m, 3H), 7. 50 (t, 
J = 7. 81Hz, 1H), 7. 57-7. 64 (m, 3H), 8. 06 (bs, 
1H), 8. 17 (d, J=9. 50Hz, 1H), 8. 54 (d, J = 6. 3 
4Hz, 1H),8. 8 8 (s, 1H) J»##HGt (ESI-MS, m/z) : 

4 9 2 (M + + 1 ) 

aiil 3 :N- -N' - {4- [ (6, 7-^ 

4- [ (6, 7-^}^>-4-^'JJV) 3"3^>] -3-7M07-'J 

> (5 Omg) § F;i/x> (5ml) N (1ml) 
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rfJflgCD - 1 - lis -\£>j] J]/ 4V3-Xi/T^—Y (50/zl) 

1 H — NMR (CDC 1 3 , 400MHz) : 54. 06 (s, 3 H) , 4. 07 
(s, 3H) , 6. 48 (d, J = 5. 12Hz, 1H), 7. 26 (s, 1 
H) , 7. 31 (t, J = 8. 42HzlH) , 7. 44-7. 58 (m, 6 
H), 7. 79 (d, J = 7. 56Hz, 1H), 8. 03 (d, J = 1 1. 4 
7Hz, 1H), 8. 53 (d, J = 5. 12Hz, 1H), 9. 33 (bs, 
1 H) KftfrfHit (E S I -MS, m/z) : 5 1 2 (M + + 1 ) 

mMM9 1 4 :N- ( 2 - ^P^> )M JV) -N J - { 4 - [ ( 6 , 7 - i?* 
h^S>- 4 - U;i/) 3r%-^~\ - 3 - 7MP7x-M l/T 

TUIS© 2 -^n^E- 1 -^>-t? >>b;i/^r:;i/ ^n^^F (80mg) £J1^ 
^SKt^^ 2 — ^P-^fr — 1 -^>-fc? >*;i/^-;v ^ V^-^-->^^- h^ll^b 
fco 4 - [ ( 6 , 7 -SM h=^>- 4 -^y U;i/) ;t^>] - 
U > ( 5 Omg) £ h;i^> (5ml) s rc^y— ;i/ (1ml) «$g£^7cf^ 
n:^y— ;i/ (1ml) £ 2 -^n^E- 1 -^>-t£ >^;i/^-;i/ -TV 

i©j^M7 3mg, i»8 3%-ef#fco 

1 H — NMR (DMSO-de, 4 0 0MHz) : 53. 96 (s, 6 H) , 6. 
51 (d, J = 5. 12Hz, 1H), 7. 42-7. 53 (m, 7H), 7. 
59-7. 63 (m, 2H), 7. 72 (d, J = 7. 80Hz, 1H), 8. 
10 (d, J = 8. 10Hz, 1H), 8. 51 (d, J = 8. 51Hz, 1 
H) WM^ffiM (E S I -MS, m/z) : 5 5 7 (M + +l) 

nmn§ 1 5 :n- {4- r (6, i-v* ^i-^->i - 

3 -yjv^uy^ — -N' - ( 2 ^frl^T 
ffi©2 — f -A F- 1 -^>-fe'>7^;V^-;i/ tyu^-i Y (8 Omg) 

^ci^i-^Ev^ 2 — ^- k — i -^>^>^;i/^*-;i/ -r v^^t'*— h^sis^b 



WO 01/47890 



PCT/JPOO/09157 



577 



fco 4 - [ (6, i-v* h^-iy- u;i/) 3- 3^] -3-7MD7- 

U> (5 Omg) £ h;i/x> (5ml) N (1ml) IzmMZ&fc^ 

(1ml) tzmm^&tz 2 -4* H — 1 -^>-te* -TV 
^T^r*— h£in*.£fiT? 2^B8«*f 5 Ufco SJ©«[**ieb^&nfc«l*ft^ 

m<Dih^^ 8 6mg\ iW9 0 %T»#feo 

1 H — NMR (DMSO-d 6 , 4 0 0MHz) :6 3. 25 (s, 6H) , 6. 
50 (d, J = 4. 64Hz, 1 H) , 7. 11 (t, J=l. 71Hz, 1 
H), 7. 24-7. 5 2 (m, 6H), 7. 61 (d, J = 9. 03Hz, 1 
H), 7. 84 (d, J = 8. 05Hz, 1H), 7. 93 (d, J = 8. 05 
Hz, 1H), 8. 14 (d, J=l 2. 2Hz, 1H), 8. 49 (d, J = 
5. 1 2 Hz, 1H) , mmmnm (ESI-MS, m/z) : 6 0 4 (M + + 
1) 

mMM9 16 :N- (4- [ (6, 7-^ h^>-4-^'Jll/) XJtkl - 
3-7^P7x-;i/} -N' - ( 2 h^r->^>V-f )V) ttfVT 
rfJIKGD2 h=^^~ 1 ;i/ ^D7^F (8 Omg) 

^bfeo 4- [ (6 , i -v* h^r->-4-^y u;i/) ^-^^] -z-yjv-xu 

7—V > (5 Omg) £ h;V^> (5ml) x ^^y— ;i/ (1ml) 
fef^s ;i/ (1ml) £?§Ji?£i±£2 h=^>- 1 

1U ^®CDfls£^£ 6 5mg N W8 0%T- : f#fco 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 4 . 0 3 (s, 9H) , 6. 
95 (d, J = 6. 01Hz, 1H), 7. 18 (t, J = 7. 56Hz, 1 
H), 7. 31 (d, J = 8. 54HzlH), 7. 53 (s, 1H), 7. 6 
3-7. 75 (m, 4H), 7. 93 (d, J = 6. 34Hz, 1H), 8. 2 
1 (d, J=l 2. 4Hz, 1H) , 8. 83 (d, J=6. 59Hz, 1H) , 
11. 35 (s, 1H), 12. 72 (s, 1H) M&frffim (ESI -MS, 
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m/z) : 5 0 8 (M + + 1 ) 

mmm9 17 :n- i 4 - r (6, 1 -y* y^^-a-^j ujk) - 

3-7;^D7xrM -n j - [2- (f'J7MD^^) ^>v"-f;v] 
(8 Omg) £ffli^itR(3#£i>2 - ( b U7;i/3f-np<^;v) - 1 -^>-tf 

stf-;i/ ^V^t^7^-MllLfeo 4- [ (6, 7 pdf$/- 4 
y U;i/) - 3-7/l/tD?r U > ( 5 Omg) § h;i/^> (5ml) N 

ni^y— ;i/ (1ml) izmM^^f^ (1ml) lzmM£&fz2- 

( h u 7;i/3f-Dp<^;i/) - l -^>Jz>tuvtf=.)i< -r v3^>t^— h ^Jnx. 

JgH-T^^U^^Vl/^D v h^'^^^f— {3 J; ?)ilU 3tJg<?>fbl»£ 6 3mg^ 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 6 (s, 3H) , 3. 
97 (s, 3H) , 6. 53 (d, J = 6. 34Hz, 1H), 7. 43 (s, 
1H) , 7. 52 (t, J = 9. 15Hz, 2H) , 7. 62-7. 64 (m, 
1H) , 7. 75-7. 84 (m, 3H), 7. 87-7. 88 (m, 1 H) , 
8. 09 (d, J = 1 4 . 6Hz, 1 H) , 8. 52 (d, J = 5 . 37Hz, 
1H), 12. 23 (bs, 1H), 12. 37 (bs, 1H) fcft^fjftt (E 
SI-MS, m/z) : 5 4 6 (M + +l) 
mmm9 1 8 :N-^>W;P- N 3 - f3-^PP-4- [ (6, 7 -PA h 

3_/7 Dn _ 4 _ [ ( 6j 7 ^^^-4 _df-y ij;^) ^^>] r-U > 

( 5 Omg) £ h;i/cc> (5 ml) s m^y— (1ml) 7f5 
IS© 1 -^>-fc?>:fr;i^-;i/ ^Vft^7^-h (50/zl) §ijP^^U-e2 

PVtl7JlP£i-? h7*7 7^-t<fc!3lMU mm(Dih^% 6 3mgs 42* 8 
5%^#feo 

1 H — NMR (CDC 1 3 , 400MHz) : 4. 03 (s, 3H) , 4. 07 
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(s, 3H) , 6. 45 (d, J = 5. 3 7Hz, 1H), 7. 2 6 (s, 2 
H) , 7. 29 (d, J = 8 . 78Hz, 1H) , 7. 56-7. 60 (m, 3 
H), 7. 69 (t, J = 7. 44Hz, 1 H) , 7. 74 (dd, J = 2. 6 
8Hz, J = 8. 78Hz, 1H) , 7. 92 (d, J = 7. 08Hz, 2H) , 
8. 11 (s, 1 H) , 8. 57 (b s, 1H), 9. 17 (s, 1H) 
mm (E S I -MS, m/z) : 4 9 4 (M + + 1) 

mMM9 19 :N- { 3 PP-4 - f (6, 7 h^-4 -*cJ V 

3-^PP-4- [ (6, 1 -*J* h**s-4-3c; U;i/) ^-^r^>3 U > 
(5 Omg) £ b;V^> (5ml) s — ;V (1ml) TfJ 

E£©2 1 -^>Hf >^;i/^— ;v >f Vf^-^r^-b (5 0/zl) § 

h>Jg!i§T^>y #y;i^nv h^^^^f— £J;D*itMU ^©^^£6 9 
mg^ iRsfs9 0 %-e#fe 0 

1 H — NMR (CDC 1 3 , 4 0 0MHz) : <5 3 . 51 (s, 3H) , 4. 06 
(s, 3H), 4. 07 (s, 3H), 6. 42 (d, J = 5. 37Hz, 1 
H), 7. 28-7. 36 (m, 4H), 7. 47-7. 59 (m, 4H), 7. 
75 (dd, J = 2. 44Hz, 8. 78Hz, 1 H) , 8. 11 (d, J = 2. 
44Hz, 1H), 8. 50 (d, J = 5. 37Hz, 1H), 8. 92 (s, 
1 H) Wmfi-mm (E S I -MS, m/z) : 5 0 9 (M + + 1) 
mMM9 2 0 : N- (2 - ^DP^>vV^ -N' - {3-^PP-4- 

r (6, 7-^ h^>-4-^\/u-;t/) y^-;v> t-jt^ut 

3-^PP-4- [ (6, h**y-4-*i->JV-))s) T- 

U> (5 Omg) & h;i/^> (5ml) ^ rc^y— ;i/ (1ml) -felrfcflL 
rfJ|gCD2 -^PP- 1 h (5 0^1) 

9mg, 1R^S9 0 fco 

1 H — NMR (CDC Is, 400 MHz) : 6 3. 95 (s, 3H), 3. 96 



WO 01/47890 PCT/JPOO/09157 

580 

(s, 3H), 6. 43 (d, J = 5. 12 Hz, 1 H) , 7. 43-7. 59 
(m, 5H), 7. 64 (d, J = 7. 81Hz, 1 H) , 7. 76 (d, J = 
11. 22Hz, 1H) , 8. 19 (bs, 1H) , 8. 52 (d, 1H, J = 
5. 37Hz), 12. 12 (bs, 1H), 12. 38 (bs, 1H) fl^ 
mm (E S I -MS, m/z) : 5 3 0 (M + + 1) 

mMM9 2 1 :N- {3-^PP-4 - [ (6, 7 b*r*/- 4-*S V 

JV} 7 -N' - (2 -y;i/^|-p^>W;i/) ft^U7 

rfirflgcD 2 -:7;m-d- 1 -^>-tf ;i/ ^07^f K (80mg) %m 

llfeo 3-^PD-4- [ (6, 7-i?^< Y*i/-4-3rJ V Jl) T 

-U> (5 Omg) £ h;i/rc> (5ml) s rn^.y— ;i/ (1ml) t: 

^ ;v (1ml) ti^tfe2-7/Vtn-l-^>-1f>5!3/V^-;i/ 

-f h*JDit^[M7f 2KfBB«»bfco MM§ilb#?)tifel 

bs mm^h^^: 6 6mg s iR* 8 6 %"ef#feo 

'H-NMR (CDC 1 3 , 400MHz) : 3 . 95 (s, 3H), 3. 96 
(s, 3H), 6. 43 (d, J = 5. 12Hz, 1H), 7. 34-7. 39 
(m, 2H), 7. 43 (s, 1H), 7. 51 (t, J = 9. 15Hz, 2 
H), 7. 56-7. 69 (m, 3H), 8. 17 (bs, 1H), 8. 52 
(d, J = 5. 37Hz, 1H), 11. 79 (bs, 1H), 12. 43 (b 
s, 1 H) ytwLfrffim (E S I -MS, m/z) : 5 1 2 (M + + 1) 
SML92_2 :N- (2-yp^>^;i/) -N' - (3-^PP-4- 
[ (6 , 7 -if* Y^jy- A-^rJ Ujk) 7 xr:;i/} ^-a-frUT* 

rf?IK©2 -^D^E- 1 -^>-b? ;i/ ^P7'f F (8 Omg) £MU 

feo 3-^DD-4- [ (6, 7-^F^>-4-^'JjV) T- U 

> (5 Omg) § h;i/rn> (5 ml) N J — )l> (1ml) 

x^-Jl/ (lml) IzmM^^fa 2 -^D^E- 1 -^>-tf ;i/ V 
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mcDib^Z: 6 1 mg, IR* 7 0 %-£f#fco 

'H-NMR (DMSO-d 6 , 4 0 0MHz) : 6 3 . 9 5 (s, 3H) , 3. 
96 (s, 3H), 6. 43 (d, J = 5. 12Hz, 1H), 7. 32-7. 
53 (m, 5H) , 7. 60 (d, J = 5 . 86Hz, 1H), 7. 72-7. 
76 (m, 2H) , 8. 20 (bs, 1 H) , 8. 51 (d, J = 5 . 12Hz, 
1H) , 12. 12 (s, 1H) , 12. 39 (s, 1H) MmmfxiU (ESI 
-MS, m/z) : 5 7 3 (M + +l) 
ili 923 :N- {3-^PP-4- [ (6, 7 -i? * h - 4 J V 

tUIR©2 -y. b^ris- l ;i/ ^D^^ F (80mg) 

ILL 3_/7 P n-4 - [ (6, 1 -V* h^>-4-=^y U;i/) ^3^>] 7* 

- U > (50mg) £ h;i/oi> (5ml) s ^c#y— (1ml) 

f^ s az^y— ;v (lml) S^$?£i*£: 2 h 3^>- 1 -^>-tf >#;]/^;v 

v ^ * t * — h & in ;t 2 b# fs»# b fc o m/« & &jRg b ft e> n ^ 

'H-NMR (DMSO-ds, 4 0 0MHz) : 3 . 95 (s, 3H) , 3. 
96 (s, 3H) , 4. 03 (s, 3H), 6. 43 (d, J=5. 37Hz, 
1H), 7. 19 (t, J = 7. 32Hz, 1H), 7. 31 (d, J = 8. 0 
5Hz, 1H), 7. 43 (s, 1H), 7. 49-7. 54 (m, 3H), 7. 
68 (t, J = 8. 78Hz, 1H) , 7. 78 (dd, J = 2. 68Hz, J 
= 9. 03Hz, 1H), 7. 93 (d, J=9. 76Hz, 1H), 8. 52 
(d, J = 5. 13Hz, 1H), 11. 33 (bs, 1H), 2. 59 (bs, 
1 H) 

«S##flfi (E S I -MS, m/z) :5 2 5 (M + +1) 

mmm 924 :n- {3-^pp-4 - r (6, 7-^^->-4-^;'j 

^jej^] -N J - T2- (F'J7Mp^^) ^jWlik] ^ 
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(80mg) ^ffl^^t3^^2- (H>j7;i/tD^^) - 1 -^>-tf>£;i/ 
^v^>7^-h*«lUfco 3-7nn-4- [ (6, 7-^h 

dr>>-4-^y 7i-^^>] T— U > (5 Omg) £ h;i/rc> (5ml) s ^ 

^y— ;i/ (lmi) t:|g?a$$-&5fc^ x^y-/i/ (1ml) izmm^^fz 2 - 

MlgT^^U^^Vl/^D v h^'^y -r-£J;D3|iMU *M©<fb-£rtJ£ 6 lmg, 
l&^8 5 %-£t#7co 

'H-NMR (DMSO-d 6 , 4 0 0MHz) : 6 3 . 9 5 (s, 3H) , 3. 
96 (s , 3H), 6. 42 (d, J = 5. 02Hz, 1 H) , 7. 42 (s , 
1H) , 7. 48 (d, J = 8. 78Hz, 1H), 7. 53 (s, 1H), 7. 
75-7. 87 (m, 6 H) , 8.19 (b s , 1 H) , 8. 50 (d, J = 5. 
12Hz, 1H), 12. 21 (s, 1H) KS^fff (ESI-MS, m/ 
z) : 5 6 2 (M + + 1) 
H%^J9 2 5 :N- {4- [ (6, 7 h=fr$/-4-=fry U;i/) :fr=fr->] - 

4- [ (6, h=^>^4-^y U;i/) tf-^] - 2 - - hP7- U > 

(5 Omg) £ h;i/rc> (5ml) s ^c^y— ;i/ ( 1ml) *fcgU Tf5 

M©2 1 -^>Hf>*;i/^-;i/ ^vftm- h (50^1) * 

*P x ^rU"? 2 B# f9jft# b fc o Hiforli * MB bf# £ n a £ £ ^ n n A -fe 
mgs W.m8 0 %T >: f#7c:o 

'H-NMR (DMSO-d 6 , 4 0 0MHz) : 52.36 (s, 3 H) , 3. 
93 (s, 3H) , 3. 94 (s, 3 H) , 6. 52 (d, J=5. 3 7Hz, 
1H) , 7. 15-7. 22 (m, 3 H) , 7. 28-7. 39 (m, 3H) , 
7. 42 (dd, J = 2. 81Hz, 9. 1 5 Hz, 1H), 7. 50 (s, 1 
H), 7. 54 (s, 1H), 7. 66 (bs, 1H), 7. 81 (s, 1H), 
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8. 46 (d, J = 5. 12Hz, 1H) K*#*Hfi (ESI-MS, m/z) 
: 5 1 9 (M + + 1) 

mnm9 2 6 : n-^>vv;i/- r - {4- r (6 , i_=^iA±±^zAz^t 

4- [ (6, 7 -V* h^r^-4-^^-V*U-;i/) J**^] T - U > (50m 
g ) g h;i/j:> (5ml) s (1ml) C^fP^fc^ rffjjg© 1 - 

^>-fe* >^j;i/^-;i/ ^iV^^T^— h (50//1) £flP;t^T2irajI# 

;v^P7h^7 7^-(i c );DlMU mM<Dih^m^ 6 9 mg, xR^8 9%-^# 

o 

'H-NMR (CDCh, 400MHz) : 6 4. 09 (s, 3H), 4. 11 
(s, 3H), 7. 23-7. 34 (m, 4H), 7. 55-7. 59 (m, 4 
H) , 7. 68 (t, J = 7. 56Hz, 1 H) , 7. 8 8 -7. 9 3 (m, 3 
H) , 8. 6 9 (s, 1H) , 9. 12 (s, 1 H) 
WMfrffim (E S I -MS, m/z) : 4 6 1 (M + + 1 ) 
mmm9 2 7 :N- {4- [ (6, 1 -V* h^->-4-^-±"JV~JV) ^r* 

->] y -r - ( 2 -^^-;i/^>vV;v) ^fri^T- 

4 - [ (6, h^^-4-^^yj -;i/) ;^^>] U> (5 0m 

g) § h;i/3i> (5ml) s (1ml) izmM^^f^ t|5I£© 2 - 

l -^>-fe*>^;v^-;^ <i v3-**/T^—Y (5 0/zl) 

*9 0%^f#fe o 

'H-NMR (DMSO-d 6 , 4 0 0MHz) : 6 2 . 5 0 (s, 3H) , 3. 
98 (s, 3H), 3. 99 (s, 3H) , 7. 29-7. 38 (m, 7H), 
7. 42-7. 46 (m, 1 H) , 7. 52 (d, J = 7. 8 1Hz, 1H) , 
7. 57 (s, 1H), 7. 80-7. 82 (m, J = 8. 7 8 Hz, 2 H) , 
8 . 5 6 (s , 1 H) W&frffim (ESI-MS, m/z) : 4 7 5 (M + + 1 ) 
mmm9 2 8 :N- (2-:?pp^>V^;W -N' - {4 - T (6, 1 
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4- [ (6, 7-^p< h^^-4-^^-\/U-;i/) ^^>] T-U> (50m 
g) § h;i/rc> (5ml) . x-f J— )]/ (1ml) \zmM^^tc^ rfJlgCD 2 — 
^Dn-l-^>^f>ijjl/#-;i/ ^VW7*-h ( 5 0 fi l) %lm?Lm.U 

n^'J»^oTh^77^-(ij;f)iiU &&<Dfc&Wa&7 9mg, J& 
*9 5%T^#fco 

1 H — NMR (CDC 1 3 , 400MHz) :53. 98 (s, 3H), 3. 99 
( s , 3 H) , 7 . 37-7. 40 (m, 3 H) , 7. 45-7. 49 (m, 1 
H), 7. 53-7. 58 (m, 3H), 7. 65 (d, J = 7 . 8 1Hz, 1 
H), 7. 79 (d, J = 8. 5 4Hz, 2H), 8. 58 (s, 1H), 12. 
0 4 (b s, 1 H) , 12. 35 (b s, 1H) R«^*Ht (ESI-MS, m 
/z) : 4 9 5 (M + + 1 ) 

aiM9 2 9 : N- {4- [ (6, h^>-4-WJ-^) £j£ 

TfJMcD 2 h^>- 1 -^>-fc?>#;i^— ;i/ i?D7^F (80mg) 

Mbfeo 4- [ (6, h^^-4-^r^V;-;i/) 7—V> 

(50mg) £ (5ml) s ;V (1ml) -t±fc|g s :c 

;Klml) fc^SI¥^-fr}fe 2 1 -^>-tf >#;i/^ ;v -f V 

^ ^- ^> ^ * — h § in s. mt? 2 l fc o sjfe* * mm 

M©{b^tl§7 4mg v W9 0%-ef#feo 

1 H — NMR (DMSO-ds, 4 0 0MHz) : (5 3 . 97 (s, 3H) , 4. 
03 (s, 3H) , 4. 05 (s, 3H) , 6. 81 (d, J = 6 . 34Hz, 
1H) , 7. 11-7. 12 (m, 1H), 7. 17-7. 23 (m, 2 H) , 
7. 31 (d, J = 8. 54Hz, 1 H) , 7. 53-7. 80 (m, 3H) , 
7. 88 (dd, J = 2. 56Hz, 8. 91Hz, 1 H) , 7. 81 (d, J 
= 7. 8 1Hz, 1H) , 8. 30 (s, 1H) , 8. 81 (d, J = 6. 34 
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Hz, 1H) , 11. 4 (s, 1H) WMfrffim (E S I -MS, m/z) : 4 
9 1 (M + + 1 ) 

mmm9 30 :n- f 4 - r (6, 7-^y ujk) £j£U z 

j^ikl -N' - (3 -y^;i/^>W ;v) ^-a-fri^y 

4- [ (6 , 7 -^p< h^-^-4-dry »J;i>) 2J"^>] T-U > (5 Omg) 
^h;i/rc> (5ml) s a^y— ;i/ (1ml) £«P£-ti:fcgL rj?I£CD 3 ^ 
jl- 1 -^>M>tUl/tf—)l> 'fV^t^T^-h (5 0//1) £iD£^M^2 

6 %-entz<> 

1 H — NMR (CDC 1 3, 400 MHz) : 6 2. 48 (s, 3H) , 4. 08 
(s, 3H) , 4. 11 (s, 3H), 6. 65 (d, J = 5. 85Hz, 1 
H) , 7. 2 3 - 7. 2 9 (m, 2 H) , 7. 4 3-7. 5 8 (m, 3H) , 7. 
61 (s, 1H), 7. 72 (t, J = 8 . 66Hz, 3H), 7. 89 (d, 
J = 8. 78Hz, 2H), 8. 51 (d, J = 5. 85Hz, 1H), 9. 1 
3 (s , 1 H) WAfrffiM (E S I -MS, m/z) : 4 7 4 (M + + 1 ) 

H»iJ9 3 1 : N- {4- [ ( 6 , 7 h*^~ 4-*; V JV) ^^->] 7 

^—M -N' - ( 3 -yj]/^ru^<>^4)V) ^t>VT 
rfflgCD 3 1 -^>-if ^P7^F (8 Omg) &m 

^bfeo 4- [ (6, 7-^y h^^-4-^y U;V) T~ V > (5 0 

mg) £h;i/^> (5ml) s m^y— ;V (1ml) IzmM^^rtz^ J — 
;i/(lml) fc^^-frfc 3 -y;i/^-D- 1 -^>-tf ^ vf ^-y 

t * - h %m mm-c 2 m mm#$ b & 0 m&m % mm u# e> ttfe^ £ & ^ n d * 

£rtj£7 0mg^ lK*8 7%-£?#fc 0 

'H-NMR (CDC la, 400 MHz) : 5 4. 05 (s, 3H), 4. 06 

(s, 3H), 6. 57 (d, J = 5. 12Hz, 1H), 7. 24-7. 26 

(m, 3H) , 7. 3 5-7. 4 0 (m, 1 H) , 7. 44 (s, 1 H) , 7. 
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54-7. 59 (m, 2H), 7. 64-7. 68 (m, 2H) , 7. 80-7. 
84 (m, 2H) , 8. 53 (d, J = 5. 12Hz, 1 H) , 9. 09 (bs, 
1 H) MAftffim (E S I -MS, m/z) : 4 7 8 (M + + 1) 
mmm9 3 2 :N- (3-^PP^>^;y) -N J - {4- [ (6, 

4- [ (6, 7-$>* Y*is-4-3c; U;i>) ^-^r^>] ^— U > (5 Omg) 
§f;i/x> (5ml) s J— )]/ (1ml) IZ'MM-g&fci^ l^M(D3-^u 
D- 1 -^<>^i>ti)^—JV -iVtt^T^—Y (50/zl) %m%.MUr(:2 

mmmwisfro £&foWL%mmvmt>n terns ^dd^va/thz b>jgni-r& 

'H-NMR (CDCla, 400MHz) : 54. 05 (s, 3H) , 4. 06 
(s, 3H), 6. 58 (d, J = 5. 37Hz, 1H), 7. 24-7. 92 
(m, 11H), 8. 52 (d, J = 5. 37Hz, 1H), 9. 13 (bs, 
1 H) mmfrmm. (ESI -MS, m/z) : 4 9 4 (M + + 1) 
mW.M9 3 3 : N- 14- [ (6 , 7 fc V JV) Jr**/1 7 

-N' - (3 -p< h^-->^>vV;i/) ^^frl^T 
?UIS© 3 h3^>- 1 -^>-tf >^;i/^f- ;i> ^P7^ F (8 Omg) 

Slbfco 4 - [ ( 6 , 7 h^>- 4-^y U;i/) ;fr3^>] T=- U > (50 

mg) £Ml/:t> (5ml) ^ rc^y— ;i/ (1ml) \z.^m^^tzM., — 
}\y (1ml) izmffi£&fz3 b**y- 1 >tDV^=-JV -f Vf-Hr*/ 

t * — h & in £ gfit 2 Btug jt# b o MjfoM & u# e> n£ a £ & ^ n p * 
^M7 0mgs urns o%-e#feo 

'H-NMR (CDCls, 400MHz) : 53. 90 (s, 3H) , 4. 05 
(s, 3H), 4. 06 (s, 3H), 6. 57 (d, J = 5. 37Hz, 1 
H) , 7. 13-7. 16 (m, 2H) , 7. 2 3 - 7. 2 6 (m, 2H) , 7. 
37-7. 49 (m, 4H), 7. 54, (s, 1H) 7. 81-7. 84 (m, 
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2H) , 8. 53 (d, J=5. 37Hz, 1H) , 9. 13 (s, 1H) 
JBt*##r B ( E S I - M S , m/ z ) : 4 9 0 (M + + 1 ) 

mMM9 3 4 : N— 14- [ (6, 1-*J* h*->- 4-*; U;V) Z 
jin;i/> —FT - [3- (h'J7MP^^) f^fr_UZ 

(80mg) £fflV>;fcl£l3fi^3 - (f'j7MD^^) - 1 -^>-tf 

^V^i/7^-h*ilUfeo 4- [ (6, 7 h*S'-4-* 
J U;i/) 7— y > (5 Omg) tf;i/x> (5ml) s J—))/ ( 1 

mi) izmm^^t^iks ^$;—)]/ (imi) izmm^^tc3- ( h u yjv^-u 

1 H — NMR ( C D C 1 3, 400MHz) : S 3. 94 (s, 3H) , 3. 96 
(s 3 3H) , 6. 59 (d, J=5. 37Hz, 1H), 7. 35 (d, J = 
8. 78Hz, 2H), 7. 43 (s, 1H), 7. 53 (s, 1H), 7. 7 
8-7. 85 (m, 3H), 8. 04 (d, J = 8. 05Hz, 1H), 8. 2 
6 (d, J = 8. 05Hz, 1H), 8. 35 (s, 1H), 8. 55 (d, J 
= 5. 37Hz, 1H), 11. 79 (s, 1 H) , 12. 49 (s, 1 H) 
Ii^i(ESI-MS, m/z) : 5 2 8 (M + +l) 
gffiM9_3_5 :N- ( 3 -7"P^>^ <j )V) -V - {4- [ (6, 

TfJflE© 3 -^n^E- 1 -^<>^>tiJ\y^—JV 7P7-f F (8 Omg) £J£l^ 
feo 4 - [ (6, h=^>-4-*y y;i/) *3r2/] y > (5 0m 

g) ^h;v^> (5ml) „ :c#y — )V (1ml) izmMZ^frm, ^-ZS— )\> 
(lml) temffigi£fz3 1 -^>-i£ >*)VtF-J]s 

h>jnii-rs^y *^7o v h^^^-fccfc Dtiu mmoib&ys 



WO 01/47890 



PCT/JPOO/09157 



588 



£6 7mgs W7 4°/oT#feo 

'H-NMR (CDC la, 400MHz) : 6 4. 05 (s, 3H) , 4. 06 
(s, 3H), 6. 66 (d, J = 5. 12Hz, 1H) , 7. 24-7. 26 
(m, 3H) , 7. 4 4-7. 4 7 (m, 2 H) , 7. 53 (s, 1 H) , 7. 

80-7. 84 (m, 4H) , 8. 07 (bs, 1H), 8. 53 (d, J=5. 

12Hz, 1H) , 9. 03 (bs, 1H) «*#«f<it (E S I -MS, m/ 

z) : 5 3 9 (M + + 1) 
mMm$ 3 6 :N- {4- [ (6, 7 h^->-4-^y UJk) = 

4- [ (6, 7 -*J* h^>-4-^y U;V) ;t=^>] -2-7W7-'J 
> (5 Omg) § h;v^> (5ml) N ai^y — ;b (1ml) izmMZ'&fc^ 
lftm<D3 1 >#;V7tf- ;i/ ^fVft^T^- h (5 0/zl) 

8mg s Ms 8 7%T?fffeo 

1 H-NMR (CDCla, 400MHz) : d 2 . 47 (s, 3H) , 4. 04 
(s, 3H) , 4. 06 (s, 3H) , 6. 64 (d, J = 5. 12Hz, 1 
H), 7. 03-7. 07 (m, 2H), 7. 26 (s, 2H), 7. 42-7. 
49 (m, 3H) , 7. 0 7-7. 7 3 (m, 2 H) , 8. 46 (t, J = 8. 
90Hz, 1H), 8. 57 (d, J = 5 . 12Hz, 1H), 9. 18 (bs, 

1 h) rn.rn.mnm. (esi-ms, m/z) : 4 9 2 (m + + d 

mmm9 3 7 :n- 14- r (6, 7-*?* h^>-4-^y u;io - 

2 -7;i/^P7x-;i/} -N J - ( 3 -yjv^-u^o^J^ jv) ^Jt^VT 

rf5H©3-7;i/7i-D- 1 -^>^f>^;i/^— ;i/ ^D7^ K (8 Omg) 

v^Mi-^v^ 3 -7;i/^i-D- l -^>-if >7j;u^-;i/ y^^T*— h£ii 

IbL 4- [ (6, 7-^p< h^r^-4-^y U;i/) ^=^>] -2-^;!/^D 
7-'J > (5 Omg) § h;i/rc> (5 ml) ^ J — )l (1ml) IzW&mt 

fcgu (1ml) lzmm^^rz3 -yjv^ru- l -^>Hf 

;i/ -r v^^7^- b^pii^t 2ii»bfco M«£ilisu#£>*bfc 



WO 01/47890 



PCT/JPOO/09157 



589 



'H-NMR (DMSO-de, 4-00MHz) : 6 3 . 9 3 (s, 3H) , 3. 
96 (s , 3H), 6. 6 7 (d, J = 5 . 37Hz, 1H), 7. 38-7. 
73 (m, 6H) , 7. 84-7. 86 (m, 1H), 8. 05 (m, 2H), 
8. 29 (s, 1 H) , 8. 56 (d, J = 5 . 12Hz, 1 H) , 11. 9 
(s, 1 H) JSt*#*Hfi (E S I -MS, m/z) : 4 9 6 (M + + 1) 
HaSgQ9 3 8 :N- ( 3 - ^ P P^> W ;i/) -N ? - {4- [ (6, 

4- *J VJl) ^-^^1 - 2 -7^P7x-;V} ^»>l/7 
4- [ (6, 1 Y**/-4-*J U;i/) 2)-^>] - 2 -7MP7- U 

> (5 Omg) % h;P3z> (5ml) \ J — )\s (1ml) 
?UIS©3 -^PP - 1 -^>-fe?>#;i/^— ;p -f V^^-^T^— h (5 0/zl) 

*ip^.^M"t? 2Kpwa#bfeo ^«^aiibf#&nfea^^^PD^A/7 ? 

6mgs IR*S9 3 %t!f#fco 

1 H-NMR (CDCla, 400MHz) : 4 . 04 (s, 3H), 4. 06 
(s, 3H), 6. 63 (d, J = 5. 13Hz, 1H), 6. 65-7. 07 
(m, 2H) , 7. 2 6 -7. 2 7 (m, 1H) , 7. 4 5 -7. 5 3 (m, 3 
H), 7. 6 5 (d, J = 8. 05Hz, 1H), 7. 80 (d, J = 8. 78 
Hz, 1H), 7. 94 (s, 1H), 8. 44 (t, J = 7. 93Hz, 1 
H), 8. 57 (d, J = 5. 13Hz, 1H), 9. 17 (bs, 1H) KM 
mftm (E S I -MS, m/z) : 5 1 2 (M + + 1 ) 
gUffjg 3 9 :N- {4- [ (6, 7-*J* h^>-4-=fry Uik) - 

rt?IS©3-p< h 1 -^>Hf>#;i/^-;i' ^P^-T f* (8 Omg) 

^bfco 4- [ (6, 7-^^>^>-4-^;'JiV) t^f^>] -2-7;i/^"D 
T-U> (5 Omg) £h;V:n> (5ml) N ^ ^ — ;i/ (1ml) 

tz^ (lml) lzmm^^fz3 h*->- 1 
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^$$/7nn*/i/V7^ hVIiit^^'J^^^n? h^77-f- fcj; D*it 
SU mMVik^tt 7 3mg, ^9 0%Tl#feo 

'H-NMR (DMSO-de, 4 0 0MHz) : (5 3 . 86 (s, 3H) , 3. 
93 (s, 3H) , 3. 96 (s, 3 H) , 6. 66 (d, J = 5. 12Hz, 
1H), 7. 16 (d, J = 7. 32Hz, 1 H) , 7. 22-7. 24 (m, 
1H) , 7. 3 8-7. 4 8 (m, 4H) , 7. 5 7-7. 6 0 (m, 2 H) , 
8. 08 (t, J = 8. 91Hz, 1H), 8. 56 (d, J = 5. 12Hz, 
1H) , 11. 82 (bs, 1H), 12. 55 (bs, 1H) Sl^Hfl (E 
SI-MS, m/z) : 5 0 8 (M + +l) 
jgM?'J9 4 0 :N- ( 3 - 7Pj£C^f )V} -N' - {4- [ (6, 

iUJK©3 -r/n^e- 1 -^>Hf ^n^-r K (SOmg) 

fzo 4- [ (6, 7-i^ U;i/) -2-7MD7- 

D > (5 Omg) £ h;i/^> (5ml) . (1ml) t^|?^-yrfe^ 

^^T^-v^m^. m.uT 2 m p B m# l & 0 h« £ mm u# e> tifea £ & * 

'H-NMR (DMSO-d 6 , 4 0 0MHz) : 3 . 93 (s, 3H) , 3. 
96 (s, 3H), 6. 66 (d, J = 4. 88Hz, 1H), 7. 15 (d, 
J = 9. 51Hz, 1H), 7. 36-7. 39 (m, 2H), 7. 41 (s, 
1H), 7. 46 (s, 1H), 7. 51 (t, J = 7. 81Hz, 1H), 7. 
86 (d, J = 7. 81Hz, 1H), 7. 98 (d, J = 7. 56Hz, 1 
H), 8. 07 (m, 1H), 8. 19 (s, 1H) , 8. 70 (d, J = 5. 
12Hz, 1H) , 11. 98 (s, 1H) MAfrtifB (ES I -MS, m/ 
z) : 5 5 7 (M + + 1 ) 
mtMM9 4 1 :N- {4- [ (6, 7 -V* b^->- A-^-J V Jl) ;fr^>] - 
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4- [ (6 , >;;i/) -3-7MD7nj 

> (5 Omg) § h;i/^> (5ml) s ^^y— ;i/ (1ml) fcM^-tirfc^ 
rf5|g© 3 1 ;i/ 'f Vf-t^>7*- h (5 0 ^1) 

x MM.°v 2 m?3m$ b fc o SJfe* * vllS U# 5> tLfcB £ & ^ n n sjvi, a/ y 

4mgs i«8 2 %T*ff feo 

1 H — NMR ( CD C 1 3, 400MHz) : 2 . 48 (s, 3H) , 4. 06 
(s, 3H) , 4. 07 (s, 3H), 6. 49 (d, J = 4. 39Hz, 1 
H) , 7. 26 (s, 1 H) , 7. 30 (t , J = 8 . 54Hz, 1H), 7. 
44-7. 52 (m, 4H), 7. 58 (s, 1H) , 7. 69-7. 1 2 (m, 
2H), 8. 03 (dd, J = 2. 44Hz, 11. 71Hz, 1H), 8. 5 
3 (d, J=5. 37Hz, 1H), 9. 13 (s, 1H) ftM^ftfffi (ESI 
-MS, m/z) : 4 9 2 (M + + 1 ) 

mmm9 42 : n- {4- r (6, 7-^^ h^>-4-^y Uik) - 

3-7MD7x-M -n j - (3 -7;i/^|-p^>VW;i/) ^-^fri^y 

TUflg©3-7;i/^-D- 1 -SOU >Jj)\,tf—JV Zvx^^Y (8 Omg) &m 

^bfeo 4- [ (6, 7-^h^>-4-^7'J;V) - Z -~7 frOcU 

7*— 'J > (5 Omg) & h;V3z> (5ml) „ x^7-jv (1ml) fc}§fl£i3r 
fc^s J^y — ;u (1ml) 3 -^;i/^"D- 1 >tiJl^— 

)V 4 V?**/7*— h&jD;St&fiT?2l#ra«#bfco S^^vllS bf# & ftfc 

1 H — NMR (CDCla, 400MHz) : 6 4. 10 (s, 3H), 4. 15 
(s, 3H), 6. 68 (d, J = 6. 01Hz, 1H), 7. 27 (m, 2 
H) , 7. 3 5 -7. 4 2 (m, 2 H) , 7. 5 7 - 7. 6 9 (m, 4H) , 7. 
98 (bs, 1H), 8. 12 (m, 1H), 8. 54 (d, J = 6 . 34Hz, 
1 H) , 9. 11 (s, 1 H) RMfrffim (ESI -MS, m/z) :496 
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(M + + 1 ) 

mmm9 4 3 :n- (3-^pp^>w;v) -r - {4- c (6, 7 

h^r->-4-^y V)]/) - 3-7;i/tP7x-;v} ^Jrt>\sT 

4- [ (6, 7 -*J* hdf-^-4-^-y *3r$/] -3-7Wn7-'J 

> (5 Omg) £ h;i/^> (5ml) N — )]/ (1ml) \^M^^fc^ 

rUM©3 -^dd- 1 -^>-h? >*;i/7t?-;i/ V^»>7*- b (50^1) 

3mgs J&2£9 0 %T"f#fe 0 

'H-NMR (CDCls, 400MHz) :54. 09 (s, 3H), 4. 11 
(s 3 3H) , 6. 60 (d, J = 5. 61Hz, 1H) , 7. 26 (s, 1 
H), 7. 35 (t, J = 8. 54Hz, 1H), 7. 51-7. 56 (m, 2 
H) , 7. 61 (s, 1H) , 7. 65-7. 68 (m, 1H) , 7. 77-7. 
79 (m, 2 H) , 7. 91-7. 92 (m, 1H) , 8. 08 (dd, J = 2. 
6 8Hz, 11. 47Hz, 1H), 8. 53 (d, J=5. 61Hz, 1H), 
9 . 0 8 (b s , 1 H) mmfrffim (ESI-MS, m/z) : 5 1 2 (M + + 
1) 

^if^J 9 4 4 :N- {4- [ (6, 7 - SS* h - 4 - *J U ;V) - 
3-7^D7i-M -r - (3 -p< h^-->^>W;i/) 

r&IE© 3 h3^>- 1 -^>-t? >^;v^-;v ^n^-fF (8 Omg) 
V^ffcfc:^ 3 b=^- 1 >jtjj]/tf—)l j Vttl/?*— h&m 

mvtco 4- [ (6, 7 -P* V**>-4-*; :t^>] -3-7;i/^"D 

T—V> (5 Omg) £ b;i^> (5 ml) s J —)l (1ml) te^M^^ 
fc^> m^y— ;v (1ml) 3 h 1 

)v -r vttisr*— hmu^mu-v 2mmmwLtcio ^mm^mrnvm^ntz 

1 H-NMR (CDC Is, 400 MHz) : 6 3. 99 (s, 3H), 4. 13 
(s, 3H), 4. 17 (s, 3H), 6.-8 7 (d, J = 5. 6 1Hz, 1 
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H) , 7. 18 (dd, J = 2. 44Hz, 8. 29Hz, 1H), 7. 31- 
7. 46 (m, 2H) , 7. 5 5 -7. 6 2 (m, 4H) , 7. 71 (s, 1 
H) , 7. 84 (s, 1H) , 8. 23 (dd, J=2. 44Hz, 11. 95 
Hz, 1H), 8. 67 (d, J = 6. 59Hz, 1H), 11. 00 (s, 1 
H) WMfrtirm (E S I -MS, m/z) : 5 0 8 (M + + 1 ) 

mmm9 45 :n- {4- r (6, 7 -v* b%->- 4-*; vjv} x^t^l - 

3-7MP7i-M -N J - [3- (b'j7MP^f;i/) tl>^jiJk2 ±A. 

iUIg<D3- (h'j7;vtD^fii/) - 1 ;u 7D7-f F 

(80mg) £ffli^it£J;i|£^ 3 - (h'j7/i/tn^f;i/) - l -^>-tf 

^ V ^^T^— h^fl^bfeo 4- [ (6, 7-^p< h^r^-4-^- 
y U ;]/) ^$/] - 3 -7MD?x >j > (50mg) £ h;i/:n> ( 5 m 1 ) s 
rc^y— ;i/ (1ml) -t±fcf£ N (1ml) izmm^^fc3- 

(h'j7Mn^^) - 1 -^>-fc? ;i/ yg^^T^— h ^jjpx. 

mmT & V ft V )ls ? V V h^^-fcj; DiiU ^©^#^7 7mg s 
lRi^8 9 %Tt#feo 

'H-NMR (DMSO-de, 4 0 0MHz) : 53. 96 (s, 6H) , 6. 
54 (d, J=5. 37Hz, 1H) , 7. 43 (s, 1H) , 7. 53-7. 
60 (m, 4H), 7. 80 (t, J = 8. 05Hz, 1H), 8. 02-8. 
10 (m, 2H), 8. 26 (d, J = 7. 81Hz, 1H), 8. 35 (s, 
1H), 8. 53 (d, J = 4. 88Hz, 1H), 12. 03 (s, 1H) I 
mfrtifm (E S I -MS, m/z) : 5 4 6 (M + +l) 
mMM9 4 6 :N- ( 3 - :/P^> W )U) —IT — { 4 — [ ( 6 , 

tM© 3 -7u=t- 1 -^>-f? ^d^^ f (8 0mg) 

fco 4 - [ ( 6 , 7 h=^>- 4 V JV) ;t3^>] - 3-7Mn7r 

>;> (50mg) £ h;i/^> (5ml) s rc^y-;i/ (1ml) £^?£i*fcf^ 
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Ji^y— )V (1ml) izmM^^rfc 3 — ZfU — 1 JV^=-)V -fV 

tt<Z>tfS-£4&& 79mg, IK* 9 0 %T»^feo 

1 H — NMR (DMSO-d 6 , 4 0 0MHz) : (5 3 . 96 (s, 6 H) , 6. 
51 (d, J=5. 37Hz, 1H) , 7. 41 (s, 1 H) , 7. 48-7. 
60 (m, 5H) , 7. 86 (d, J = 7. 56Hz, 1H) , 7. 97 (d, 
J = 8. 05Hz, 1H), 8. 08 (d, J=12. 44Hz, 1H), 8. 
18 (s, 1H), 8. 50 (d, J = 5. 37Hz, 1H), 11. 84 (s, 
1 H) Hfi^/rfii (E S I -MS, m/z) : 5 5 7 (M + +l) 
|t€WJ94 7 :N- {3 - ^P P.— 4 — [ (6, 7-^p< h^-4-^y U 

3 _/7 DD _4_ [ ( 6j 7 h^->- 4 -^y u;i/) ;t^>] U > 

( 5 Omg) £ h;i/3i> (5ml) N m^y— ;v (1ml) iz:«P£-fr£:f^s rf? 

IS© 3 -p<^;i/- l -^<>^>^;b^-;v ^rv^^r^-h (50^1) £ 

mg N 1K*9 2 %Tf#feo 

'H-NMR (CDC 1 3, 400MHz) : 6 2. 48 (s, 3H), 4. 07 
(s, 6H), 6. 44 (d, J = 5. 61Hz, 1H), 7. 26 (s, 3 
H), 7. 29 (d, J = 8. 78Hz, 1H), 7. 43-7. 50 (m, 2 
H), 7. 59 (s, 1H), 7. 69-7. 74 (m, 3H), 8. 11 (d, 
J = 2. 44Hz, 1H), 9. 14 (s, 1H) fC«##rffi (ES I -MS, 
m/z) : 5 0 9 (M + + 1) 
mm,M9 4 8 :N- {3-?PP-4- [ (6, 7 b 4 - jp;'J 

r|f|gcD3-7;V7i-p- 1 -^>^>#;i/7K— ;v ^p^^K (80mg) 

^bfeo 3-^PP-4-[(6, 1 -V* h^r^-4-dr-y U;i/) ;t=^>] 7> 
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— U > (5 Omg) £ h;i/m> (5ml) . ; — J]/ (1ml) fc^P^-frfc 
f^s (1ml) {3^^-^fe3 -7fr*u- 1 -^>-fe">ft;i/tf?— ;i/ 

1 H — NMR (CDCla, 4 0 0MHz) 3. 95 (s, 3H) , 3. 9 

6 (s, 3H), 6. 43 (d, J=5. 12Hz, 1 H) , 7 . 43 (s , 3 
H) , 7. 4 9-7. 5 4 (m, 2H) , 7. 5 9 -7. 62 (m, 1H) , 7. 
75 (d, J = 8 . 78Hz, 1 H) , 7. 8 2 - 7. 8 6 (m, 1 H) , 8. 
18 (bs, 1H), 8. 51 (d, J = 5 . 12Hz, 1H), 11. 79 
(bs, 1H) , 12. 43 (bs, 1H) WMfrffim (ESI -MS, m/ 
z) : 5 1 2 (M + + 1 ) 
HMffJ9 4 9 :N- (3 - ^PP^>vV;i/) —IT - [ 3 -^PP-4 - (6, 

l-V* h%->- 4 u;iQ 7 ;i/> e^frixT 

3-^dd-4 - [ (6, 1 -V* Y**/- 4-*S U;i/) yf^-i/l T— U > 
(5 Omg) £ h;i/3i> (5ml) s J — Jl (1ml) izmM^^r^ TfJ 
IS© 3 -Zuu- 1 -^>-tf >i3jv^-J\y -4 V3-Jri/~7^— h (50^1) § 
fln^rUT 2 Htr B m# bfeo MJ«£yll?iU# £nfc^££^PP*;i/A/T-fe 
b>Mi|-r§^U*^;v^nT tJ:«3li»bs iiM©4bilrtJ£7 7 

'H — NMR ( C D C 1 3, 4 0 0MHz) : 54. 06 (s, 3 H) , 4. 07 
(s, 3H), 6. 46 (d, J = 5. 37Hz, 1H), 7. 29-7. 32 
(m, 4H), 7. 52 (t, J = 7. 93Hz, 1H), 7. 61 (s, 1 

H), 7. 64-7. 66 (m, 1H), 7. 71 (dd, J = 2. 68Hz, 

8. 78Hz, 1H), 7. 87 (d, J = 7. 81Hz, 1H), 8. 00 
(s, 1H), 8. 07 (d, J = 2. 44Hz, 1H), 8. 51 (d, J = 

5. 3 7 Hz, 1H) m.m.mnm. (SSI-MS, m/z) : 5 2 9 (M + + 1) 
gjM_9 5 0 :N- {3-^PP-4- \ (6, 7-^b^>-4-^'J 
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rUI£©3-^ b3^>- 1 -^>-fe*>*;v^;i/ ZU^JY (8 Omg) %m 

l^iK£|£^3-p< h^r^- 1 -^>-fe? )V ^V^^T^—h^m 
11L 3-^PD-4- [ (6, U;i/j ^-^^] 7* 

nj> (5 Omg) * h;v^> (5ml) „ rc^y— ;i/ (1ml) lzmffi£"&fi 
& N rc^y— ;i/ (1ml) 3 h 3^>- 1 -^>-fe*>^;V^n ;i/ 

U MUD-fb^* 6 5mg, lRs£8 2 %7?^#fco 

'H-NMR (DMSO-de, 4 0 0MHz) : 5 3 . 86 (s, 3H) , 3. 

95 (s, 3H) , 3. 96 (s, 3H), 6. 41 (d, J = 5. 12Hz, 
1H) , 7. 22 (d, J = 8. 54Hz, 1 H) , 7. 41-7. 60 (m, 
8H), 7. 74 (d, J = 8. 78Hz, 1H), 8. 12 (bs, 1H), 
8. 50 (d, J = 5. 37Hz, 1H) m&frtirte (ES I -MS, m/z) 
: 5 2 5 (M + + 1 ) 

mMM9 5 1 : N- {3-^PP-4 - [ (6, b*^-4-*; V 

jv} gjt^l y^-jv} -n j - r 3 - (h'j7MD^;v) 

rUlg©3- (h'j7MD^^;i/) - l -^>-t? >^;i/^'-;i/ ^D7-f K 
(8 Omg) £ffl^£iifcSc:#£V> 3 - (h'j7MP^^) - 1 

>f V3-ar*sT%— h^ia^bfeo 3-^pp-4- [ (6, 7-V*Y 
3r->-4-*; U;i/) ;t^>] U > (5 Omg) £ h;i/Ji> (5ml) . ^ 
(lml) fc»HP^#fc^ (1ml) fc$Sfl?<*-efc3- 

^ u ^y;^ DTh7"77^-t<fcD iiu mm<D{h<&yo* 1 5 m g N 

1R^8 8 %T'f#feo, 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 5 (s, 3H) , 3. 

96 (s, 3H), 6. 43 (d, J = 5. 37Hz, 1H), 7. 42 (s, 
1H), 7. 49-7. 53 (m, 2H), 7. 74 (d, J = 9 . 27Hz, 
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1 H) , 7. 80 (t , J = 8 . 05Hz, 1 H) , 8. 03 (d, 3=1 . 5 
6Hz, 1H) , 8. 18 (s, 1H) , 8. 2 6 (d, J = 5. 37Hz, 1 
H), 8. 35 (s, 1H), 8. 51 (d, J = 5. 37Hz, 1H), 12. 
04 (s, 1H), 12. 52 (s, 1H) 5t*#J&HS (ES I -MS, m/ 
z) : 5 6 2 (M + + 1 ) 

mmm 952 : n- (3 -r/p^^w-r;^) -r - 13 -^pp-4 - 

rfJlg©3-^D^E- 1 ;i/ ^D7^f F (80mg) 

> (5 Omg) £ (5ml) . ^ J— Jl> (1ml) izmM^^f^s 

^•^-^7^- h %iDiifi-e 2 np»ifeo EUfom%mmu% 

m.<Dik&tm*. 8 1mg, xRajs 9 3 %"e#fco 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 4 . 05 (s, 3H) , 4. 
06 (s, 3H), 6. 85 (d, J = 6. 34Hz, 1H), 7. 50-7. 
54 (m, 2H), 7. 66 (d, J = 8. 78Hz, 1H), 7. 76 (s, 
1H), 7. 85- 7. 89 (m, 2H), 7. 98 (d, J = 7. 80Hz, 
1H), 8. 19 (s, 1H), 8. 28 (s, 1H), 8. 84 (d, J = 6. 
34Hz, 1H), 11. 8 (s, 1H), 12. 56 (s, 1H) 
(ESI-MS, m/z) : 5 7 3 (M + +l) 

mMmQ 5 3 :N- {4 - [ (6, h±jj= 4-* J U;i/) ;fr^->] - 

4- [ (6, 7-s>* h^-^-4-^y u;v) ;t^>] - 2--hD7- 

(5 Omg) * (5ml) N rc^y— ;v (1ml) rfJ 

IS© 3 l -^>-i£ >5b;v^— ;i/ >fvf^>7*- h (5 0/zl) £ 

h>Mr?ST^^u^^;i/^p t b^7>r— ta^iiu im^Mb^r^ 6 9 
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mg\ «9 1 %T-f#fco 

1 H — NMR (CDCL, 4 0 0MHz) : (5 2 . 47 (s, 3H) , 4. 04 
(s, 3H) , 4. 07 (s, 3H) , 6. 67 (d, J = 5. 37Hz, 1 
H) , 7. 2 6 (s, 2H) , 7. 43-7. 51 (m, 4H) , 7. 73 (d, 
J = 7. 32Hz, 1H) , 7. 77 (s, 1H) , .7. 94 (d, J = 2. 6 
8Hz, 1H), 8. 52 (d, J = 9. 03Hz, 1H), 8. 61 (d, J 
= 5. 12Hz, 1H) , 9. 24 (s, 1H) KM^-frfil (E S I -MS, m 
/z) : 5 1 9 (M + + 1) 
mmm9 5 4 :N- I4- [ (6, 7-^ h^->-4-^\/U ^-^ 

4- [ (6, 7-^p< hdrS/-4 -^^-V"U-;i/) :fr^>] T-V> (50m 
g) £ h;V3i> (5ml) s Jl (1ml) IzmM^^f^, f^Mco 3 - 

i -^>-t£ -fV^^>:F*— h (5 0A6 1) ^in^.^a 

•r-5^U5by;i/^P v h?^7 D^tMU SW^rtl§7 6mg, J& 

^9 5%T:#fco 

1 H — NMR (CDC 1 3 , 400MHz) : 62. 47 (s, 3H), 4. 12 
(s, 3H), 4. 17 (s, 3H), 7. 26-7. 34 (m, 5H), 7. 
45-7. 47 (m, 1H), 7. 61 (s, 1H), 7. 71 (m, 2H), 
7. 93 (d, J = 9. 03Hz, 2 H) , 8. 77 (s, 1H), 9. 10 
(s, 1 H) Hfi##fflS (E S I -MS, m/z) :4 7 5 (M + +1) 
«ffi!9 5 5 : N- ( 3 - ^PP^>VV;I/) -N' - {4- [ (6 , 7 

4- [ (6, 7-$>* hdr^-4-^-^W-;i/) ;t3^>] T— U > (5 0m 
g) £ h;i^> (5 ml) s rc^y— ;]/ (1ml) idMP^fc^ rf5|g© 3 - 

d- l -^>^f >±j;v^-;v ^fVf^^T^-h (50^1) ^Mtl^U 
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1 H — NMR (CDC Is, 400 MHz) : 6 4. 08 (s, 6 H) , 7. 29 
(s, 2H) , 7. 33 (d, J = 8. 7 8Hz, 1 H) , 7. 41 (s, 1 

H) , 7. 50 (t, J = 7. 81Hz, 1H) , 7. 57 (s, 1 H) , 7. 

63 (d, J = 7. 32Hz, 1H), 7. 83-7. 86 (m, 3H) , 7. 

98 (s, 1H) , 8. 65 (s, 1 H) , 9. 71 (s, 1H) JR«#*f« 
(E S I -MS , m/z) : 4 9 5 (M + + 1 ) 

mMM9 5 6 :N- f4- [ (6, 7-i?t h^>-4-^;'J-Jl/) a-JF- 
->] 7x- ;i/> -N J - (3-^ 3-*t>^7 
^ffi.®3-* h^riy- 1 -^>-H>ti)V^—JV ^U7^F (80mg) £ffl 

^bfeo 4- [ (6, 7-^p< h^>-4-=f-:*-y U ~;i/) rt^] U > 
(5 Omg) £ h;i/i> (5ml) s ;v (1ml) IzmM^^fc^ 

^y— ;i/ (1ml) izmm^^:tc3 -X h3r^- 1 -^>-fc? >-b)]/7$— JV -rv 
7*— h it^MTf 2 Iff HS9I# bfco U# e> tifea^ £ ^ 

m<D{b&®%: 6 7mg, JR* 8 1 %~zmfe 0 

1 H — NMR (DMSO-de, 4 0 0MHz) : 53. 87 (s, 3H) , 3. 
98 (s, 3H) , 3. 99 (s, 3H), 7. 21-7. 23 (m, 1H) , 
7. 28-7. 39 (m, 3H) , 7. 46 (t, J = 7. 93Hz, 1H), 

7. 56-7. 60 (m, 3H), 7. 79 (d, J = 8. 78Hz, 2H), 

8. 56 (s, 1H), 11. 59 (s, 1H), 12. 66 (s, 1H) US 
^ti(ESI-MS, m/z) : 49 1 (M + +l) 

^»J9 5 7 : N— 14- [ (6, h^->-4-WJ^I/) Jr* 

->] 7xrM -N J - f3- (h'J7MP^fiV) ^>V'-f;i/1 

(8 Omg) ^m^iRfc:^ 3 - ( h V 7)l/#u* - 1 -^>-b? 

^ v^-tJ-^t-^- hSilbfeo 4- [ (6, 7 -^p< h=^>-4 
tV'J^I/) 3"^>] T-U> (5 Omg) § h;i/ni> (5ml) s S — 
(lml) CjSi^tfe^ — Jl (1ml) £?£$P£-frfc3- ( h U 7;V 
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'H-NMR (DMSO-de, 4 0 0MHz) :63. 97 (s, 3 H) , 3. 
99 (s, 3H) , 7. 38-7. 44 (m, 3H), 7. 58 (s, 1H), 

7. 7 8 -7. 8 2 (m, 3H) , 8. 04 (d, J = 8. 05Hz, 1 H) , 

8. 26 (d, J = 7. 81Hz, 1 H) , 8. 36 (s, 1H), 8. 56 
( s , 1 H) , 11. 97 (s, 1 H) , 12. 95 ( s , 1H) 5?fi#*flit 
(ESI-MS, m/z) : 5 2 9 (M + + 1 ) 

IW?'J9 5 8 :N- ( 3 -^P^^^ -N' - {4- [ (6, 1-*J* 
rUiS©3 1 -^>-tf i/ijjltf- )]y ^D7^f F (80mg) £,3^ 

fco 4- [ (6, 7-^ h^->-4-^r^-y;-;^) ;t^>] T-'J> (5 0 
mg) £h;i/:n> (5ml) ^ rc^y— ;v (1ml) «»£i±£f£s — 

;i/ (lml) ^^jf^-&fe3 -^d^e- l -^>-i2>^;v^-;i/ -f vf^^>7 
* — h §iP^.^-e 2 Bf Hg»# b fco M^^MIi U#£>tifc?l££^nn*;i/ 

«6 1mg, K*7 0%tfffeo 

'H-NMR (DMSO-d 6 , 4 0 0MHz) : 6 3 . 9 8 (s, 3 H) , 3. 
99 (s, 3H) , 7. 3 7-7. 4 0 (m, 3H) , 7. 52 (t, J = 7. 
93Hz, 1H), 7. 58 (s, 1H), 7. 78 (d, J = 8. 78Hz, 
2H), 7. 87 (d, J = 7. 08Hz, 1H), 7. 97 (d, J=7. 8 
1Hz, 1H), 8. 18 (s, 1H), 8. 58 (s, 1H), 11. 89 
(bs, 1H) , 12. 48 (bs, 1H) Mfrffim (ESI-MS, m/ 
z) : 5 4 0 (M + + 1 ) 
1119 5 9 :N- {4- [ (6, 7 h^>- 4-^y U;i/) 7 

i-;i/> — n 3 - (4 -p<^;i/^>v'-Y;v) ^-a-frur 
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4- [ (6, h^>-4-^y U;v) 7—V > (5 Omg) 

^h;i/^> (5ml) N (lml) fcr&flg^fc^ rW©4-^ 

1 >#;i/^-;i/ h (50/zl) *1>\iZ.&Mre2 

9 %t?f#feo 

'H-NMR (CDCla, 400MHz) : 6 2. 48 (s, 3H) , 4. 09 
(s, 3H) , 4. 15 (s, 3H) , 6. 72 (d, J = 6. 3 4Hz, 1 
H) , 7. 2 3 - 7. 2 9 (m, 3H) , 7. 37 (d, J = 7. 81Hz, 2 
H), 7. 62 (s, 1H) , 7. 82 (d, J = 8. 05Hz, 2 H) , 7. 
94 (d, J = 9. 03Hz, 2H), 7. 98 (s, 1H), 8. 51 (d, 
J = 5. 12Hz, 1H), 9. 12 (s, 1H) HftfrflHt (ES I -MS, 
m/z) : 4 7 4 (M + + 1) 
HflBff!l9 6 0 :N- ( 4 - g P P^> V ^ 2k) ~N' = {4 - [ (6, 7-*?* 

4 - [ (6 , 7-^|>Jri/-4-^;'JM ^-^r^] 7*— U > (5 Omg) 
£h;vm> (5ml) s rc^y— (lml) fc: & N HJflRcD4--^n 

p- 1 -^>-fc? ^fvft^>7^- h (50^1) Sin^^MT?2 

Kfiaffb&o Hji&^^^ut&nfea^^^pp^A/T-fe N>®ini-rs 

2%Tf#fco 

"H-NMR (CDCla, 400MHz) :<J4. 06 (s, 3H) , 4. 07 
(s, 3H), 6. 59 (d, J = 5. 37Hz, 1H), 7. 24-7. 30 
(m, 3H) , 7. 4 6 -7. 5 6 (m, 4H) , 7. 7 6 - 7. 8 8 (m, 4 

H), 8. 53 (d, J = 5. 37Hz, 1H), 9. 08 (bs, 1H) MM 

^tf«(ESI-MS, m/z) : 4 9 4 (M + +l) 

mmm9 6 1 :n- f 4- c (6, 7-*?* 1*3^-4-^ u;m a-^i ? 

^-;y> -r - (4 -^;i/^-P^>vV;i/) ^t>vy 
?f5|g©4-7;i/^-p- 1 -^>-b?>#;i>^;v ^n-5>f F (8 Omg) £/g 
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^Xmzm^4-y)]y^-u- l -^<>Myfr )\, 4 y^^T*— h£f| 

ILL 4- [ (6, 7-^ h^>-4-^y >J;i/) ;t^>] 7-'J > (5 0 
mg) £ h;i^> (5ml) s J— ;i/ (1ml) m^y — 

iV (1ml) (c^H^^fe4-y;i/^-D- 1 -^>-€>^j;i/^-;i/ -fy 

1 H — NMR ( CD C 1 3, 4 0 0MHz) :d4. 05 (s, 3H) , 4. 06 
(s, 3H) , 6. 57 (d, J = 5. 12Hz, 1 H) , 7. 24-7. 26 
(m, 5H) , 7. 44 (s, 1 H) , 7. 54 (s, 1 H) , 7. 80-7. 
83 (m 5 2H) , 7. 95 (m, 2H) , 8. 53 (d, J = 5. 37Hz, 
1H) , 9. 09 (bs, 1H) m.mmfxm. (ESI-MS, m/z) : 4 7 8 
(M + + 1) 

H»J9 6 2 : N— {4- [ (6, 7-^p< Y*cis- 4-*; U;i/) ;t^>] 7 

4- [ (6, 7-S>* h*->- 4-*; >J;i/) 7^'J> (5 Omg) 

(5ml) , rn^y— ;v (1ml) IzmM^^tz^ 7^©4-^b 
d- 1 -^>-t? >#;i/tf^;i/ 4 V^-Jr^T^—Y (3 Omg) £Jn;t^-£2 

1 H — NMR (CDCL, 400MHz) : (5 4 . 06 (s, 3H) , 4. 08 
(s, 3H) , 6. 59 (d, J = 5. 37Hz, 1 H) , 7. 24-7. 30 
(m, 5H) , 7. 50 (s, 1H) , 7. 54 (s, 1H) , 7. 82-7. 
85 (m, 2H) , 8. 01-8. 12 (m, 2H) , 8. 41-8. 43 (m, 
2H) , 8. 53 (d, J = 5. 3 7Hz, 1 H) , 9. 16 (bs, 1H) 1 

mmnm (esi -ms, m /z) : 5 0 7 (m + + d 

gjjjgLg 6 3 :N- {4- \ (6, h*is- 4-^rJ U;i/) ^^r->l 7 
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rf5lg©4-p< h^ris- l -^>Hf K (80mg) §i 

Slb£o 4- [ (6, h^^-4-^-y u;i/) ^3^>] T-U> (5 0 

mg) *h;i/^> (5ml) s y — ;i/ (1ml) :r.^y — 

;v (lml) 4-* b*->- 1 -'O-t? >3tj;i/3}?— ;v -fV^^ 

1 H — NMR (CDCla, 4 0 0MHz) : (5 3 . 92 (s, 3H) , 4. 05 
(s, 3H) , 4. 06 (s, 3H) , 6. 57 (d, J=5. 37Hz, 1 
H) , 7. 02-7. 04 (m, 2 H) , 7. 23-7. 26 (m, 3H) , 7. 
44 (s, 1H), 7. 54 (s, 1 H) , 7. 77-7. 85 (m, 2H), 
7. 88-7. 90 (m, 2 H) , 8. 53 (d, J = 5. 37Hz, 1H), 
9 . 0 7 (b s , 1 H) mmfrffim (ESI-MS, m/z) : 4 9 0 (M + + 
1) 

mmm9 6 4 :N- {4- C (6, 7 -it* h*->-4-*J u;v) - 
2 -7;V^-P^ ir. -N' - (4 -A^-)V^O s J^ Jl) ^Jr^VT 

4- [ (6, 1 -*J* h*is-4-*S U;i/) - 2 U 

> (5 Omg) £ h;i/Ji> (5ml) s :x^y— ;b (lml) i3i§$?£#fc|£ N 
Tf3lE©4 1 -sO-V )l> -iVT-tfisT^—b (5 0//1) 

7mgs iRaf£9 8%t?^fc 0 

'H-NMR (CDCla, 400MHz) : 6 2. 4 7 (s, 3H), 4. 04 
(s, 3H), 4. 06 (s, 3H), 6. 64 (d, J = 5. 37Hz, 1 
H) , 7. 0 4-7. 0 7 (m, 2H) , 7. 26 (s, 1 H) , 7. 36 (d, 
J = 8. 54Hz, 2H), 7. 46 (d, J = 1 1. 95Hz, 2H), 7. 
83 (d, J = 8. 29Hz, 2H), 8. 46 (t, J = 8. 90Hz, 1 
H), 8. 56 (d, J = 5. 12Hz, 1 H) , 9. 18 (bs, 1H) 
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MAfrffim (E S I -MS, m/z) : 4 9 2 (M + +l) 

mmm9 6 5 :n- (4-^pp^>w;v) -r - -T4- [ (6, 7-^ 

4- [ (6, 7-$>* h^^-4-^y U;i/) :t3^>] -2-7MD7-'J 
> (5 Omg) § h;i^> (5ml) s — )\, (1ml) 

Tf5lS®4 -^7D P - 1 >f h (50^1) 

* an x. ^Mt? 2 u$ ng»# b o sjsb* £ sui bt#e>tife^^^^pp^;i/A/'T 

7mg\ 1R^9 4 %T*ff fco 

'H-NMR (CDCla, 4 0 0MHz) : (5 4 . 04 (s, 3H) , 4. 06 
(s, 3H) , 6. 64 (d, J=5. 12Hz, 1H) , 7. 04-7. 07 
(m, 2H) , 7. 26 (s, 1H) , 7. 4 5-7. 4 6 (m, 2H) , 7. 
54-7. 56 (m, 2 H) , 7. 87-7. 89 (m, 2H) , 8. 39 (t, 
J = 8. 78Hz, 1H), 8. 57 (d, J = 5. 37Hz, 1 H) , 9. 1 
7 (s, 1H) ftl^ffi (ES I-MS, m/z) : 5 1 2 (M + +l) 
$£MM9 6 6 :N- {4- [ (6, 7-^ h^->-4-^y Ujk) ^^>1 - 

2-7;v^-P7x_;i/} -n j - (4 -^;i/^-p^>y-f ;i/) ft^ur 
rUIS©4-^;i/^-p- l -^>Hf>^;i/^— ;i/ 707^ f (8 0mg) 

^bfeo 4- [ (6, h^r^-4-^y U;P) :^^>] -2-7;i/3|-0 

T-i; > (5 Omg) § h;i/^> (5 ml) s J — )\s (1ml) fcjS»$* 

— ;i/ (lml) fc^8?£-g-fc4 -y)^u- 1 
i^^/7DP*;vA/7-te h>®l€1-^^u*^;i/^p^ h^^^^f— (3d; dm 

Mb, &m<D{h<&ya* 6 5mgs 4X*8 3%Tf#7c 0 

'H-NMR (DMSO-d s , 4 0 0MHz) :6 3. 9 3 (s, 3H) , 3. 

96 (s, 3H), 6. 62 (d, J = 5. 37Hz, 1H) , 7. 17 (d, 

J=l 1. 2Hz, 1H) , 7. 36-7. 47 (m, 5H) , 8. 05-8. 

11 (m, 3H), 8. 56 (d, J = 5. 12Hz, 1 H) , 11. 88 (s, 



WO 01/47890 PCT/JPOO/09157 

605 

1H) , 12. 48 (s, 1H) m.m.mfxm. (ESI-MS, m/z) : 4 9 6 
(M + +l) 

H»J9 6 7 :N- {4- [ (6, 1-1?* h 5-^-4-*; U;v) ;fr^>] - 
2-7JVtP7xr;i/| -N ? - (4 -J* H^>W;V) ff>b7 
Tf5|S©4-^^- K- 1 >tiJl^-jv ^P7^ F (80mg) 

feo 4- [ ( 6 , 7 -SM h3^>-4 -^y U;v) ;t3^>] - 2 -y;v^-p^- 
U> (5 Omg) § h;i/3z> (5ml) s J — JV (1ml) fc»g£-frfc^s 
x^;-jKlml) izmffl£*tfz4 --Ok K- 1 -^>-t?>#;i/tf^;v y 

M<Z>fb-£r#J&9 2mg s #1*9 6%-ef#fc 0 

1 H — NMR (DMSO-ds, 4 0 0MHz) : 6 3 . 9 6 (s, 3 H) , 4. 
03 (s, 3H) , 6. 67 (d, J = 4. 88Hz, 1 H) , 7. 17 (d, 
J = 8. 2 9Hz, 2H) , 7. 39-7. 47 (m, 2 H) , 7. 77 (d, 
J = 8. 05Hz, 2H), 7. 94 (d, J = 8. 2 9 Hz, 2H) , 8. 0 
6 (t, J=8. 54Hz, 1H), 8. 56 (d, J=5. 12Hz, 1H), 
11. 90 (s, 1H), 12.44 (s, 1H) HM^fffffi (ES I -MS, 
m/z) : 6 0 4 (M + + 1) 

mmm9 6 8 : N- {4 - [ (6, 1 -*J* h^r->-4-^y V )l) - 
2-7MD7i-M -N* ~ (4 h P^>V^;V) ^t»7l/7 

4- [ (6, 7-^p< h^>-4-^y >j;i/) ;t3^>] -2-7MP7-'J 
> ( 5 Omg) £ h;i/^> (5ml) s J —)V (1ml) temMZ&it&s 
?(5IScd4 -- h D- 1 -^>-t? >^;v^-;i/ ^v^t^T^- h (3 Omg) 
£ Jn^M^T 2 Btp H m# bfeo SJfo?$£$i$l U# §7Dd a/t- 

5mgs JR*9 0%Tt#fco 

'H-NMR ( C D C 1 3, 4 0 0MHz) : 6 4 . 04 (s, 3H) , 4. 06 
(s, 3H), 6. 64 (dd, J = 3. 42Hz, J = 5. 12Hz, 1H), 
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7. 05-7. 08 (m, 2 H) , 7. 25-7. 26 (m, 2H), 7. 45 
(dd, J=3. 17Hz, 6. 59Hz, 2 H) , 8. 12 (dd, J = 2. 
93Hz, 8. 66Hz, 2 H) , 8. 39-8. 45 (m, 3 H) , 8. 57 
(dd, J = 3. 42Hz, J = 5. 12Hz, 1H) Si^lffi (ESI-M 
S, m/z) : 5 2 3 (M + + 1) 

Iij9 6 9 :N- {4- [ (6, h*^-4-*; UJk) ;t^>] - 

2-7;t/^-P7x-M -N' - (4 h*i"O^J-( )l) VY 
rUB£©4-^ h^^- 1 ^D7^f F (80mg) 

Hbfeo 4- [ ( 6 , 7 h^->-4-=3py U;W 3-=^>] - 

T— U > (5 Omg) * h;Vrn> (5ml) s m^V— ;V (1ml) fc*JB&* 

)fc#s rc^y— ;V (1ml) £?&$P£-#7c4-^ h3^>- 1 -^>Hf >#;i/#- 



iU ^S©-fb^»*7 lmgs i&afs8 8%T?^fco 

1 H — NMR (CDCla, 4 0 0MHz) :63. 92 (s, 3 H) , 4. 04 
(s, 3H), 4. 02 (s, 3H), 6. 64 (d, J = 5. 12Hz, 1 
H), 7. 02-7. 06 (m, 4H), 7. 26 (s, 1H), 7. 46 (d, 
J = 1 2. 06Hz, 2H), 7. 90 (d, J = 9. 03Hz, 2H), 8. 
46 (t, J = 9. 03Hz, 1H) , 8. 56 (d, J = 5. 12Hz, 1 
H) , 9 . 14 (s, 1 H) Wmfrffim (ESI-MS, m/z) : 5 0 8 (M 
+ + 1 ) 

j»J9 7 0 :N- {4- [ (6, h=fr$/-4-3V U;i/) z 

4- [ (6 , 7 h^r^-4-^y U;i/) ;t3^>] - 3 -7MD7- U 

> (5 Omg) £ h;i/^> (5ml) s ;i> (1ml) l3^£-£fc^s 

r^^(73 4 -pwi/- l -^>-fe?>#;i/#-;b -ivtti/Y*— h (50/zi) 
-fe h^MUlf S^'J*Wn7hy77^f- tibials mmo^^7 
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7mgs 1R$9 8 %-£?#fco 

'H-NMR (CDC la, 400MHz) : 6 2. 46 (s, 3H) , 4. 09 
(s, 3H), 4. 10 (s, 3H) , 6. 57 (d, J = 5. 37Hz, 1 
H), 7. 26-7. 38 (m, 4H) , 7. 54 (d, J = 8. 54Hz, 1 
H), 7. 59 (s, 1H), 7. 68 (s, 1H), 7. 81 (d, J = 8. 
2 9 H z , 2H), 8. 08 (dd, J = 2. 47Hz, J = 1 1 . 47Hz, 
1H), 8. 53 (d, J = 5. 6 1Hz, 1H) , 9. 09 (s, 1H) KM 
mjfiM (E S I -MS, m/z) :4 9 2 (M + +1) 
mMM9 7 1 :N- (4-^PP^>^^) -N' - {4- [ (6, 7-^p< 

4 - [ (6, 1 -*J* h*->- 4-*J :t=^] -3-7MP7-U 

> (5 Omg) £ h;i^> (5ml) ^ ;i, (1ml) t^|?^^fe^ s 

rtfI£©4-^DD- l -^>-g>^j;i/^-;i/ ^v^^7^-b (50//1) 

-fe h>SHt§^'J*y;^nv y^^y-y 4— £ J; ^) ISii U ^<?>fbi§rtJ£ 7 

8mg\ W9 6 %~zmfro 

1 H-NMR (CDC Is, 400 MHz) :<54. 06 (s, 3H), 4. 07 
(s, 3H), 6. 49 (d, J = 5. 12Hz, 1H), 7. 26 (s, 1 
H), 7. 31 (t, J = 8. 66Hz, 1H), 7. 44 (s, 1H), 7. 
50 (d, J = 8. 78Hz, 1H), 7. 55-7. 57 (m, 3H), 7. 
86-7. 88 (m, 2H), 8. 00 (dd, J = 2. 44Hz, J=l 1. 
47Hz, 1H), 8. 52 (d, J = 5. 12Hz, 1H), 9. 11 (s, 
1 H) m.m.frffim (ESI-MS, m/z) : 5 1 2 (M + + 1 ) 

m.mm$ 12 :n- {4 - r (6, 7-s^ i^>-4-^y Uik) - 

3 -7)l$TV7 -N' - (4 -^;i/^-P^>vV;i/) ^jfrfrlyT 

r^^g©4 -7;i/^"D- 1 -^>-lf >^;P^— ;i/ 7D7^ F (8 0mg) 

life, 4- [ (6, 7 h^r^-4-^y U;W ;t^>] -Z -7)^X2 
T=- U > ( 5 0 mg) £ h;i/3i> (5 ml) ^ — ;]/ (1ml) ^fp^i* 
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felts — )\y (1ml) lzmm£"&tz4-y)\s7fu- 1 -^>-fc?>#;i/^n 

1 H — N M R (CDC 1 3 , 400 MHz) : 54. 11 (s, 3H) , 4. 15 
(s, 3H) , 6. 68 (d, J = 6. 34Hz, 1 H) , 7. 25-7. 29 
(m, 3H) , 7. 37 (t, J = 8. 54Hz, 1 H) , 7. 58 (d, J = 
9. 76Hz, 1H) , 7, 63 (s, 1H), 7. 95-7. 98 (m, 3 
H), 8. 12 (dd, J = 2. 56Hz, J = 1 1. 59Hz, 1H) , 8. 
54 (d, J = 6. 01Hz, 1H), 9. 09 (s, 1H) M#*Ht (ES 
I - MS, m/z) : 4 9 6 (M + + 1 ) 
«ff!l9 7 3 :N- (4-^P^E^>vV;i/) -N' - 14- [ (6, 1-*J* 

»;;b) -3-7MP7x_;i/} ^^frlxT 

TUJKCD4 -^"D^E- 1 -^>-tz >*;i/^— ;i/ ^P7-f F (80mg) 

feo 4 - [ ( 6 , 7 h^-^-4-^y U;i/) #=^>] - 3-7MD7- 

>;> (5 Omg) £ (5ml) . az^y— ;i/ (1ml) fc$&fl?£i*;fcf£> 

;i/ (lml) t^ff^-^o^ - 1 -^>-t?>#;i^— ;v ^ v 
M©fl:i^j£8 lmgs i«9 l%Tf#7co 

'H-NMR (DMSO-de, 4 0 0MHz) : 8 3 . 9 6 (s, 6H) , 6. 
52 (d, J = 5. 37Hz, 1H), 7. 42 (s, 1H), 7. 49-7. 
59 (m, 3H), 7. 76 (d, J = 8. 54Hz, 2H), 7. 94 (d, 
J = 8 . 54Hz, 2H), 8. 08 (d, J = 1 1 . 95Hz, 1H), 8. 
51 (d, J = 5. 12Hz, 1H), 11. 79 (s, 1H), 12. 61 
(s, 1H) nmfrmM (ESI-MS, m/z) : 5 5 7 (M + +l) 
mtMm9 7 4 :N- (4- f (6, 7-S?j* b=»->- UJk) £jF^j] = 

3-7/l/^-P7x-M -r - (4 — f^F^>W;i/) ^aTfrl'T' 
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7fcflR®4--f * K- 1 >;fr;i/5tf— )]/ ^D7^ F (80mg) fcJE^ 

4 - << # F - 1 -^>^f>*;v^-;i/ -Y V^^T*— h&Mlb 
fco 4 - [ (6, 7-S>* 4-*; i;;!/) tf^] -3-7MD7- 

<j> (5 Omg) £ (5ml) s ;i/ (1ml) IzmMZ^tta^ 

(lml) fc|g»^"*fc4 ->f* K- 1 -^>-fe">*;i/^— ;p >f V 

DD$jVA/7-fe b>mmir&i'V-t3?)Vt?u htf^y SI 

j§®Ytiiir#5£8 4mg\ M58 8%-£#fco 

1 H — NMR (DMSO-de, 4 0 0MHz) : (5 3. 9 6 (s, 5 H) , 6. 

5 2 (d, J=5. 3 7Hz, 1 H) , 7. 42-7. 61 (m, 5 H) , 7. 

7 7' (d, J = 7. 07Hz, 2 H) , 7. 85 (d, J = 8. 29Hz, 2 

H) , 8. 11 (d, J = 8. 54Hz, 3 H) , 8. 51 (d, J = 5. 37 

hz 3 ih) rn.rn.mnm (esi-ms, m/z) : 604 (m + +d 

g|j[9 7 5 :N- {4- [ (6, 1 -V* h^->- 4-^rJ U;i/) - 

3 -^;v^-P^ 31— ;H — N' - (4--hP^>v^;v) ^a-fri/y 

4- [ (6, 7-^p< h^r^-4-^y U;i/) ^3^>] — 3 -7MD7- U 
> (5 Omg) § h;i/^> (5ml) N oi^y— ;i/ (lml) lzmM£&tc@t, 
rUIK®4 h P- 1 -sOU^tUVtf— )]/ ^ V W7^- h (3 Omg) 

% ^. sfit 2 b§ h m# b o bom $ mm u# e> tb^a ^ * ^ d n a /t 

9mgs l&*9 6 %7?t#feo 

'H — NMR (CDC la, 400MHz) : 6 4. 11 (s, 3H) , 4. 17 
(s, 3H) , 6. 75 (m, 1 H) , 7. 29 (s, 2H) , 7. 40 (t, 
J = 8. 54Hz, 1H) , 7. 57 (m, 1H) , 7. 65 (s, 1H) , 7. 
94 (s , 1 H) , 8. 10 (d, J = 1 1 . 47Hz, 1H), 8. 18-8. 
21 (m, 2H), 8. 40-8. 43 (m, 2H), 8. 62 (d, J = 6 . 
3 4 Hz, 1 H) WmftffiW. (ESI -MS, m/z) : 5 2 3 (M + + 1) 
jj^ij 9 7 6 :N- {4- [ (6, 7 - V* fc - 4 J V Jl) - 

3-7;^d7x-m -r - (4 h^->^>VW ;v) 
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T|3lS©4 b^ris- 1 -s<>1f ;V ^D7^ F (8 0mg)£Jl 

^bfeo 4- [ (6, 7 -S?^ b^^-4-=3f-y U;V) *3f$/] - 3 
7-iJ > (5 Omg) £ h;i/rc> (5ml) s J— )V (1ml) HzfeM£*£ 
fe^ s ji^y— ;i/ (1ml) K**^'frfc4 b=^>- 1 -^>-tf >:27;^#- 
;l/ >f v^ir^T^— h^iPiL^ST? 2B#^itf#bfeo KM^IlUl^tife 

1U StM<ZMb£r#j£ 7 Qmg s lR^8 7%^t#feo 

1 H — NMR (CDCla, 400MHz) : 6 3. 87 (s, 3H) , 3. 96 
(s, 6H), 6. 5 2 (d, J = 5. 12Hz, 1 H) , 7. 09 (d, J = 
8. 78Hz, 2 H) , 7. 43 (s , 1 H) , 7. 49-7. 54 (m, 2 
H) , 7. 61 (d, J = 8. 78Hz, 1H), 8. 03-8. 11 (m, 3 
H) , 8. 52 (d, J = 5 . 37Hz, 1H), 11. 52 (bs, 1H), 
12. 8 2 (bs, 1H) WMfrffim (ESI -MS, m/z) : 5 2 3 (M + + 
1 ) li^lftt ( E S I — M S , m/ z ) : 5 0 8 (M + +l) 
||i9 77 :N- {3-^PP-4 - [ (6, 1-*J* Y**y-4-*J U 

^}-^r->1 7xrM -r - (4 -p<^-;p^>vV ;i/) 

3-^UP-4- [ (6, 7-^p< b^ris- V )V) T— U > 

( 5 Omg) £ b;i^> (5ml) s ;V (1ml) fc?£»£^fcf£s r|J 

|R6D4-^^;i/- 1 -^>-£>3b;i/stf— ;i/ >fVW7^ - h (50/zl) 4 

sn x. s?b-c 2 p B i»# u fee mm u# e> nfea^ t^nn*M/7t 

mgs W9 9%-et#fco 

1 H — NMR (CDCla, 4 0 0MHz) : 6 2 . 4 7 (s, 3 H) , 4. 07 

(s, 6H), 6. 43 (d, J = 5 . 37Hz, 1H), 7. 26 (s, 2 

H), 7. 29 (d, J = 8. 78Hz, 2H), 7. 37 (d, J = 8. 05 
Hz, 2H) , 7. 59 (s, 1 H) , 7. 73 (dd, J = 2. 44Hz, J 

= 8. 78Hz, 1H), 7. 81 (d, J = 8. 29Hz, 2H), 8. 10 

(d, J = 2. 44Hz, 1H), 9. 13 (s, 1H) (ESI- 
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MS, m/z) : 5 0 9 (M + + 1) 
mMM9 7 8 : N- (4-^pp^>^;V) -N' - C3-^pp-4 - (6, 

3-^pp-4 - [ (6, 7-^h^>-4-^yj;v) ^-=^^>] T-y > 

(5 Omg) § h;VJi> (5ml) s (1ml) fc^J§?£H±fc#s rU 

IRCD4 -^DD- 1 -^>Hf >^;V^-;V -fVft^7^-h (50/il) § 

joiSfit 2 Bt ngji# bfco s«§iiw# e> nfcB^ ^ ^ d d 

mg, iW9 3 %tr#feo 

1 H — NMR (CDCls, 4 0 0MHz) : (5 4 . 04 (s, 3H) , 4. 07 
(s, 3H) , 6. 44 (d, J = 5 . 37Hz, 1H), 7. 29-7. 32 
(m, 3H) , 7. 5 4-7. 6 0 (m, 4H) , 7. 71 ( d d , J = 2. 6 
8Hz, J = 8 . 78Hz, 1 H) , 7. 9 3 - 7. 9 5 (m, 2 H) , 8. 0 
7 (d, J = 2. 44Hz, 1H), 8. 53 (d, J = 5. 34Hz, 1H) 
(ESI-MS, m/z) :5 2 9 (M + +1) 
mMM9 79 :N- {3-^PP-4- [ (6, 1 -V* Y*ts- A-*J U 

;i/) ^->] -n j - (4 -7;v^-p^>W;i/) 

TfJflS(D4-7;V^-D- 1 -^>4f>^;v^-;i/ ^7P7^F (8 Omg) 

^bfeo 3-^PD-4- [ (6, 7-S>* UA) 3"3^>] 7* 

- i; > (5 Omg) £ h;i/az> (5ml) , ;!/ (1ml) 

^ N jz^y— ;V (1ml) 4 -7;i/^-D - 1 -^>-tf 

1 H — NMR (CDC la, 400MHz) : 54. 06 (s, 3H) , 4. 07 
(s, 3H), 6. 42 (d, J = 5. 37Hz, 1H), 7. 05-7. 29 
(m, 4H), 7. 45 (s, 1H), 7. 58 (s, 1H) , 7. 71 (dd, 

J = 2. 44Hz, J = 8. 78Hz, 1H), 7. 9 4- 7. 9 8 (m, 2 
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H) , 8. 08 (d, J = 2. 44Hz, 1H) , 8. 52 (d, J = 5. 37 
Hz, 1H), 9. 12 (s, 1H) nm.mn\U (ESI-MS, m/z) : 5 
1 2 (M + + 1 ) 

jlij 8 0 :N- (4-^P^^>V^;i/) -N J - {3-^PP-4- 
[ ( 6 , 7 b^r->-4 -^-y ^-^->] 7 x_;i/} ^frl-T 

rUM©4 -^D^e- 1 )V ^D7^ F (8 0mg) 

fc 0 3-^DD-4- [ (6, 7-^b^>-4-^U;V) 2T=^>] U 

> ( 5 Omg) § h;V^> (5ml) s ^ J— Jl (1ml) Vl&M$'&ft&-> 

x^y-jKimi) (1^*^4-7^^- l -^>-if ;i/ -fv 

Omgs 8 3 %T#feo 
1 H — NMR (CD C 1 s, 400MHz) : 53. 95 (s, 3H) , 3. 96 
(s, 3H), 6. 43 (d, J = 5. 12Hz, 1H), 7. 43 (s, 1 
H), 7. 51 (d, J = 8. 54Hz, 1H), 7. 54 (s, 1H), 7. 
65-7. 85 (m, 3H), 7. 93 (d, J = 8. 54Hz, 2H), 8. 
31 (bs, 1H), 8. 51 (d, J = 5 . 12Hz, 1H), 11. 81 
(bs, 1H) , 12. 53 (bs, 1H) R*#*HB (ESI-MS, m/ 
z) : 5 7 3 (M + + 1 ) 
mMM9 81 :N- {3-^PP-4- [ (6, 7 h^->-4-^-y U 

3a$U;:^4 — f ^- K- l -^>^f>*;v^-;i/ h£ll!Ib 

£ Q 3-^PD-4- [ (6, 7-S>p< h3^-4-3V U;i/) 3-^] T- U 

> (5 Omg) £h;i/^> (5ml) s ^&J—)l> (1ml) -frfe^ 

3-irisT^~- v^m^u-c 2H#p^#bfco Rmm%mmLmt>tifrm$%? 
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m<Dih& 9 4mgs urn 9 o%nmtz 0 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 5 (s, 3H) , 3. 
96 (s, 3H) , 6. 43 (d, J = 5. 12Hz, 1H) , 7. 43 (s, 
1H) , 7. 49-7. 54 (m, 2H), 7. 66 (d, J = 8. 05Hz, 
1H) , 7. 7 5 - 7. 7 7 (m, 2H) , 7. 8 9 -7. 9 6 (m, 2 H) , 
8. 18 (s, 1H), 8. 51 (d, J=5. 37Hz, 1H), 11. 77 
(s, 1H) , 1 2. 5 4 (s, 1H) Wmmnm (ES I-MS, m/z) : 

6 2 0 (M + + 1 ) 

mmm9 8 2 -.n- {3 -^pp-4 - r (6, i-*?* b^->- a-*; y 

3-^PP-4- [ (6, 7-^p< h^^-4-^y U;V) 3-^>] U > 
(5 Omg) £ (5ml) s ai^y— ;V (1ml) fc^^fcflL rfJ 

15© 4 -— b n - 1 -^>-fc? >£;Vtf;~;i/ ^ v^:^:^— b (3 Omg) £ 

b^Jglfr&^U^W^Pv b^^^^f— Diiu ^©-fb-^^^7 8 

mg s JR*9 5 

1 H — NMR (CDCls, 4 0 0MHz) : 6 4 . 08 (s, 6 H) , 6. 45 
(d, J = 5. 37Hz, 1H), 7. 31-7. 33 (m, 3H), 7. 46 
(s, lH),7.61(s, 1H) 7.6 9-7. 7 2 (m, 1 H) , 8. 0 

7 (d, J = 2. 44Hz, 1H), 8. 19-8. 21 (m, 2H), 8. 3 
9-8. 42 (m, 2H), 8. 48 (d, J = 5. 37Hz, 1H) 
MMfrtifiM (E S I -MS, m/z) : 5 3 9 (M + + 1 ) 

mMM9 83 :N- {3 -^PP-4 - C (6, 7-^^b^->-4-jr;U 

ffi© 4 b3^>- 1 -^>Hf >^;b^-;i/ ^D7^f F (8 Omg) £JB 
^;«£|j^4-^ b3^>- 1 -^>-tf >^;i/^*-;i/ ^ v^^>r*— b £11 

Ibfeo 3-^PP-4 - [ (6, 7 -*J* b^r^-4-^y U;i/) 2}-^>] T 
- 'J > (5 Omg) & b;VJi> (5ml) s ^c^y— )V (1ml) IzmB^&fc 
'ik. (1ml) izmm^^fzl-?*- b3^>- 1 
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'H-NMR (CDCls, 4 0 0MHz) : d 3 . 92 (s, 3H) , 4. 08 
(s, 6H), 6. 47 (d, J = 5. 61Hz, 1H), 7. 04-7. 05 
(m, 2H) , 7. 31-7. 34 (m, 3H) , 7. 52 (bs, 1 H) , 7. 
62 (s, 1H) , 7. 73 (dd, J = 2. 44Hz, 8. 78Hz, 1H) , 
7. 97 (d, J = 9. 03Hz, 2H), 8. 09 (d, J = 2. 68Hz, 
1H), 8. 50 (d, J=5. 38Hz, 1H) HS^/Hg (E S I -MS, 
m/z) : 5 2 4 (M + + 1) 
mMM9 8 4 :N- {4- C (6, 7-^ h 4 zJ£±±L L? 

4- [ (6, 7-5^ h^->-4-^^-^U-;i/) ;t^>] T— U > (50m 
g) £h;i/:c> (5ml) s rc^y— ;v (1ml) izmM^^fz^s t|5IK©4- 
p<^;i/- l -^y-M ist>)\s$i— jv -iv^i/T^—Y (50/zl) £#nx.^. 

-r^'j^Vl^D v h^7^ — J;:J;D*ifMU gl0©{bi§rtl£ 7 3mg\ 

'H-NMR (CDCls, 4 0 0MHz) :6 2. 4 7 (s, 3H) , 4. 09 
(s, 3H), 4. 12 (s, 3H), 7. 26-7. 37 (m, 5H), 7. 
5 8 -7. 62 (m, 2H), 7. 81 (d, J = 8. 29Hz, 2H), 7. 
89 (d, J = 8. 93Hz, 2H), 8. 69 (s, 1H), 9. 09 (s, 
1H) MMfrffim (ESI -MS, m/z) :4 7 5 (M + +1) 
CTff']9 8 5 :N- (4-^PP^>vV;V) -N J - {4- [ (6, 7 -S^ 

4 - [ (6, h3^>- 4 -^-^yj -;i/) ;T^>] T^U> (5 0m 

g) ^h;V^> (5ml) s rc^^— ;i/ (1ml) izmm^^f^s rfJ!S©4- 

/7pn-l-^>-fe">*M-;i' ^v^^7^-f (5 0/zl) &1mz.MU 
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$9 8°/o?ifco 

'H-NMR (CDCla, 400MHz) : 53. 98 (s, 3H) , 3. 99 
(s, 3H) , 7. 3 6 -7. 4 0 (m, 3H) , 7. 5 8 - 7. 6 3 (m, 3 
H) , 7. 78 (d, J = 8. 54Hz, 2H) , 8. 01 (d, J = 8. 29 
Hz, 2H), 8. 58 (s, 1H), 11. 7 1 (bs, 1 H) , 12. 50 
(bs, 1H) HS#*Jfffi (ES I -MS, m/z) : 4 9 5 (M + +l) 
gMLL8-6 :N- {4- [ (6, 7 - h ^> ~ 4 =j£±^ L? ^"^ 

rf?IS©4-7;i/^-D- 1 -^>-fc? ;i/ ^D7^F (80mg) %m 

^b^o 4- [ (6, 7 -SM h^^>-4-^^-V'U-;i/) :^^>] T-)J> 
(5 Omg) & h;Va:> (5ml) , ai^y— ;i/ (1ml) IzmM^^f^ ^ 

^y— ;i/ (1ml) ^?§»^^fc4-7;v^-o- 1 -^>-t? v 
M©<b^rtJ^6 4mgs xR*8 0%Tf#feo 

'H-NMR (DMSO-d 6 , 4 0 0MHz) :53. 98 (s, 3H) , 3. 
99 (s, 3H) , 7. 3 6 - 7. 4 0 (m, 5 H) , 7. 57 (s, 1 H) , 

7. 79 (d, J = 8. 78Hz, 2H), 8. 07-8. 11 (m, 2H), 

8. 57 (s, 1H), 11. 65 (s, 1H), 12. 58 (s, 1H) MM 
frtirW. (E S I -MS, m/z) : 4 7 9 (M + + 1 ) 

mMM9 8 7 :N- {4- C (6, 1 -i?* Y 4 -*c^J U 

4 h D- 1 >5b;V^-;i/ -i Vtt*/T*— h (3 Omg) £^ 

;i/ (1ml) «$P£^ N ^£-\4- [ (6, 1 -*J* h^->- 
U -;i/) ^fy] T-U > (5 Omg) N h;i/^> (5ml) s ^^y— ;b ( 1 
ml) ZMtlMUX 2B§H§Ht#bfco S^rt^aiibtt&tbfe^^ p n^;v 
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7 4 mgs IK* 8 7 %Tt#fco 
1 H — NMR (CDCla, 4 0 0MHz) : 6 4 . 11 (s, 3H) , 4. 14 
(s, 3H) , 7. 26 (s, 1H) , 7. 34 (d, J = 8. 78Hz, 2 
H), 7. 59 (s, 1H), 7. 72 (bs, 1H) 7. 89 (d, J = 8. 
78Hz, 2H), 8. 12 (d, J = 8. 78Hz, 2H), 8. 42 (d, 
J = 8. 41Hz, 2H), 8. 72 (s, 1 H) , 9. 19 (s, 1H) 
MMfrffim. (E S I -MS, m/z) : 5 0 6 (M + +l) 
MIM9 8 8 :N- {4- [ (6, 1-*J* h^>-4-WJ^) 
7i^M -N' - (4 h=fr$/^W-f;t/) ^-frVT 

t^IR©4-p< h3^>- 1 ;i/ ^n^-f h* (80mg) 

MVtzo 4- [ (6, 7-*>* Hr^l 
(5 Omg) £ h;i/a:> (5ml) s ji^y— ;i/ ( 1ml) -e-fc&N ^ 

(lml) fc: £4 h=^>- 1 -^>-b? >^;v^-;i/ 

^Ori/T^— h&MTL^UT 2fifSSl#Lfco SM^Mii® M#£*tfc^££^ 

1 H — NMR (CDC Is, 400MHz) : 53. 95 (s, 3H) , 4. 09 
(s, 3H), 4. 12 (s, 3H), 7. 03 (d, J = 9. 03Hz, 2 
H) , 7. 2 6 -7. 3 3 (m, 3 H) , 7. 5 8 - 7. 6 3 (m, 2H) , 7. 
89 (d, J=9. 03Hz, 4H), 8. 69 (s, 1H), 9. 05 (bs, 

i h) rn.rn.mfxm (esi-ms, m/z) : 4 9 1 (m + + d 

MBff'J9 8 9 :N- (1, 3 W**c V— Jl- 5 ->f ;v^j;V^-;i/) -N 

; - {4- r (6, 7-^ h^r->-4-^y Ujk) z=l=iM 

tUIScdI, 3 -^>y^^-=^V— ;v- 5 ^D7>f h* (80m 
g) ^ffl^XifcfVM, 3 -^>V^^V- )]/- 5 -7a;V^-;i/ -iVtt 

*/t*— h^H^bfeo 4- [ (6, 7-^ h^>-4-^y>;;v) ^-^>] 

T— U > (5 Omg) § b;i/m> (5 ml) s oc^y— ;V (lml) 
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fef^s ^frJ—Jl (1ml) izmm^^fcl, 3 -^W^a-df-V— 5 -A 

'H-NMR (CDC 1 3, 400MHz) : (S 3 . 93 (s, 3H) , 3. 95 
(s, 3H) , 6. 15 (s, 2H) , 6. 56 (d, J = 5. 37Hz, 1 

H) , 7. 08 (d, J = 8. 29Hz, 1H), 7. 32 (d, J = 8. 78 
Hz, 2H), 7. 41 (s, 1H), 7. 51 (s, 1H), 7. 52 (s, 
1H), 7. 67 (d, J = 8. 30Hz, 1H), 7. 82 (d, J = 8. 5 
4Hz, 2H), 8. 52 (d, J = 5. 37Hz, 1H), 11. 39 (bs, 
1 H) , 12. 65 (b s, 1 H) nmfrVtm (ESI-MS, m/z) : 50 
4 (M + + 1 ) 

mmM9 9 0 :N- 14- [ (6, 7 -V* Y*ri/- Ujk) = 

jl— -N' - ( 4 h ^>^>y-r;v) ^»i/7 

mig©4 -31 h^>- 1 ^D7^f F (80mg) 

^bfeo 4- [ (6, h^-iy-4-^y u;v) r*-^] -3-^;i/^"P 

> (5 Omg) * h;i^> (5ml) % ;i> (1ml) CSSfMr-fr 

fef^ rc^y— ;i/ (1ml) 4 -x. h 1 -^>-fe? >^;1/tK- 

;i/ -fv^>7*- b*ip^.^M'C2i©K»W i bfco SM^iiUl^tife 

l^^/7DD^A/7-fe h >JgH§T£:> IJAWOV h^77^- fcij; 
Mb. gI®^tlS7 6mg, 1R|9 2%» 
Kfi##Hit (E S I -MS, m/z) : 5 5 4 (M + +l) 
Hfi6^!i9 9 1 :N- {4- [ (6, Y*ri/- 4-*J V )l) - 

r|5^CD4-7 3ir:;i/^>y-f 7J/y F (8 Omg) fch;i/oiy (20m 

I) s (imi) sipjti 0 o°C"c lRpBajp^bfco «^g*b 
4-71^- 1 -^>-t?>#;i/#— y^-itS'T*— h&MEbfco 4- 
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[ (6, 7 -*J* h^>-4-^y U;V) 3r*c*/~\ — 3 — U > (5 

Omg) ^h;i/rn> (5ml) s ^n^y— ;p (1ml) ^ ^ 

— ;v (lml) H«tfe4-7x-jv- l -^>-^>#;i^— 

^T^—v^mx mmre 2 u#p B m# b 0 s;©* § &$g u# e> £ § * n d 

fc-femit 76mg, iR^s 9 2 %t?&fco Kfi^tffifi (ESI-MS, m/ z ) : 
5 5 4 (M + + 1 ) 

Hfl60!)9 92 :N- {3-7PP-4 - [ (6, h 4 V 

HJiK©4-3i 1^>- 1 -^l/J£>-% ))/■&— )V 7D7^fF (8 Omg) 

^bfeo 3-7DD-4- [ (6, h^S/-4-=3py i;;^) ^ 

- i; > (5 Omg) £ h;i/3i> (5 ml) . rc^y— ;]/ (lml) fc^^^rfe 
f^ s m^y— (lml) 4 -ai b 3^>- 1 -^>-fe*>£;W^;i/ 

v^s/T'*— h *ip^.^M-e 2 K?BB«»bfco sjts«E*au»b»&nfca 

'H-NMR (DMSO-de, 4 0 0MHz) : <5 1 . 38 ( t , J = 6. 95 
Hz, 3H), 3. 95 (s, 3 H) , 3. 96 (s, 3 H) , 4. 14 (dd, 
J = 7. 08Hz, 13. 9 3 Hz, 2H) , 6. 41 (d, J = 5 . 12Hz, 
1H) , 7. 05 (d, J = 8. 78Hz, 2H), 7. 42 (s, 1H), 7. 
47 (d, J = 8. 7 8 Hz, 1H), 7. 53 (s, 2H), 7. 26-7. 
75 (m, 1H) , 8. 02 (d, J = 8. 78Hz, 2H) , 8. 19 (bs, 
1H), 8. 50 (d, J = 5. 37Hz, 1H), 11. 51 (s, 1H) I 
*##H£ (E S I -MS, m/z) : 5 3 9 (M + +l) 

»J9 9 3 :N- {4 - r (6, h^jy- U;V) - 

2-7;i/^P7x-M -If - (4-x^M>V>fjl/) ^^1/7 

HJIK©4-J.^;V- 1 ;i/ 7D7^ F (8 Omg) 
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fzo 4 - [ (6, 7-*?* h*i/- 4 V JV) jr**/"] - 2-7WD7- 
U > (5 Omg) £ h;i/m> (5ml) s — ;u (1ml) ic^fP^-tffcflL 

x^;-;Klml) 4 --x^-;i/- l -^>-te*>#;i/tf?n ;i, 

'H-NMR (DMSO-d S) 400MHz) : 6 1 . 2 1-1. 24 (m, 3 
H) , 2. 69-2. 72 (m, 2 H) , 3. 93 (s, 3H), 3. 96 (s, 
3H) , 6. 65 (m, 1 H) , 7. 14 (m, 1 H) , 7. 38-7. 47 
(m, 7 H) , 7 . 9 5 -7. 9 7 (m, 2 H) , 8 . 11 (m, 1 H) , 8 . 
5 5 - 8 . 5 6 (m, 1 H) KM^fHfi (ESI -MS, m/z) : 5 0 6 (M 
+ + 1) 

mMM9 9 4 : W- {4- [ (6, 7-*?* h^-is- 4-*y U;i/) - 

2 -7;v^|-p^ 3i— -N' - (4-7'D^K>vVji/) f^fr_U2I 

TUIS©4-7°PbVl/- 1 -^>-fe? J K (8 Omg) £J3l> 

£lRS-^4-rDfc. 0 ;i/- 1 -^.>^>tiJV^—)V V3-3r*/T^— h%mm 
bfco 4- [ (6, 7-^y h3^>-4-^y U;i/) -2-7MD7 
— U > ( 5 Omg) * h;i/^> (5ml) N ;v (1ml) «$?;*-fcJ-fc 

& N m^y— ;v (1ml) t»tfe4-7'n tVl/- 1 >jb;i/stf:=: ;P 

U *M©4bi§r#J£7 4mg^ i&*9 0%Tf#fco 

1 H-NMR (DMSO-de, 4 0 0MHz) : 0 . 92 ( t , J = 7. 08 
Hz, 3H) , 1. 6 3 - 1. 6 5 (m, 2 H) , 2. 66 (m, 2H) , 3. 
93 (s, 3H), 3. 96 (s, 3H), 6. 67 (m, 1H), 7. 17 
(m, 1H) , 7. 3 6-7. 4 7 (m, 5 H) , 7. 95 (d, J = 8. 05 
Hz, 2H), 8. 09 (m, 1H), 8. 31 (s, 1H), 8. 55 (d, 
J = 5. 37Hz, 1H), 11. 71 (s, 1H), 12. 59 (s, 1H) 
1I»(ESI-MS, m/z) : 5 2 0 (M + +l) 
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mmm9 9 5 :n- (4-7^;v^>v-y;i/) -N' - {4 - T (6, l-V* 

Y let/- 4 - jp; u;v) ;fr^>l -2-7MP7x-;i/| ^^fri^y 

r|5lM©4 -7^71/- 1 -^>^yti)V^-)l ^D7-f K (80mg) 

feo 4- [ (6, 1 -P* h*->-4-*J VJV) ;t^>] - 2-7Jl/tn7^ 
U > ( 5 Omg) £ h;i/^> (5ml) , oz^y— ;v (1ml) (C^jW^'&fcf^N 
rc^y— ;v (1ml) J;:$g$?£^£ 4 1 -^y-te* -f V 

?-%*yT^—Y?tiM7i rn.rn.-n 2 mm mw htzo &jfom*mmLmt>ntzng%? 

MO^t^ 6 8mg. 0%T?#7co 

'H-NMR (DMSO-de, 4 0 0MHz) : 5 0. 92 ( t , J = 7. 44 
Hz, 3 H) , 1. 30-1. 36 (m, 2H), 1. 58-1. 62 (m, 2 
H) , 2. 68 (t, J = 7. 69Hz, 3H), 3. 93 (s, 3H), 3. 
96 ( s , 3H), 6. 57 (d, J = 5. 12Hz, 1H), 7. 16 (d, 
J = 9. 27Hz, 1H), 7. 36-7. 47 (m, 5H), 7. 95 (d, 
J = 8. 29Hz, 2H), 8. 11 (t, J = 9 . 03Hz, 1H), 8. 2 
9 (s, 1H), 8. 55 (d, J = 5. 37Hz, 1H) JfM^iriii (ESI 
-MS, m/z) : 5 3 4 (M + +l) 

mmm9 9 6 : n- [4- (7pp^^) ^yy-on -r - {4- r ( 6 , 

1 -*J* h^r->-4-^y U;i/) ;t^>] -2-7MP7I-M ^fr^T 

?f?M©4- (7PP^f;v) - 1 -^y-tf >#;i/7jf- ;i/ K (8 0m 

g) ^fflv^iRtefifci^ - (^DD^f-jb) - 1 -^y-lf y#;i/^-;i/ -fy^ 

^-^T^-h^sissbfeo 4- [ (6, 7-^ h^-^-4-^y;;i/) 

y] - 2 -7MU7- U > (50mg) £ Ml/^y (5ml) N — ;i/ 

(lml) fc$g#P£-£fc&s J— (1ml) t3»f?£i±fc 4 - (7PP^ 

^•;i/) - l -^<>^>7j;i/^— ;v y^y^*— h^Jn^M^ 2H#p^ti# 
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1 H — NMR (DMSO-d 65 4 0 0 MHz) : 6 3 . 9 6 (s, 3H) , 3. 
99 (s, 3H) , 4. 4 4-4. 4 5 (m, 2H) , 6. 76 (d, J = 5. 
61Hz, 1H) , 7. 2 2 (d, J = 5 . 61Hz, 1 H) , 7. 46-7. 
60 (m, 4H) , 7. 9 3 -7. 9 5 (m, 1 H) , 8. 0 3- 8. 0 5 (m, 
1H) , 8. 14 (m, 1H) , 8. 34 (s, 1H) , 8. 65 (d, J=5. 
61Hz, 1H), 11. 88 (s, 1H), 12. 55 (s, 1H) JR«#*f 
m (E S I -MS, m/z) : 5 2 6 (M + + 1) 

mMM9 9 7 :N- {4- [ (6, 7 -*J* Y*ri/- 4-^7 V )V) $j£iS} - 

T|5|g£D4-^5 : -;i/- 1 -^>-fc? ;i/ ^P7^ F (80mg) 

feo 4- [ (6, 1-*?* h*i/~ 4-*J U;v) 2j-=^>] -3-7MD7- 
U > (5 Orag) * h;urc> (5ml) , ^ y — ;v (1ml) CSi^ffe^ 

i^;-jv(imi) ic^$-&fc4-^9 L ;i/- l -^>-if ;v -rv 

nn^l/A/7-fe h >Sit«^>'J>!jWnv h^7 7^-fcj;DlMU & 
m(D^m^ 6 8 m gs Jfc* 8 4 %i?t#fco 

1 H — NMR (DMSO-de, 4 0 0MHz) : <5 1 . 23 (t, J = 7 . 50 
Hz, 3H), 2. 71 (dd, J = 7. 56Hz, J = 1 5 . 13Hz, 2 
H) , 3. 96 (s, 6H) , 6. 51 (d, J = 4. 88Hz, 1 H) , 7. 

39 (d, J = 8. 29Hz, 2H), 7. 42 (s, 1H), 7. 50 (t, 
J = 8. 90Hz, 1H), 7. 54 (s, 1H), 7. 61 (d, J = 9. 2 
7Hz, 1H), 7. 95 (d, J = 8. 05Hz, 2H), 8. 10 (d, J 
= 10. 25Hz, 1H), 8. 51 (d, J = 5. 37Hz, 1 H) , 11. 

40 (s, 1H) , 12. 50 (s, 1H) K*##HB (ESI -MS, m/ 
z) : 5 0 6 (M + + 1 ) 

lli 9 9 8 : N— {4 - [ ( 6 , 1 4-* J Ujk) £j£j/] ~ 

3-7;i/tP7x_;i/} -n' - (4 -7°p b°;v^>vV;i/) ^a-fri/T 
H?ls©4-rD tr;v- l -^>Hf >*;i/^-;^ 7D7^f (80mg) Sffi 
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^bfeo 4- [ (6, 1 -V* A-*J. U;V) ^-^->] -3-7;v^-D 

T-U > (5 Omg) £ (5ml) \ (1ml) lzmM$& 

tz^ ^^y—jv (lml) lzmm^^tz4-y'u\^;v- l -^>-fc°>#;i/^- 

iU mM(Oih^^. 7 lmg\ xK^86%Tf#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) :d 0. 8 9 - 0. 9 3 (m, 3 
H) , 1. 63-1. 65 (m, 2 H) , 2. 66 (m, 2H) , 3. 96 (s, 
6H) , 6. 5 2 (m, 1 H) , 7. 37-7. 61 (m, 6H) , 7. 95 
(d, J = 6. 83Hz, 2H) , 8. 11 (m, 1H) , 8. 51 (d, J = 
5. 12Hz, 1 H) , 11. 59 ( s, 1 H) , 12. 76 (s, 1H) MM 
frffim (E S I -MS, m/z) : 5 2 0 (M + + 1 ) 

1WI9 9 9 :N- ( 4 - ^JVOVj ;i/) -N' - {4- [ (6, 7-^;* 

Hf|gcD4-^;i/- l -^<>-^>^;v^— ;i/ ^d^^ f ( 8 Omg) 
feo 4 - [ ( 6 , 1 -V* h*->- 4 -^y y;i/) ^-^^3 - 3-7MD7- 

U > (5 Omg) £ h;Kn> (5ml) N m#y~;t, (lml) J3«^-#fcf£s 

— (lml) izmm^^fz 4 -fni- l -^>-t? -fv 

0©<b^§ 6 6 m gs l« 7 8 %Tt#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 0 . 9 2 (t, J = 7. 20 

Hz, 3H), 1. 32-1. 36 (m, 2H), 1. 58-1. 62 (m, 2 

H), 2. 68 (t, J = 7. 32Hz, 2H), 3. 96 (s, 6H), 6. 

51 (d, J = 5. 37Hz, 1H), 7. 36-7. 59 (m, 7H), 7. 

94 (d, J = 8 . 05Hz, 2H), 8. 10 (d, J = 1 2 . 9Hz, 1 

H), 8. 30 (s, 1H), 8. 51 (d, J = 5. 37Hz, 1H) 
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(E S I -MS, m/z) : 5 3 4 (M + + 1) 

mnm 1000 ; n- [4 - (^pp^^) -r - {4 - 

[ (6, 7~^ h%->- 4-*S VJV) ^-^r->] -3-7Jl/tD7x-M ^ 

rj?IgcD4- (^PP^fil/) - 1 ^D7-f K (80m 

g) £ffli^iiK£fi£^4- (^DP^f^) - l -^>-t? -rv^- 
^>r*-h£l«bfco 4- [ (6, 7-*>* h^^-4-^y >;;i/) ^-^r 

-3-7MP7-'J> (5 Omg) £ h;Vrc> (5ml) ^ ;i/ 
(lml) fcmmgltfem^ )\s (lml) {3v§P^^fc4- (7PP^ 

v h^^y ^-(3J; D^igbs mMcDib&^lt 6 8mg N ft|8 1%TH 

/fe o 

1 H — NMR (DMSO-de, 4 0 0MHz) : <5 4 . 02 (s, 6 H) , 4. 
45 (s, 2H) , 6. 84 (m, 1 H) , 7. 5 4-7. 7 0 (m, 6 H) , 
8. 03 (d, J = 6. 83Hz, 2H), 8. 19 (m, 2H), 8. 74 
(m, 1 H) , 11. 7 5 (s, 1 H) Kfi^f/Hfi (E S I -MS, m/z) : 
5 2 6 (M + + 1 ) 

mmmi OOl :N- {3-7PP-4- [ (6, h*is- 4-*J V 

jv) ^-^->] 7x- ;i/> — N' - (4 -7°p b°;i/^>VW;i/) ^7i/7 

7W©4-:7*n tr;i/- l -^>^f>^;i/^-;v 7D7^F (80mg) 
l^SRfc^ 4 - 7° D fcVl/- 1 -^>-t? >#;i/^n;i/ . ^ y 5^>:p* — ). £§| 
^bfeo 3-7DD-4- [ (6, 7 h -4-*S ^3^>] T 

^>J> (50mg) £ (5ml) N ;c#y— ;]/ (lml) fc^f^-^rfe 

f^ s x^y-j^ (lml) lzmffi£"&fc4 -7d 1 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 0 . 9 2 -0. 9 6 (m, 3 
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H) , 1. 64-1. 69 (m, 2H) , 2. 65-2. 69 (m, 2H) , 4. 
03 (s, 3H) , 4. 05 (s, 3H) , 6. 76 (bs, 1 H) , 7. 34 
-7. 36 (m, 3 H) , 7. 70-7. 72 (m, 1 H) , 7. 81-7. 8 
3 (m, 1H) , 7. 96-8. 01 (m, 3H) , 8. 23 (s, 1H) , 8. 
28 (s, 1H) , 11. 08 (s, 1H) , 11. 57 (s, 1H) H«#*/r 
m (E S I -MS, m/z) : 5 3 7 (M + + 1) 

mmm 1002 : n- [4- (^pp^;v) ^w/dlikJ -n' - {4- 

rfcl£©4- (^Dn^jb) - 1 -^>-lf>^;i/^— ;v ^P7^ F (80m 

g) £M^;£lKi;:fi£^4 - (^dd^^i/) - l -^>-t? >>b;i/^;v -fvf- 

;^>T*— h^SDUbfeo 4- [ (6, 7-^p< b^>- 4-3^7 U-;V) * 
T— U> (5 Omg) * h;i/^> (5ml) „ rn^y — (1ml) Izm 
ffig&frWi^ (1ml) 4- (^nn^^l/) - 1 

7>f— fcckDfiMU ^M<Dih^^ 7 7mg\ i&^£9 0 %-ef#fc 0 
1 H — NMR (DMSO-de, 4 0 0MHz) :63. 98 (s, 3 H) , 3. 
99 (s, 3H) , 4. 44 (d, J = 5. 86Hz, 2H), 7. 36-7. 
39 (m, 2H) , 7. 5 4-7. 5 9 (m, 4H) , 7. 78-7. 81 (m, 
2H), 7. 94 (d, J = 8. 29Hz, 2H), 8. 03 (d, J = 8. 2 
9Hz, 2H) , 8. 57 (s, 1H) jR»##r*B (ESI -MS, m/z) : 
5 0 9 (M + + 1 ) 

mmmi 0 0 3 :N- {4- C (6, 1 -V* 4-*; V JV) ^±^2 

7 -N' - (2, 4 zz j£2i±2k^l>Vj^lik) ttttVY 

1UI6CD2, 4-^fM>^>^7^>yF (8 Omg) fc: h;i/oc> (2 0 
ml) s Wkitt-fr (1ml) §M10 0°CT'l»ilfeo 

U#£>tifc2, 4 1 -^>-if ^p^-fp^ffl^ltt 

bfco 4 - [ (6, 7-i^ h**y-4-*rs> U;V) *"3^>] l) > (5 0m 
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g) £h;i/;n> (5ml) , J — )l (1ml) fci§fl¥£-M\ x-ps—jv (1 
ml) lzmM£^tz2 , 1 ;i> >fVf*^7 

ftS7 7mgs W9 3%t!t#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 2 . 4 5 (s, 3H) , 2. 
49 (s, 3H) , 3. 94 (s, 3H) , 3. 96 (s, 3H), 6. 5 1- 
6. 57 (m, 1H), 7 . 08-7. 11 (m, 1 H) , 7. 25-7. 50 

(m, 7H) , 7. 8 3 -7. 8 4 (m, 2H) , 8. 46-8. 51 (m, 1 
H) , 11. 5 9 (s, 1H) Wmfrffim (ES I -MS, m/z) : 4 8 8 

(M + + 1) 

jij 1004 : N- {4 - [ (6, 7 h^->-4 Ujk) 

-n j - (2, 5 -$?^f;i/^>v^^;i/) ^•a-frnr 

Ha|g©2, 5-^^fM>^;^y^7^>yF (8 0mg) (I FM> (20 
ml), mk^X=-)\s (1ml) *m%- 1 0 0°CT lnm&n*ftbfco iSSSE*®* 

L#e>nfe2, 5 -i?p<^;i/- 1 -^>-te* >^;i/^-;i/ ^n^^f h^ffli^t 

£#£1^ 2 , 5 1 )V -fVft^T^-b^il 

bfeo 4- [ (6, 7-3>.X h^iy-4-^ry V JV) T— U > (5 0m 

g) £ h;icc> (5ml) s x-ZJ— )]/ (1ml) fc^ffP^-tK ^^J—Jl ( 1 
ml) ^^2, 5 1 >fV^>7 

h^^P^^m-r 2firKaj*Lfco HJ«£a^b#£;ftfca££^nD^;]/ 

#3&7 5mg, W9 1 %Tf#feo 

'H-NMR (DMSO-de, 4 0 0MHz) : 5 2 . 33 (s, 3H) , 2. 

39 ( s , 3 H) , 3. 93 (s, 3 H) , 3. 96 ( s , 3H), 6. 56 
(d, J = 5. 37Hz, 1 H) , 7. 18-7. 36 (m, 7 H) , 7. 39 
(s, 1H) , 7. 50 (s, 1H) , 7. 83-7. 86 (m, 2 H) , 8. 

51 (d, J = 5. 12Hz, 1H) «*^«fffi (ES I -MS, m/z) : 4 

8 8 (M + + 1 ) 
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mmmi 005 :n- {4 - r (6, 7-^ v;v) ^->] 

3-^fM>^^7^>n" (80mg) \Z h;i/:n> (2 0 
ml) s i^b^^V (1ml) §jJD^ 1 0 0°CT lBtF^Wftbfeo 

U#£>*ifc2, 3 l -^>-fcf>*/;i/^-;i/ ^u^F£Jli>:» 

bfco 4 - [ (6, 7-$>* b^^-4-^y U;i/) ^-=3r^] 7-'J> (5 0m 
g) £ h;i/^> (5ml) s J— (1ml) Izmm^^^Z J — )\< (lm 

/ h >jgii-r^^u *^;i/^n^ h^'^^-i'-tcict biiu mmDWi^m 

£8 lmgs 8%T!f#£ 0 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 2 . 31 (s, 6 H) , 3. 
95 (s , 3 H) , 3. 96 ( s , 3 H) , 6. 42 (d, J = 5 . 36Hz, 
1 H) , 7. 19 (t, J = 7. 40Hz, 1H), 7. 29-7. 34 (m, 
4H), 7. 41 (s, 1H) , 7. 48 (d, J = 8. 78Hz, 1H), 7. 
53 (s, 1H), 7. 44-7. 78 (m, 1H), 8. 22-8. 24 (m, 
1H), 11. 82 (s, 1H), 12. 63 (s, 1H) Wmfrffim (ESI 
— MS, m/z) : 4 8 8 (M + + 1) 
jlf^J 1 0 0 6 :N- (2, 4 -^7;i/^-p^>V'^;i/) -N a - {4- [ (6, 

r|f|g©2, 4 -*J7)]/Jrn- 1 -^>-lf >*;i/^-;i/ ^D7>f f* (80m 

*/T%— h^flMbfeo 2, 4 -i^i^p- 1 -^y-H >^?;i/^-;i/ -rv^ 

ti/7^-f§x^HV (1ml) lzmmm±, ^£^4- [ (6, 7-^ 
h3^>-4-^ U;i/) ;T^>] T-U > (5 Omg) s h;i/^> (5ml) N 
rc^y— ;i/ (1ml) ^1iWx.M.&i 2 B^m#bfco SJfo^&SftSi&Uf kftfc^ 
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1 H — NMR (CDCL, 400MHz) : 6 3. 9 2 (s, 3H) , 3. 9 4 
( s , 3 H) , 6. 55 (d, J = 5 . 12Hz, 1 H) , 7. 22-7. 27 
(m, 2H) , 7. 32 (d, J = 9. 08Hz, 2 H) , 7. 40-7. 47 
(m, 2H) , 7. 49 (s, 1 H) , 7. 7 9 - 7. 8 3 (m, 1 H) , 8. 

51 (d, J = 5. 12Hz, 1H), 11. 76 (s, 1H), 12. 30 
(s, 1 H) m.m-frffim (ESI-MS, m/z) : 4 9 6 (M + + 1) 

mmm 1007 : n- (2,6 -pyji^m^y-j^jv) -n' - {4- r ( 6 , 

V**/- 4-^y Ujlj) X*^] 7 ^»j/7 
HJ|g©2, 6 -i>-7)V^tu- 1 -^>-fc? >^;i/^f- ;v ^D7-f h" (80mg) 

2 , 6 -^:7;^p- l 

h^il^bfeo 2, 6 -pyjv^ru- 1 -^>-if -fv^-^> 
7^^— h^m^y— ;v (1ml) £?§$P£-feK ^^4- [ (6, 7-i>*h* 
->-4-*J U;V) ^SX] m >J> (50mg) s h;V^i> (5ml) s 

y— )v (imi) &m%.mM.-r:2mT3mw^fco ^mm^mrnvm^ntzm^^ 

/7pp^l/A/7-fe h > mfflT & is V * ? ))s ? v ^? h?^7 DtSls 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 3 (s, 3 H) , 3. 
94 (s, 3H), 6. 44 (d, J = 5. 12Hz, 1H), 6. 84-6. 
87 (m, 1H) , 7. 0 2 -7. 2 5 (m, 4H) , 7. 3 7-7. 4 9 (m, 
2H), 7. 59-7. 63 (m, 2H), 7. 80 (bs, 1H), 8. 09 
(b s, 1H) , 8. 4 5 (d, J = 5. 37Hz, 1H) ««##TliI (ESI 
-MS, m/z) : 4 9 6 (M + + 1) 

mmmi o o 8 :n- (2, 4-^^pp^>vv/i/) -r - {4- r (6, 

ff?i£<£>2, 1 ^D70" (80mg) 

^ffl^itM-t^ 2 , 4-^^DD-i-^>-fe">^M-;i/ -fV5^>:p* 
-h^ilb/feo 2, 1 -^>-b? >^;i/^'-;i/ -fV3^>:P* 

— b£;n#y— ;i/ (1ml) ^i-\4- [ (6, 7 -P* h3^>- 

4-^y'JJV) 7|-^r^] T-U> (5 0mg) s b;V^> (5ml) N J — 
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;i/ (imi) *M%.&wv2mm9tw\sito Rjfom%wffih&t>tiit&$*#v 

1 H — NMR (CDCla, 4 0 0MHz) :64. 05 (s, 3H) , 4. 06 
(s, 3H) , 6. 5 7 (d, J = 5. 37Hz, 1 H) , 7. 2 6 (s, 1 
H) , 7. 35 (dd, J = 2. 19Hz, J = 8. 42Hz, 1H), 7. 4 
4-7. 46 (m, 2H), 7. 54-7. 56 (m, 2H), 7. 76-7. 
84 (m, 4H), 8. 53 (d, J = 5 . 37Hz, 1H), 9. 29 (s, 
1 H) W&frtifiM (E S I -MS, m/z) : 5 2 9 (M + + 1 ) 

mnm 1009 : n- o , 5 -^pp^ovv ;v) -jt - {4- c (6 , 

rf5|g©3, S-^^DD-l-^y-fe'VAJl/t^ F (80mg) 

— h^^^y— ;i/ (1ml) ^^^4- [ (6, 7 -i?* h3^>- 

A-^-J U;i/) ^3^] T-U > (50mg)s h;V^> (5 ml) > — 

;i/ (imi) $fln£ga-c2i$iig«#bfco sjfe**«Wbwe»ixfc2a^*^D 

D^/l/A/7-b b>Jg||-rs^U*y;i/^Dv h^7 7^f-{: < ];!5liU 
0ft^7 3mgs JR^7 9%T?^fco StM^Wlil (ESI -MS, m/z) 
: 5 2 9 (M + + 1) 

gjjMI 0 1 0 :N- (3, MP^WAjjl/) -N J - {4- [ (6, 

rf?I£©3, 5 h3^>- 1 >7j;V^-;1/ 7D7^F (80m 

g) £ffi^:2:ii£fc:^3, 5 -s^ h^sy- l -^>^>#;i^-;v -iv^nr 

l/T^— h£f!Mbfco 3, 4 h^r^>- 1 -^>-t?>#;i/^-;i/ ^Vf- 
;t^T* — h^^^y— )V (1ml) IcmffiZ&s ^i^4 - [ (6, 
|,^>>_4_^y i;;^) ^$/] »;> (5 Omg) > h;i/^> (5ml) N 

^.$;—)\, (lml) *iP^.SST? 2l^|fflai#bfco Sffi*fc*$ft»U3£ftfcg| 
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'H-NMR (DMSO-de, 4 0 0MHz) : 6 3 . 7 9 (s, 3H) , 3. 

82 (s, 3H) , 3. 93 (s, 6H) , 5. 11 (b s, 1 H) , 6. 37 
(d, J = 5. 12Hz, 1H), 6. 66 (d, J = 8. 54Hz, 2H) 5 

6. 91 (d, J = 8. 54Hz, 2H), 7. 03 (d, J = 8. 05Hz, 
1H), 7. 35 (s, 1H), 7. 43 (s, 1H), 7. 49 (s, 1H), 

7. 55 (d, J = 8. 78Hz, 1 H) , 8. 29 (s, 1H), 8. 41 
(d, J = 5. 37Hz, 1H) mmfrffim (ES I -MS, m/z) : 5 2 0 
(M + + 1 ) 

mmm 1 o 1 1 : n- (2 , 4-^^pp^>vV;i/) -n ? - {4- c (6 , 

7 -V* h^-is- 4 U;V) ^~^r->] - 2-7;i/^-P7x_;v} l/T 

TfrJK©2, 4 -y^DP- 1 -^>-t? ^D7^F (80mg) 

&m^$M\^®L^ 2 , 4-^^DD-l-^>-y>«-jl/ ^V^^>7^ 

— h^HUMbfeo 2, 4 -s^pp- 1 -^>-t? >^;v^n;i/ -fy^^T* 

( lml) i~We£-fet\ ^££^4- [ (6, 7-^ h3^>- 
4 U;i/) ;T3^>] - 2-7MD7- U > ( 5 Omg) s h;v^> ( 5 m 

1) s (lmi) §jp^^?u-e2B#p B m#bfeo R)&m*mmu%t> 

'H-NMR (CDC 1 3, 400MHz) : S 4 . 11 (s, 3H), 4. 17 
(s, 3H), 6. 79 (d, J = 6. 34Hz, 1H), 7. 21-7. 17 
(m, 1H), 7. 26 (s, 1H), 7. 34 (d, J = 1 0. 25Hz, 1 
H), 7. 45-7. 47 (m, 2H), 7. 57 (d, J = 1 . 95Hz, 1 
H), 7. 60 (s, 1H), 7. 79 (d, J = 8. 29Hz, 1H), 7. 

83 (d, J = 8. 29Hz, 1H), 8. 54 (d, J = 6. 34Hz, 1 
H),9.44(bs, 1H) nmfrttrm (ESI -MS, m/z) : 547 

(M + + 1) 

mnm 1012 :n- (2, 6 -^^pp^>vv;v) -r - {4- r (6 , 
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7f?IR©2, 6-^^DD-l-^>^*>*M-;P ^D7^ F (8 0mg) 

— h^iS^bfeo 2, 6 - ^nn - 1 >f V 

— h£^7 — ;i/ ( 1 ml) fcS^'frx ^d^4 - [ (6, 7 h^>- 
4 i;;^) ^=¥^] - 2 -7^D7-'J > ( 5 Omg) s h;i^> ( 5 m 

i) N (imi) ^mxmun2mmmnhtzo a«is^iiu#& 

D1SU ii©fb^ri§7 lmgs J&*8 2%T?f#fco 

1 H-NME (CDC 1 3 , 400MHz) : <5 4 . 07 (s, 3H), 4. 10 
(s, 3H), 6. 69 (d, J = 5. 86Hz, 1 H) , 7. 08-7. 12 
(m, 2H) , 7. 2 6-7. 4 4 (m, 5H) , 7. 53 (s, 1 H) , 7. 
72 (bs, 1H), 8. 55 ( d , J = 5. 85Hz, 1H) , 8. 89 (b 
s, 1H) SIMffi (ESI-MS, m/z) : 5 4 7 (M + +l) 
HfllffiJ 1 0 1 3 :N- (2, 4 -^7;i/^-P^>vV;V) -N' - {4- [ (6, 

rfcIK©2, 4 - 5?7;i/*0- 1 ;i/ 7D7^ h* (8 0m 

^>t^— h^ii^bfeo 2, A-y? mu - l -^>-t?>:*7;i/^;i/ ^fvf 

^-^T^— h^^i^y— ;V (lml) l3MP£Us -€£^4- [ (6, 7-^p< 
Y iris - 4-* J tf^S/] -3-7/VtD7-'J> (5 Omg) . h;v^ 
> (5ml) s m^y— ;i/ (lml) ^in^^T? 2^at#bfco SJte**» 

>f— fccfc DISSS U gl®ft^r«*6 6mg s x|»8 1 %Tf#feo 
'H-NMR (CDC Is, 400MHz) : 54. 11 (s, 3 H) , 4. 14 
( s , 3H) , 6. 7 4 (d, J = 5 . 8 6 H z , 1H) , 6. 89-6. 99 
(m, 1H) , 7. 0 0- 7. 0 9 (m, 1 H) , 7. 12-7. 16 (m, 1 
H) , 7. 37-7. 42 (m, 2H) , 7. 58 (d, J = 7. 56Hz, 1 
H) , 7. 67 (s, 1H) , 7. 72 (s, 1 H) , 8. 05-8. 14 (m, 
2H) , 8. 58 (d, J = 6. 1 0 Hz, 1H) Jt«#*HS (ESI-MS, 
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m/z) : 5 1 4 (M + + 1 ) 

mmm 1014 : n- (2 , 4-^^pp^>vv;i/) -r - {4- r (6 , 

rUM©2, 4 -^^DD- 1 -^>Hf 7D7-f F (80mg) 

— h^iii^bfeo 2, 4 -$>^n p- 1 -^>-t? >tj;i/^-;i/ ^v^^>7^ 

— h£:n^y— ;v ( 1ml) izmM^^s -^£^4- [ (6, 7-^p< h=^>- 
4 -^r7 U;v) ;t3^>] - 3-7MD7- U > ( 5 Omg) s ( 5 m 
1) N =c$;— ;i/ (1ml) ^Jpx.^S-tr2^p 0 m#b7io HJ«£M$tU#e> 

aS0ft^§6 4mgs iR*7 4%Tf#feo 
1 H — NMR (CDCL, 40 0MHz) : 6 4. 14 (s, 3H), 4. 18 

( s , 3H), 6. 91 (d, J = 6 . 83Hz, 1H) , 7 . 36 (d d, J 
= 2. 07Hz, 8. 42Hz, 1 H) , 7. 4 2 -7. 4 6 (m, 4H), 7. 
56-7. 65 (m, 2H), 7. 72 (s, 1H), 7. 86 (s, 1H), 
8. 21 (dd, J = 2. 44Hz, J=l 1. 71Hz, 1H), 8. 66 

(d, J = 6. 59Hz, 1H) SfS^lFHil (E S I -MS, m/z) : 5 4 7 

(M + + 1 ) 

mmmi 015 :n- (3, s-^pp^w-y^) -n* - 1 4 - r (6, 

h^-->-4-^y U;i/) ^-^r->1 - 3 -7MP7I- M ^^vr 
r|aIS©3, 5 -^^7PP- 1 -^>-1f >7j;i/^-;i/ ^7P^-f K (8 Omg) 
£ffll^:£lR£fi£V> 3 , 5 - V? p P - 1 -^<>-t: > ^ 

— h£Mbfco 3, 5 p- l -^>^f >-£vi^-)i> -f y^^>7^ 

— h^rc^y— ;v (1ml) fc^H?^-fr s ^^4- [ (6, 7-i^ h^>- 
4 U;V) ;t3^>] ~ 3 -7M07- U > ( 5 Omg) ^ h;i^> ( 5 m 

i) , ^ )v (imi) •^m^mMr^2nmmw\^tco Kj&m%mmvmt> 

DfifMU mM(Dih^'^7 3mgs lR*8 4°/ 0 T#feo 

1 H — NMR (CDC la, 400MHz) : 53. 96 (s, 3H), 3. 97 
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(s, 3H) , 6. 5 2 (d, J = 5. 12Hz, 1 H) , 7. 43 (s, 2 
H) , 7. 51-7. 55 (m, 2 H) , 7. 59 (m, 1 H) , 7. 95 (s, 
1H), 8. 00 (s, 1 H) , 8. 05-8. 78 (m, 1H) 8. 53 (d, 
J = 5 . 37Hz, 1 H) , 11. 93 (bs, 1H), 12. 42 (bs, 1 
H) JUMMfiHB (E S I -MS, m/z) : 5 4 7 (M + +l) 
mmmi 0 16 :N- |3-^PP-4 - [ (6, 7--^p< Y^y- A-^-J U 

^-^r->1 7x- 2kl -N 3 - (2, 4 -^^^-;i/^>vV;i/) f^^^7 

rfJlg©2, 4 -^^^H>!/^ ypTisy K (80mg) (2 0 

ml) s (1ml) £in2.1 0 0°Cfl^JiDiUfeo 

£^2, 4 1 -^>-fcr >>b;i/^-;i/ -f V3^>r*— h£aM 
bfco 2, 4 1 -^>-&>tui/tf-)\/ -iv^jr^T^—y&^Z 

(1ml) izmm^^r. ^i^3-^DD-4- [ (6, h=^> 
-4-3py ;t^>] T— U> (5 Omg) s h;t^> (5 ml) s J 

— ;i/ (1ml) SflPA^M-T 2B$fflBl#Lfco M^*^U#&ttfea^^^ 
np^i/A/T-fc h>SHt^i/'J AWdt h^^-f — J; t>flHKU it 

^cDYb-^-t)^ 7 5mg\ W9 7%»o 

'H-NMR (DMSO-d 6 , 4 0 0MHz) : 6 2 . 3 4 (s, 3 H) , 2. 
42 (s, 3H), 3. 95 (s, 3H), 3. 96 (s, 3H), 6. 42- 
6. 44 (m, 1H), 7. 10-7. 13 (m, 2H), 7. 41-7. 53 

(m, 5H) , 7. 73 (m, 1H) , 8. 22 (m, 1 H) , 8. 50 (m, 
1 H) , 11. 9 6 (s, 1 H) WMfrffin (ESI-MS, m/z) : 5 2 3 

(M + + 1 ) 

liil 0 17 :N- { 3-^DP-4- [ (6, Y^y- 4-*; U 

)]/) Jt5ry~\ 7 -r - (2, 5 -^5f-;i^>vV;v) ?^rt?UT 

rUI£©2, 5-^^fJK> x ;^y^7^y F (8 Omg) HWH> (2 0 

mi) s mittt-fl' (imi) zmtli o o°cr lmmmm^tzo mm&m& 
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Lfco 2, 5 1 -<*>H>ti)l/tf=. ;i/ ^Vft^7^-h^x^ 
y— ;i/ ( lml) fc^jSP^f^ ^Ca3-^dd-4- [ (6, 7-^ N3^> 
-4-^;'J;i/) * T-U > (5 Omg) N h;V^> (5ml) s ^ J 
— ;i/ (lml) $MiSt2^Wbfeo SJfS**«i»b»&*ifca$*^ 

l©ftM^ 7 4 m g N W 9 4 feo 

1 H — NMR (DMS 0-d 6 , 400MHz) : d2. 33 (s , 3H) , 2. 
39 (s, 3H) , 3. 97 (s, 3H), 3. 98 (s, 3H) , 6. 48 
(d, J = 5. 37Hz, 1H) , 7. 14-7. 27 (m, 2 H) , 7. 35 
(s, 1H), 7. 43 (s, 1H) , 7. 50 (d, J = 8. 78Hz, 1 
H) , 7. 56 (s, 1H) , 7. 76 (m 3 1 H) , 8. 2 2 -8. 2 4 (m, 
1H), 8. 55 (d, J = 5. 37Hz, 1H) , 11. 77 (s, 1 H) , 
12. 64 (s , 1 H) Kg^flffi (E S I -MS, m/z) : 5 2 3 (M + + 
1) 

mmmw o 1 8 :n- {3 -^pp- 4 - c (6, 7-*?* v*->- u 

;]/) £jpj>j 7 xr;i/} -N' - (2, 3 -s^^-;w*>y?^r;i/) ^-a-frUT' 

fUIS© 2 5 3 -^^7"J^>^^y^7^y F (8 Omg) h;i^> (2 0 

mi) s mfc*-*—)!/ (imi) sMioo o cti«iL^o mm*m& 

fc^2, 3 l -^>-fe* >*;i/^-;p >fvW7*-f*Bl 

bfeo 2, 3 1 -^>Hf ;i/ ^v^i/7^-h§x^ 
7— ;i/ (lml) fctgfJBS^ ^;a3-^dd-4- [ (6, 7-*J* V**/ 
-4-%. j 3-=^>] 7^ - U > (5 Omg) „ h;V^> (5ml) s rc^y 

(lmi) %nn%.^m.-x!2mmmnvf£o E.mm%mffivnt>tntma&? 

m<D4k&m%7 6mg, W9 6%T?#fco 

1 H — NMR (DMSO-d Sj 400MHz) : 6 2. 29 (s, 6H) , 3. 
94 (s, 3H), 3. 96 (s, 3H), 6. 57 (d, J=5. 12Hz, 
1H), 7. 20 (t, 3 = 7 . 45Hz, 1H), 7. 30-7. 34 (m, 
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4H) , 7. 41 (s, 1H), 7. 51 (s, 1H) , 7. 85-7. 87 
(m, 3 H) , 8. 53 (d, J = 5 . 12Hz, 1H) 5M#tfHB (E S I - 
MS, m/z) : 5 2 3 (M + + 1 ) 
mmmi 0 19 :N- |3-^PP-4- [ (6, 7-^ h^>-4-jr7'J 

**ri/] -N' - (3, 5 \jdJkl ^t>\sT 

rUIR©3, 5 -^^l/^W-f vPTi/y F (8 0mg) 13 h;i/oi> (2 0 
ml) s Mfctt—fr (1ml) £jD;t 1 0 0°CT H©B8ia»bfco $gii*e* 
U#£>;ft,fc3, 5 -*J*3-fr- 1 -^>-fe">*;i/^-;v ^P^-Y F^ffl^SR 

bfco 3, 5 1 -'O-B >5b;i/^^ ;i/ ^Vfti/T^-h^i^ 
y— ;v (1ml) fc$M£-frx ^I^3-^D D - 4 - [ (6, h=^> 

^-df-S/] 7*— 'J > (5 Omg) N h;i/^> (5ml) x rc^y 

— ;b (imi) *m?imu-e 2mrMm.Whtz 0 ^mm^mmu^^ntzm^^y 

VH-NMR (DMSO-de, 400MHz) : 52. 36 (s, 6H) , 3. 
94 (s, 3H) , 3. 96 (s, 3H), 6. 62 (d, J = 5 . 12Hz, 
1H), 7. 31-7. 32 (m, 2H), 7. 41 (s, 1H), 7. 52 
(s, 1H) , 7. 64 (s, 2H) , 7. 84 (m, 2 H) , 8. 53 (d, 
J = 5. 37Hz, 1H), 11. 47 (s, 1H), 12. 67 (s, 1H) 
Sfi^fffi (ESI-MS, m/z) : 5 2 3 (M + +l) 

mmmi 020 :n- |3-^pd-4- [ (6, h=^>-4-^y p 

;i/) ^jp^J y 3L =.)]/} -n' - (2, 6 -^7;i/^-p^<>v"-f ;i/) ^-^frt^T 

t(5I£©2, 6-^7;VtD-l-^>-)f>M» ^D7-f F (80m 

g) ^ffli^fifct^v^, 6 -^7;i/^-D- l -^>-t? >fv^ 
S/T^— h^Sd^bfeo 2, 6 -yy fy-frv- l ;i/ -fv^ 

^1-->t^— h — ;i/ (1ml) ^u-x3 - 

[ (6, 7-S^ h^>-4-^y U;i/) ^-dF-S^] T-U> (5 Omg) s Ml/ 
m> (5ml) N ai^y— ;i/ (1ml) ^Jn^STC 2 fit H§J*f$ bfeo SJ»£ 
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^ b ^ & n fc a ^ * ^ d d * ; i/ a / 7 - t h > s ii -r a ^ u * y ; i/ ^ d h ^ 

1 H — NMR (DMSO-de, 4 0 0MHz) : 53. 94 (s, 3H) , 3. 
96 (s, 3H), 6. 57 (d, J = 4. 64Hz, 1H) , 7. 11-7. 
51 (m, 4H) , 7. 6 2 -7. 6 4 (m, 1 H) , 7. 8 0 -7. 8 3 (m, 
2H) , 8. 08 (m, 1H), 8. 52 (d, J = 5. 12Hz, 1H), 1 
2. 16 (s, 1H), 12. 28 (s, 1H) WMfrffim (E S I -MS, m 
/z) : 5 3 0 (M + + 1) 

mnm 1021 : n- ( 2 , 4 -^^;i/^-p^>v^;i/) ~r - {4 - r ( 6 , 

l-V* b^ris- 4 z^±2l £±^J Z_£^2kl e^frUT 

rfrJK©2, 4 -^7;i/^"D- 1 -^>-€>^;V^'— ;i/ ^P7^F (80m 

g) £fflVM£i§M3fi£^ 2 , 4-i?7j)sJru- 1 -^>-t?>£;i^-;i/ ^v^t 
^>T^— b^fSMLfeo 2, 4 -*J7)VJru- 1 -^<>-t? ;i/ -fV^ 
■JrisT^— y?£zc$j— ;i/ (1ml) ^d-\4 - [ (6, 7-S^ 

h^>-4-3^V*U-;i') ^-^ri>] T-V> (5 Omg) x h;i/^> (5m 

i) , ^ (imi) ^m^ux^mmmnvtco ^t^nui^ 

1 H — NMR (CDC Is, 400 MHz) : 6 4. 06 (s, 3H), 4. 09 
(s, 3H), 6. 62 (d, J = 5. 61Hz, 1H), 6. 99-7. 05 
(m, 1H) , 7. 10-7. 14 (m, 1 H) , 7. 2 5 -7. 2 7 (m, 2 

H), 7. 56 (s, 1H), 7. 63 (s, 1H), 7. 86 (d, J = 8. 

78Hz, 2H), 8. 15-8. 21 (m, 1H), 8. 52 (d, J = 5. 

61Hz, 1H) , 9. 61 (d, J=14. 64Hz, 1H) WMifrffim ( E 

S I - MS, m/z) : 4 9 7 (M + H- 1 ) 
MMM! 0 2 2 : N- {4 - [ (6 , 1 -V* b*is- 4-*7 V JV) ;fr^>1 

yx.~J]/} -N J - ( 2 -7 ^rt^UT 

m&(D 2 -7 3L-)V^$> J j )\s Zu^^F (8 Omg) £ffl^;£i$U;:#£v>2 
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JV ^V^t^7^-h§x^y-;i/ (1ml) izmM^^ [ (6, 

7 -V* h*is- 4 -3cJ U;i/) ;t^>] T-U > (5 Omg) s h;i/cc> ( 5 
ml) \ ^#J—Jl (1ml) Sin^.^MT2I^B8it#bfco ^M£vl$IU# 

1 H — NMR (DMSO-d 6 , 4 0 0MHz) :53. 82 (s, 2H) , 3. 
96 (s, 3H), 3. 98 (s, 3H) , 6. 51 (d, J=6. 0 1 Hz, 
1H) , 7. 2 5 - 7. 3 5 (m, 7H) , 7. 44 (s, 1H) , 7. 48 

(d, J = 8. 78Hz, 1H) , 7. 51 (s, 1 H) , 7. 69 (m, 1 
H) , 8. 14-8. 16 (m, 1H), 8. 57 (b s , 1 H) , 11. 81 

(s, 1 H) liMffi (E S I -MS, m/z) : 4 7 4 (M + + 1) 
11#|J 1 0 2 3 :N- ( 2 -->^P^^r->;i/T-b^;i/) -N' - {4- [ (6, 

r|58£©2-^D^^>;i/ai^y-r;v ^D7^f F (8 Omg) £ffl^:Sciftte: 

D^=>ri>;i/a^y-f ;V ^V^ti/T^-h^x^y-/!/ (1ml) 

^1^4 - [ (6, 7-^ h^r^-4-^ry >J;i/) *-3^>] T- U > (5 0m 

g) s h;i/oi> (5ml) ^ J— ;i/ (1ml) £Jn;i^fi-£ 2 B$P B 1tt#Lfco 

1 H — N M R (DMSO-de, 4 0 0MHz) :60. 8 6 - 1. 0 0 (m, 2 
H), 1. 19-1. 25 (m, 6H), 1. 69 (m, 3H), 2. 37 (d, 
J = 6. 83Hz, 2H), 3. 96 (s, 3H), 3. 99 (s, 3H), 6. 
67 (m, 1H) , 7. 3 4- 7. 3 6 (m, 2H) , 7. 44 (s, 1 H) , 
7. 59 (s, 1H) , 7. 81-7. 84 (m, 2 H) , 8. 63 (m, 1 
H), 11. 48 (s, 1H), 12. 41 (s, 1H) SfiMf (E S I - 
MS, m/z) : 4 8 0 (M + + 1) 

mmn \ 024 :n- {4- r (6, i-v* h^->- u;i/) a-^>i 
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rffJS© 2 -7 7x2=?^ Y (80mg) ^fflV^ifct:^ 2 

;i/ ^VW^7^-h^y-;i/ (1ml) £»P£-B\ ^d-\4- [ (6, 
7-^p< h3^>-4-^7 U;V) ^-^->] -2-7MD7-'J> (5 Omg) s 
h;t/^> (5 ml) N ^?7-)V (lml) ^m^U^ 2 B#H§«bfco M/fo 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 3 . 8 3 (s, 2 H) , 3. 
92 (s, 3H) , 3. 95 (s, 3H), 6. 64 (d, J=5. 1 2 Hz, 
1 H) , 7. 13 (d, J=9. 51Hz, 1H) , 7. 29-7. 36 (m, 
6H) , 7. 41 (s, 1H) , 7. 46 (s, 1 H) , 8. 05 ( t , J = 8 . 
66Hz, 1H), 8. 55 (d, J = 5. 12Hz, 1H) , 11. 89 (s, 
1H) , 12. 26 (s, 1H) MMfrffim (E S I -MS, m/z) : 4 9 2 
(M + + 1 ) 

mmmi o 2 5 :n- {4- r (6, 7 -p* h*->- 4-*; u;i/) ^-^->i 

7 ji-;i/> -N J - [3- (2 h^-->73i— ;i/) 7p/V^;i/] ^frl-T' 
rf5lg©3- (2-^K^7i-Jl/) :7°D^y-f y^7^>y h* (8 Omg) iz 
h;i/3i> (20ml), ^b^^--;i/ (lml) £jJD;L 1 0 0°CT* lBm&Pifcb 
feo ^$£^i;U#£>tlfc3 - (2-^ h^^^i-;i/) rp^y-r;p yu^ 
<i H^MV^iRS-^S - (2-p< h^^>^3i-;i/) ^V^ti^ 
T^— h^ii^bfeo 3- (2 b^riyy ^—JV) 7°T3^7j)]/ -iVttl' 
T^— h%*-&7 — ;i/ (lml) J3^jl?£-h»\ ^££^4- [ (6, 
is-4-*J U;i/) ^-^i^] T— U > ( 5 Omg) , h;i/^> (5ml) s 

y— ;i/ (lml) £7jn£gS^2i$iwflM$b&o Sj©«t*«IBbl*e>tLfc^* 

il©ft^§ 6 0 mgs IK* 7 4 %Tl#feo 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 2 . 7 1 - 2. 7 5 (m, 2 
H), 2. 85-2. 89 (m, 2H), 3. 81 (s, 3H), 3. 94 (s, 
3H), 3. 96 (s, 3H), 6. 55 (d, J = 5. 12Hz, 1H), 6. 



WO 01/47890 



PCT/JPOO/09157 



638 

87 (t, J = 7. 44Hz, 1H), 6. 95 ( d , J = 8. 29Hz, 1 
H) , 7. 16-7. 2 2. (m, 2H), 7. 28 (d, J = 8. 54Hz, 2 

H) 7. 39 (s, 1H) , 7. 49 (s, 1H) , 7. 76-7. 79 (m, 
2H) , 8. 50 (d, J = 6. 04Hz, 1H), 11. 49 (s, 1H), 
12. 5 9 (s , 1 H) WMfrtifm (E S I -MS, m/z) : 5 1 8 (M + + 
1) 

Hi 1 0 2 6 : N— {4- [ (6 , 7 -SM h^->-4 -Jpy U;V) 
-2-7/i/tP7x-;v} -N J - ( 3 -7 in ;i/7°P/V >f;v) ^frur 
T|JflR©3-:7 3:— ^/l/irn^y-f ypTS/y K (80mg) £h;i/:n> (20m 

I) s ^-fb^^--;v (lmi) &in;L l o o°ct* lisiffi&nlftLfco »«*e*b 

^°D7iy-f;i/ -Y v$-*S/7**— V £§i^bfco 3-7i'-;v7n/v^i' -Y 

V^^T^— Ylt^J— ;V (lml) -?£-\4- [ (6, 7- 

^ h^r^>-4-^y U;V) ^-=¥^>] -2-7MD7-'J> (5 Omg) N h 
)V^.y (5ml) s — ;V (lml) *S0^.^M"C2KpSSl#bfco 

'H-NMR (CDCb, 400MHz) : 52. 81-2. 9 1 (m, 2H), 
2. 99-3. 03 (m, 2H), 4. 07 (s, 3H), 4. 09 (s, 3 
H), 6. 76 (d, J = 6. 01Hz, 1H), 7. 06-7. 11 (m, 2 
H), 7. 21-7. 32 (m, 3H), 7. 56 (s, 3H), 7. 73 (b 
s, 1H), 8. 48 (m, 1H), 8. 59 (d, J = 5 . 86Hz, 1H), 
11. 49 (s, 1H) , 12. 74 (s, 1H) !K»#*/Hi (ESI-MS, 
m/z) : 5 0 6 (M + + 1 ) 

mmm 1 0 2 7 : N- (3 — >^p^>^;i/7 , p;vy;v) -n' - 14- 

f (6, 7-*?* Y**y- A-*; UJk) ^jLkJ -2-7/l/^P7xr;i/} ^ 

rUIR© 3 D^V^l^P^y )]/ 7P7^ F (8 Omg) SJl^lScSR 
fc$^3 - ^>^P^>WD/V^;i/ -f V^^T* — h£HS^b£o 3- 
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^^D^>f/l/7D/V^l/ j V3-3rlsT^— \1£^$J— )\y (1ml) 
B^^, [ (6, 7-¥* h*is~ V )l) -2-7 

MD7-'J > ( 5 Omg) s h;i/ai> (5ml) \ rn^y— ;i/ (1ml) ^r^JP 

^.sa-c2fifs»#ufco asi^ii w# ^» ^^^^ § ^ d n ^ A/7-t h 
>mmT2>i/vti?f)i'pw? h?^>7 Diiu mM<Dik&ya* 6 3m 

1 H — NMR (DMSO-de, 4 0 0MHz) :<51. 13-1. 25 (m, 4 
H) , 1. 50-1. 61 (m, 7H) , 1. 75 (m, 2H) , 3. 92 (s, 
3H) , 3. 95 (s, 3H) , 6. 60 (d, J = 5. 12Hz, 1H), 7. 

34 (d, J = 1 1 . 22Hz, 1 H) , 7. 28 (m, 1 H) , 7. 32-7. 

35 (m, 1 H) , 7. 4 1. (s, 1 H) , 7. 45 (s, 1H), 8. 11 
(m, 1H) , 8. 53 (d, J=5. 12Hz, 1H), 11. 63 (s, 1 

H) ftfi##Ht (E S I -MS, m/z) :4 9 8 (M + +1) 

1 0 2 8 : N- {4- [ (6 , 7-^p< h=fr->-4-3^ U;P) rt^] 

Tftffc<D3-7'x.—J)/7VJ*; 4 vZTi/v Y (8 Omg) (3 h;i/^> (2 0m 

I) s (lml) £in*. 1 0 0°CT lBtHW&bfco $8*&£©5i?L 

7°D7^-r;v >fv^>7^-h$IItfco 3-7i^;i/7 I D/w^/i/ -f 
V^^7^-hSx^7-;i/ (lml) (c^i^-B- s ^ -^4 - [ (6, 7 - 
^ h3^>- 4 -dpy U;i/) #3^] - 3-7M07- U > ( 5 Omg) „ h 

(5mi) s )v (lmi) &jn*.^rc 2 mmmn Ltco Bu^m 

1 H — NMR (DMSO-de, 4 0 0MHz) : (5 2 . 7 9 -2. 8 4 (m, 2 
H), 2. 89-2. 94 (m, 2H), 4. 02 (s, 3H), 4. 03 (s, 
3H), 6. 88 (bs, 1H), 7. 21-7. 33 (m, 6H), 7. 59 
-7. 61 (m, 3H), 7. 72 (s, 1H), 8. 13 (d, J=l 3. 1 
7Hz, 1H), 11. 65 ( s , 1H), 12. 67 ( s , 1 H) MMfrffim 
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(ESI-MS, m/z) : 5 0 6 (M + +l) 

mtMM 10 2 9 : N- (3 D^>^1/7°D/V <j )V) -N ? - {4 - 
[ (6, 7-^ h^->- 4-3rJ U;V) ***/"\ -3-7/l/^P7x-;i/} 

rf?IH©3—>^P^>^;i/:7°p;W-f ;i/ pu^JY (8 0mg) £ffl^3c!£ 

Sy^D^>^-;V7°D7^y-f;i/ -f Vf-t^7^-h§x^y-;i/ (1ml) 
If^^Ts ^££^4- [ (6, 1 -*J* b*->-4-3c; U;i/) ^-^^>] -3-7 
MD7-'J > (50mg) s h;Wn> (5ml) \ ai^y— ;V (1ml) 

>mmT%i/viJ>fj);?n^ht?^7 iz&bmmiss mm^t^^ 6 9m 

gs W8 8%Tf#fco 

1 H — NMR (DMSO-de, 400MHz) : 6 1 . 11 (m, 2 H) , 1. 
49-1. 62 (m, 7H) , 1. 75-1. 91 (m, 4H) , 3. 95 (s, 
3 H) , 3. 96 (s, 3 H) , 6. 52 (d, J = 5. 37Hz, 1 H) , 7. 
43 (s, 1H), 7. 47-7. 56 (m, 3H) , 8. 05 (d, J = 4. 
3 9Hz, 1H), 8. 52 (d, J = 5. 12Hz, 1H), 11. 58 (s, 
1H), 12. 66 (s, 1H) MMfrffim (ESI —MS, m/z) : 4 9 8 
(M + + 1 ) 

1030 :N- {3 -^pp-4- [ (6, 7 - l?*Y*U-4-*cJ V 
)V) :fr^>] 7x" ;t/> —N' - (3-->^P^>^;i/7°P^W-f Jl) ft^l/7 
TfflgCD 3 -*/?U^>3-)l7°USiy j )V 7D7^ F (80mg) £fflt/>3CiiK 

^^p^>^;i/7°u/^y^;i/ -f VW^>7^- h£:n#y— ;i/ (1ml) £}g 
<£<*-£\ ^C-\3-^PP-4- [ (6, 7 h*is-4-3rJ >J;V) 

T-U> (50mg) s h;i/^> (5ml) s ^^y— ;V ( 1ml) %1)\]7L 
^UTZ 2B^fll#bfco M^^vIisbff^nfc^^^^PP^l/A/T-fe h> 
Slt^ ^ 'J d y b ^7 7 ^ - £J;DffMU ^II<Z>fb-£rtl£ 6 8mg, 

1R^8 8 
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'H-NMR (DMSO-de, 4 0 0MHz) : 6 1 . 07 (m, 4H) , 1. 
48-1. 71 (m, 9H) , 4. 05 (s, 3H) , 4. 07 (s, 3H) , 
6. 88 (d, J = 6. 83Hz, 1H) , 7. 55 (s, 1H), 7. 65 
(d, J = 9 . 03Hz, 1 H) , 7. 78-7. 81 (m, 2 H) , 8. 2 6 

- 8 . 2 8 (m, 1H), 8. 87 (d, J = 6 . 59Hz, 1H), 11. 6 
l(s, 1H) , 12. 66 (s, 1H) Sti^ffl (ESI-MS, m/z) 

: 5 1 5 (M + + 1) 
IPJ103 1 : N- [2- 7 J t3-)Vl -N J - {4- 

r (6, h^-4-^y u;v) ai-M ± 

rUIK©2- (s<>i?)]/tt*/) ^#;j)l> OU^y-i J* (80mg) ^ffiV^Sfc 

- (^>^;i/^-^^>) h^rn^y — ;i/ (1ml) 
£?§J§?£-t>\ ^£^4- [ (6, h*ts-4-*S -2 

U > (50mg) ^ h;v^i> (5ml) ^ — )V (1ml) 

8mg, lRap4 3 %7!^#fco (ESI -MS, m/z) : 5 2 2 (M 

+ + 1) 

HfflBff!ll03 2 : N- [2- (^>^;i/^-^->) Z±±2k] -N' ~ {4- 

f ( 6 , 1 -V* h^r->-4 -5rJ Ujj/) = 3 - 7 i^M ^ 

TUIK©2- (^>^;i/^-=¥S/) ^P^>f F (80mg) 

2- (^>^;v^-^-^>) ^y-f;i/ ^v^^-^7^-h$x^y-;v dm 
1) ^3a4- [ (6, 7-^h^>-4-^;ij;v) rfr^] 

-3-7MD7-IJ > (5 Omg) s h;V^> (5ml) \ ^-^J— )V ( lm 

/t*z h>jgii-r*^u*y;i/^D Yi^^7>f- tiDiiu mmcDfc&m 
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1 H — NMR (DMSO-de, 4 0 0MHz) : 53. 96 (s, 6 H) , 4. 
13 (s, 2H) , 4. 64 (s, 2H), 6. 48 (d, J = 5. 37Hz, 
2H) , 7. 3 2 -7. 4 5 (m, 6 H) , 7. 5 4 (m, 2H) , 7. 90- 

7. 94 (m, 2H), 8. 50 (d, J=5. 1 2 Hz, 1H) , 10, 15 
(s, 1H) WMfrffim (ESI-MS, m/z) : 5 2 2 (M + + 1 ) 

§«ff!]l 0 3 3 :N- {4- f (6, 7-^ h jp>>-- 4 V )V) 
7x- ;i/> -N J - ( 2 -7 =f-^t>VT 
TfJlgcD2 ^D7^h* (80mg) ^m^iiRl-^ 2 - 

V^^T* — h^rn^y— ;v (1ml) ^^a4 - [ (6, 7- 

Y^-A-^cJ U;W 7-'J > (5 Omg) s h;i/^> (5m 

1) s — ;i. (1ml) *to%.mU~e2mmMnhfzo ^Jfo?$£«lliU#£> 

'H-NMR (DMSO-de, 4 0 0MHz) : 5 3. 94 (s, 3 H) , 3. 
96 (s, 3H) , 6. 56 (d, J = 5. 12Hz, 1H), 6. 73-6. 
77 (m, 2H) , 7. 32 (d, J = 8. 78Hz, 1 H) , 7. 41 (s, 
1H), 7. 51-7. 52 (m, 2H), 7. 79 (d, J = 8. 78Hz, 
1H), 7. 86 (m, 1H), 8. 01 (s, 2H), 8. 08 (s, 1H), 

8. 51 (d, J = 4. 88, 1H) Kl^ft (E S I -MS, m/z) : 4 
5 0 (M + + 1 ) 

m&Ml 0 3 4 :N- {4- [ (6, 7-i>* h*^- 4-*S U;i/) :fr=fr->] 
7x_;i/} -N' - ( 3 -^^-)l-b)l<tf-)]/) 3-itt>\s7 

rUIS©3 -^^-y ai>±i;v^-j\y ^D7^f F (8 Omg) ^JBi^fifctc:^ 
3 -3-Hr? ^>tuv^=.j)y ^ v^^t*— h £il^bfco 3-W7i»f3 

^V^^-^T^-h^x^y-^ (1ml) ^z^4- 
[(6, 7-^ h3^>-4-^y U,!l/) ;t^>] 7-iJ> (5 0mg) s hJV 
x.> (5ml) ^ (1ml) ^m^UX 2 mmm$Ltz 0 EUfom% 
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1 H — NMR (DMSO-d 63 4 0 0 MHz) : 6 3 . 9 3 (s, 3H) , 3. 
95 (s, 3H) , 6. 55 ( d , J = 5 . 37Hz, 1 H) , 7. 26 ( t , 
J = 4. 27Hz, 1H) , 7. 31 (d, J = 9. 03Hz, 2H), 7. 4 
1 (s, 1H), 7. 50 (s, 1H), 7. 81 (d, J = 9. 03Hz, 2 
H), 8. 05 (d, J = 4. 88Hz, 1H), 8. 41 (d, J = 3. 90 
Hz, 1H), 8. 51 (d, J = 5. 12Hz, 1H), 11. 65 (s, 1 
H) , 12. 4 9 (s, 1 H) MMifrffim (ESI-MS, m/z) : 4 6 6 
(M + + 1 ) 

mMMl 0 3 5 : N- {4- [ (6, 7 -*J* b^->- 4-* J U;V) 
-2-7;i/tD7x-M -N J - (2-7'J/l/jjM-JV) g^frb-r 

lUig© 2 -:7^ ;i/ ^D7^F (80mg) £fflv^:£i§Rl;i££^ 2 - 

7^>7j;b^— ;i/ v^^-i>T^— h^iS^bfeo 2-7^>^;b^fn;v 

V^^-i/T^— ;i/ (lml) J;:«p;*-t>\ -£d-x4- [ (6, 7- 

h^-^-4-^-y U;b) ^=^>] -2-7MD7-iJ> (5 Omg) . h 
;ba:> (5ml) s rc^y— )i (lml) %]N7Lmm.1? 2B#^#bfco 

^7-1— tc:J; Dllbs SM©-fb^^47mg, «68%t#feo »##f 
Yifi (ESI-MS, m/z) : 4 6 8 (M + + 1) 

gjjg>! 1036 :N- -T4 - [ (6, 7 h ^r->-4 Uik) 

-2-7;vtP7x-M -N J - ( 3 -3-^— ;i/#;i/4f- ;b) ^fri^T 
Tt3iS©3-5 L ^-^^>^;i/^-;v 7D7^F (8 Omg) £^:£itKS;:^ 

^fV5 L t^>7^-h^x^7-;v (lml) £»P£-1± S ^£-\4- 
[ ( 6 , 7 -i^ h**s-4-3rJ U;b) ^3^>] - 2-7MD7-'J > ( 5 
Omg) s h;i/^> (5ml) s a.*;—)), (lml) ZlJUZ-^UX* 2 mffi&ft 

;i/^n^ h^7-f — fcibStasiU Meo-fb-^ft* 4 5mg, W 58% 
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1 H — NMR (DMSO-da, 400MHz) : 6 3. 93 (s, 3H) , 3. 
96 (s, 3H), 6. 67 (d, J=5. 12Hz, 1 H) , 7. 15-7. 
1.8 (m, 1H) , 7. 2 6 - 7. 2 8 (m, 2H) , 7. 3 9-7. 4 3 (m, 
2H) , 7. 48 (s, 1H) , 7. 99-8. 08 (m, 2 H) , 8. 42 
(d, J = 3. 42Hz, 1 H) , 8. 57 (d, J = 5. 12Hz, 1H), 
10. 0 1 (s, 1 H) WmmmU (ESI-MS, m/z) :4 8 4 (M + + 
1 ) 

gjj 1 0 3 7 :N- {4 - [ (6, 7-V* h*->-4-*J UJk) %j£j& 
-2-7;i/tP7xr;i/| -N J - [ (2, 

TfJlgCD 2 , 5-^^f;i/-3-7D^y^?i/yh* (80mg) C hJl/x> 
(2 0ml) s t&lhf-*-)!/ (1ml) £JD£ 1 0 0°CT? 1 BSKJD&bfco mm 

ifcltfcfc:^ 2 , 5 3 ;i/ v^-x^T^—Y&m 

^bfeo 2, 5 3 -7-5 >*;i/^— ;i/ -<v^t^7^-h^x^ 

y— ;i/ ( lml) fcS88¥&-S\ ^ci^4- [ (6, 7-i^ h^>-4-=^y U 
;i/) $✓] - 2 -7MD7- U > (50mg) s (5 ml) % 

(lml) £;&n*^MT2i$l!g«#Lfco s«£Mlfib#£>*ifc^;*£ 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 2 . 2 6 (s, 3 H) , 2. 
55 (s, 3H), 3. 92 (s, 3H), 3. 95 (s, 3H) 6. 65 (d, 
J = 5. 37Hz, 1H), 6. 89 (s, 1H), 7. 13-7. 14 (m, 
1H), 7. 34-7. 37 (m, 1H), 7. 41 (s, 1H), 7. 46 

(s, 1H), 8. 05-8. 07 (m, 1 H) , 8. 54 (d, J = 5. 15 
Hz, 1H), 11. 13 (s, 1H), 12. 61 (s, 1H) KS##fflt 

(ESI-MS, m/z) : 4 9 6 (M + + 1) 

mtMm 1 0 3 8 : N— 14 - [ ( 6 , Y - 4 J V )]/) 
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rUM©3-p<^;i/-2-5 L ^-7i>^;i/^^^U y&Ti/y K (80mg) fc 
h;i/^c> (2 0ml) s mt^-^-JV (1ml) *ip^. 1 0 0°C*C 1 HSBflj&n*ftb 

^y— ;i/ (lml) CjS^^ ^'^4- [ (6, 7-SM 

»;;]/) ^^>] -2-7MD7-'J > (5 Omg) % h;i/x> (5ml) „ 

;i/ (lml) *fln*.£fiTf2i$IHif#bfco £j6#&$W6bft&*ifc»!3r 

SMOfb-^-iJ^ 4 2 mgs 42* 5 3 %T#feo 

'H-NMR (DMSO-de, 4 0 0MHz) : <5 2 . 51 (s, 3 H) , 3. 
92 (s , 3 H) , 3. 96 (s, 3H), 6. 66 (d, J = 5 . 12 Hz, 
1H) , 7. 09 (d, J = 4. 88Hz, 1H), 7. 14-7. 16 (m, 
1H), 7. 38 (dd, J = 2 . 56Hz, 11. 01Hz, 1H), 7. 4 
2 (s, 1H) , 7. 46 (s, 1H), 7. 86 (d, J = 4. 88Hz, 1 
H), 8. 07 (t, J = 8. 54Hz, 1H), 8. 55 (d, J = 5. 37 
Hz, 1H), 11. 2 5 (s, 1H), 12. 22 (s, 1H) «g>#ftt 
(ESI-MS, m/z) : 4 9 8 (M + + 1 ) 

mmm 1039 : n- {4- r (6, 7-$^ b^->-4-^y ujk) ^^->] 

- 3-7MP7xr;i/} -N 3 - [ ( 2 , 5 3-7 V )V) % frtf— 

7fJflK<Z>2, 5 -5? 3 -7n<f y Z?Tl/y K (8 Omg) Hh/l/x> 

(2 0ml) s Mk^X-fr (lml) £#Dx. 1 0 0 °C7! 1 HWILfeo 
£^icbf#£>;h,;fc 2 , 5 -^^^-71/- 3 - 7 7>A;i/» 7D7^ FSffl^ 
^JtRfc^l^, 5 3 - 7 ^ )\s -fV^^7^-h$Si 

Mbfeo 2, 5 -^^^-;i/-3 ;i/ V^S'T*— b 

(lml) fcl$g«P£-g\ ^^a4- [ (6, 7-*>* h*i/-4-irJ U 
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;]/) :t3^>] - U > ( 5 0 mg) , (5ml) , ^-^ 

(imi) ^m^mmr^ 2mmmm,rzo RjiBm^mmvm^tirzn^^ 

mmofc^Z: 5 1 mg, K$6 4 %Tt#fco 

1 H — NMR (DMSO-ds, 4 0 0MHz) : 6 2 . 2 6 (s, 3H) , 2. 
55 (s, 3H) , 3. 96 (s, 6 H) , 6. 51 (d, J = 5 . 37Hz, 
1 H) , 6. 87 (s, 1 H) , 7. 42 (s, 1 H) , 7. 47-7. 59 
(m, 3H), 8. 07 (d, J = 1 0. 25Hz, 1H), 8. 51 (d, J 
= 5. 12Hz, 1H), 11. 02 (s, 1H), 12. 81 (s, 1H) 
WAfrtirm (E S I -MS, m/z) : 4 9 6 (M + +l) 

mmmi 040 :n- {a- 1 (6, 7-^ b*->-A-*s u;v) a- 3^] 

-3-7MP7x-;v} -n' - [ ( 5 n2i±2kz 2 

TfrlS© 5 2 -=5-* 7 x.>j3)]/?F%-> U y ^7$/'^ K (8 0mg) (3 
b;i/^> (2 0ml) s (1ml) £flD;L 1 o o°c-e 1 n#wra&b 

feo L*3& ft fe 5 2-^*7 ^>#;i^-;v 7v^J F 

;i> (1ml) -€£^4- [ (6, 1 -V* Y**/-A-3c7 

U;i/) ^^>] -3 U > (5 Omg) , h;i^> (5ml) N x 

;i/ (lml) §SP^S7?2^8fc#bfco ,ElS«[*jMfib»&tLfca$ 

mm<D4b&!®}%: 4 9 mg, iR^s 6 2 %T#feo 

1 H — NMR (CDC Is, 400MHz) : 6 2. 58 (s, 3H), 4. 07 
(s, 3H), 4. 09 (s, 3H), 6. 62 (d, J = 5. 61Hz, 1 
H), 7. 25-7. 27 (m, 1H), 7. 32-7. 35 (m, 1H), 7. 
4 6 - 7. 5 0 (m, 1 H) , 7. 5 7-7. 5 8 (m, 2 H) , 7. 63 (s, 
1H), 7. 88-7. 90 (m, 2H), 8. 53 (d, J = 5. 61Hz, 
1 H) , 8. 8 6 (b s, 1 H) Mftffim (E S I -MS, m/z) : 4 9 8 
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(M + + 1 ) 

iijl 04 1 :N- {4 - [ (6, 7-^y Y*^- Ujk) 

T^y) ^^y-f;i/ -f V3^>x*— h^x^y- ;v (imi) t^^^ s 

-€£^4- [ (6, 7-^pt U;]/) ^r:U> (50m 

g) s h;i/^> (5ml) . :x#y — ;P (1ml) §JP^.^tr 2 ^»#bfco 

1 H — NMR (DMSO-d 6 , 4 O'OMHz) : 6 1. 26-1. 29 (m, 6 
H) , 3. 93 (s, 3H) , 3. 95 (s, 3H), 4. 22-4. 24 (m, 
4H) , 6. 54 (d, J = 5. 12Hz, 1 H) , 7. 11 (m, 2H) , 7. 
29-7. 31 (m, 2H) , 7. 41 (s, 1 H) , 7. 50 (s, 1H), 
7. 73 (m, 2H), 8. 52 (d, J = 5. 1 2 Hz, 1H) MMfrffim 
(E S I -MS, m/z) : 4 5 5 (M + + 1) 

m.nm 1042 = n- {4 - [ (6, 7-*?* h^>-4-^y ujk) 

TUBRCDN, N-y (2-^DDxf;v) M^v^ ^ti-^-fK (80mg) 

h^HUMbfeo [s> (2 - ^DDxf;i/) y] y^y-f;i/ ^fv^> 
7*^. — h^x^y — ;v (1ml) fc«jSP*-&x ^^^4 - [ (6, 
^>-4-^y U;i/) ^-^^] T— U > (5 Omg) s (5ml) s ni£ 

y— ;i/ (imi) ^ip^mt? 2RfKa5#bfc 0 sj»&a$&u#e>nfca££ 

i»^4 8mgs W55%T^#feo 

'H-NMR (DMSO-d 6 , 4 0 0MHz) : (5 3 . 5 7 -3. 6 2 (m, 4 
H), 3. 80-3. 82 (m, 2H), 3. 95 (s, 3H), 3. 97 (s, 
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3H), 4. 11-4. 13 (m, 2 H) , 7. 55 (m, 1 H) , 7. 29- 

7. 31 (m, 2 H) , 7. 42 (s, 1 H) , 7. 55 (s * 1H) , 7. 7 
3-7. 75 (m, 3H) , 8. 5 7 (d, J=5. 37Hz, 1 H) , 12. 
2 5 (s, 1 H) MAmnm (ESI-MS, m/z) : 5 2 4 (M + + 1) 

mmm 1043 : n- {4- [ (6, v*^- 4-*; u;i/) ^jp^j 

s If 

f JR©N, N-^>T V7dk;I/A;wu ^dv-T K (80m g) %m^Jc 

(y-fV7n^7^) v^^r*— h^ai^y— ;v (lm 

l) ^u^\4- [ (6, h^-^-4-^y >;;v) a-*^] 

7— V > (5 Omg) s h;v^> (5ml) s oi^y — jl> (1ml) %lmz.MU 

$62 %-ef#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 1 . 19 (d, J = 6. 10 
Hz, 2H) , 1. 27 (d, J = 6. 83Hz, 12H), 3. 94 (s, 3 
H), 3. 96 (s, 3H), 6. 39 (d, J = 5. 12Hz, 1H) , 7. 
4 2-7. 4 6 (m, 4H) , 7. 53 (s, 2H) , 7. 64 (m, 1 H) , 

8. 13 (m, 1H), 8. 49 (d, J = 4. 88Hz, 1H) R«#*ffl& 
(ESI-MS, m/z) : 4 8 3 (M + + 1) 

Mm 0 4 4 :N- {4- [ (6, Y**s-4-*rJ U;i/) ^=fr->1 

7^^;i/> -N ? -r h7A>f h'P - 1 H - 1 - t^P 'j;i/j?;i/^-;i/ft»l/7 

fJE©l-KDUy>*;i/5i?-;i/ ^P7^F (80mg) 

IVtf-jl -f Vft^>7^-h^x^y-;v (1ml) fc$g#P&Ht\ ^£^4- 
[ ( 6 , h3^>-4-3V U;i/) tti/"] T-U > (5 Omg) N h JV 

:n> (5ml) s — )]/ (1ml) %Mz.^U-Z 2mmm,¥¥Ltzo 

iitf ^^fei^§^pp*W7-fe h>mt5^'j*wpTh^7 
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'H-NMR (DMSO-ds, 4 0 0MHz) : 6 1 . 85 (m, 8H) , 3. 
9 2 (s, 3H) , 3. 94 (s, 3H), 6. 5 2 (d, J = 4. 88Hz, 
1H), 7. 27 (d, J = 7. 81Hz, 2 H) , 7. 39 (s, 1H), 7. 
49 (s, 1H) , 7. 75 (m, 2H), 8. 49 (d, J = 5. 13Hz, 
1H), 9. 5 9 (s, 1H) , 12. 80 (s, 1H) WMfrmM (E S I - 
MS, m/z) : 4 5 3 (M + + 1) 

mmmi 045 :N- {4- [ (6, 1 h^r->-4-^y u;v) 

mi5©4- ; e;i/^u >^;i/^-;i/ >n^-r f (8 0mg) £ffl^;£itM3t£i> 
A-=E)]/yt^)^f3)\y7fs-)]y j v^Jri/T^— b^H^bfeo 4- ; E;i/*U># 

[(6, 7-i>* h*->-4-*; u;i/) #3^>] 7-'J> (50mg) , h;v 
i> (5ml) . rc^y— ;i/ (1ml) £#P;l^-£ 2 Bffgifi#b;fco 

1 H-NMR (CDC Is, 400MHz) : 5 3. 53-3. 55 (m, 4H) , 
3. 74-3. 78 (m, 4H), 4. 05 (s, 3H), 4. 07 (s, 3 
H), 6. 58 (d, J = 5. 61Hz, 1H), 7. 21 (d, J = 8. 78 
Hz, 2H), 7. 26 (s, 1H), 7. 54 (d, J = 4. 88Hz, 2 
H), 7. 76 (d, J = 9. 03Hz, 2H), 7. 98 (bs, 1H), 8. 
51 (d, J=5. 37Hz, 1H) W&frtifiM (E S I -MS, m/z) : 4 
6 9 (M + + 1 ) 

mmmi o 4 6 : n- {4 - r (6 , 7 h^->-4-^y ujk) 

r^JE©N-p<^-;i/~N-7 3i— ;i/*;w^^ y£ ^D7^ F (80mg) 

p<^y-r;i/ ^Vft^7^-h^x^y-;i/ (1ml) Iz 

mmmt, ^£-\4- [ (6, 7-^^ h^r^-4-^U/l/) 2)-^>] ij 
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> (5 Omg) s (5ml) „ (1ml) &iD Soffit? 21$ 

1 H — NMR (DMSO-de, 400MHz) : d 1 . 57 (bs, 3H) , 3. 
93 (s, 3H) , 3. 94 (s, 3H) , 6. 43 (d, J = 5. 37Hz, 
1H), 7. 13-7. 16 (m, 2H) , 7. 26-7. 28 (m, 1H) , 
7. 34-7. 45 (m, 6 H) , 7. 51 (s, 1 H) , 7. 57 (d, J = 
9. 03Hz, 2 H) , 8. 31 ( s , 1 H) , 8. 46 (d, J = 5. 37H 
z, 1 H) nrnmnm (ESI-MS, m/z) : 4 8 9 (M + + 1) 

mnm 1047 : n- [io, 11 -s^w fp-5 h-^>v" a, f) zM 

5 --r;i/^;v^-;v] -n' - {4- [(6, 7 h^>- 4 -^y 

rfrFJKGDlO, 1 1 -S^W KD- 5 H-^>V" (b, f) 7*-tf h°> — 5 —jj)V 
^707^ F (8 Omg) ^fflt^t^VU 0, ll-^/WFD-5 
H-i^>V* (b, f) T-fe* t°>- 5 y^^T*— h £flS b 
fee 10, 1 1 KD- 5 H-^>V" (b, f) :P-fe?t:°>- 5 

;v ^fv^^7^-h^x^y-;i/ (lmi) ^ -^4 - [ (6, 

7-^p< h3^>-4-3V V)l>) -3-7il/tn7-iJ> (5 Omg) s 

h;Voi> (5ml) , m^y— ;i/ (1ml) ^M^UH 2 RtM^bfco 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 0 . 8 6 (m, 2H) , 1. 
25 (m, 2H), 3. 94 (s, 3H), 3. 95 (s, 3H), 6. 49 
(d, J = 5. 37Hz, 1H), 7. 35-7. 56 (m, 12 H) , 8. 0 
2 (m, 1H), 8. 49-8. 51 (m, 2H), 12. 36 (s, 1H) I 
iMf (ESI-MS, m/z) : 5 9 5 (M + +l) 

1048 :N- {3-^7PP-4- P(6, 1 -V* h if-is- 4 j \) 
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rjJM<E>N, N-^;i/A^Uy^ ^D7^fF (80mg) £Jf V^:fci§Rfc:fi£ 

7U) ^^y-r;v -fv^-tm-hsx^^-^ dmi) izmmz^ 

^;a3-^pd - 4 - [ (6, 7-^^ >;;i/) :m 

U> (5 Omg) s b;i^> (5ml) „ ;i/ (1ml) $Jn^.^MT2 

8 %Tf#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 51. 29 (t, J = 7. 19 
Hz, 6H) , 3. 95 (s, 6 H) , 4. 2 3-4. 2 5 (m, 4H) , 6. 
39 (d, J = 5. 12Hz, 1H) , 7. 41 (s, 1H), 7. 45 (d, 
J = 8. 78Hz, 1H), 7. 52 (s, 1H), 7. 65 (m, 2H), 8. 

09 (m, 1H), 8. 49 (d, J = 5. 61Hz, 1H), 11. 37 (s, 
1 H) Mm.frmM (ESI-MS, m/z) : 4 8 9 (M + + 1) 

mmm 1049 : N- {3 -^pp-4- [ (6, 7-$>*h ftk. - 4 ~ * J U 

rUlgCDN, N-y (2-^nnif;V) *;W^y£ /7P7^ F (80mg) 

h^aH^bfeo (2-7PDx5 L ;i/) 7^] -fV9^> 

7** — h^x^y- )V (1ml) izmm^^s filA3-^PP-4- [ (6, 
h*i/-4-*r; VJV) 7xiJ> (5 Omg) s h;Kx> (5 

ml) s a^y — ;!/ (1ml) §Jn*£M-C2l$|fflfll#b;fco SJ»£}gySU# 

J;f)ilU mm(D{h&V0*5 lmg, t$6 0%tHf;o 
1 H — NMR (DMSO-de, 4 0 0MHz) : (5 3 . 5 5 - 3. 6 3 (m, 4 
H), 3. 81-3. 84 (m, 2H), 3. 95 (s, 6H), 4. 11-4. 
15 (m, 2H) , 6. 41 (d, J = 5. 12Hz, 1H), 7. 40-7. 
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4 4 (m, 3H) , 7. 5 2 (s, 1 H) , 7. 6 1-7. 6 3 (m, 1 H) , 
8. 0 9-8. 12 (m, 1 H) , 8. 49 ( d , J = 5. 12Hz, 1H) , 
12. 29 (s, 1 H) KMftffim (ESI-MS, m/z) : 5 5 8 (M + + ' 
1) 

mmmi 050 :N- {3-j7PP-4- [ (6, 7-^F^-4-»;'J 

rfrigcDN, n-sm vrn tr;i/:&;wt$ y ^ ^p^-f K (80mg) £ffl^3c 

(£M V7D bVl/T^ y ) ^#y-f;i/ ^V^^-^>7^-h§x^y-;v ( 1 m 
1) izmffi^&s ^ua3-^DD-4- [ (6 , 1 -*J* Y*c*s- V 
)V) T— U > ( 5 Omg) s h;i/3z> (5ml) s m^y— ;i/ ( lm 

l) fcin^M'T 2B#iWHM$bfco £0&yt&a$§U#^;HfcB££^pp*;vA 

^4 9mgs I&ajs6 3%Trf#fc 0 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 1 . 18 (d, J = 6. 01 
Hz, 2H) , 1. 27 (d, J = 6. 83Hz, 12 H), 3. 93 (s, 3 
H), 3. 95 (s, 3H), 6. 53 (d, J = 5. 12Hz, 1H), 7. 
28 (d, J = 8. 78Hz, 2H) , 7. 41 (s, 1H), 7. 50 (s, 
1H), 7. 7 3-7. 7 5 (m, 3H), 8. 51 (d, J = 5. 12Hz, 
1H) liMKESI-MS, m/z) : 5 18 (M + +l) 
mnmi 0 5 1 :N- {3-^PP-4- C (6, 'j 

2k) Or**/] 7^~M -V -f h7/N-f Fd - 1 H - 1 - ^p 

fUis© 1 -b-p y ;i/ ^p^-t k (8 0mg) %m^xmzm^ 

l-^DiJi?>^r;i/ >f V^^>T*- h^giMbfco l-fc°py^>* 
^v^^>7^-h§x^y-;i/ (1ml) -=££^3 - 

[ (6, h^p^-4-^-y y;v) *)-^>] r-y> (50 

mg) s b;i/^> (5ml) s ;V (1ml) &An 2 B$Hgjt# b 
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1 H — NMR (DMSO-de, 4 0 0MHz) : £ 1 . 8 5 - 1. 9 9 (m, 8 
H) , 3. 95 (s, 6H) , 6. 4 1 (d, J = 5. 37Hz, 1H), 7. 
42 (s, 1H) , 7. 46 (d, J = 8. 54Hz, 1 H) , 7. 53 (s, 
1H) , 7. 64-7. 66 (m, 2H), 8. 17-8. 19 (m, 2 H) , 
8. 50 (d, J = 5. 37Hz, 1H) JBt«#Hftt (ES I -MS, m/z) 
: 4 8 7 (M + + 1) 

lijl 052 :N- {3-^PP-4 - [ (6, 7-*J* y*c*/-4-*S U 

T^flE©4- ; E;i/^U>5b;i/^— ;i/ ^nv-r P (80mg) 

;i/7^-;i/ ^ h^^^y— ;v (1ml) t3$g#g£"g\ -€£^3- 

^DD-4- [ (6, 1 -*J* h3^>-4-^y U;i/) ;t3^>] T->J> (50 
mg) s h;V3i> (5ml) \ ;i/ (1ml) &Jn*SM"C2l#|iB«#b 

fee M^^^b#6)tbfea^*^DD^;i/A/T-b hvjgia-rs^u*^ 

1 H — NMR (CDCla, 4 0 0MHz) : 6 3 . 5 3-3. 5 6 (m, 4H) , 
3. 7 5 -3. 7 7 (m, 4H), 4. 08 (s, 3H), 4. 10 (s, 3 
H), 5. 77 (bs, 1H), 6. 49 (d, J = 5. 6 1Hz, 1H), 7. 
26-7. 29 (m, 1H), 7. 63 (s, 1H), 7. 68-7. 70 (m, 
2H), 8. 01 (s, 1H), 8. 04 (d, J = 2. 44Hz, 1H), 8. 
52 (d, J=5. 85Hz, 1H) Jfftfrftffi (ESI -MS, m/z) : 5 
0 3 (M + + 1 ) 

fgjffiffll 1 053 :N- {3-7PP-4- [ (6, 7-^h^>-4-^'J 
i^IE©N-p«^-;v-N-7 3i— ;i/*;W^^ ^P7^F (80mg) 



WO 01/47890 PCT/JPOO/09157 

654 

(^f;i/7-'jy) ^^y^f;i/ 'fVWT^-hSx^y-ji/ (1ml) 
*f¥^*s f;^3-^DD-4- [ (6, 7-^^ h^^-4-=3py U;V) 

T— U> (5 Omg) s hJ)y^-> (5ml) s J — )l> (1ml) £in 

>Iit^^ U n y h ^7 7 ^ -t J; DliU SiOft^i^ 5 6 m 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 1 . 57 (bs, 3H) , 3. 
94 (s, 6H) , 6. 32 (d, J = 5. 12Hz, 1H), 7. 28-7. 
44 (m, 8H) , 7. 5 2 - 7. 5 8 (m, 2H) , 7. 56 (s, 1 H) , 
8. 4 6-8. 4 8 (m, 2H) HS^fffS (ESI-MS, m/z) : 5 2 4 
(M + + 1 ) 

1054 :N- {3 PP- 4 - [ (6, 7 -V* h^>- 4 U 

;]/) ^-^r->] ^ -r - [10, 11 pp- 5H-^>'/ (b, 

rM©10, 1 1-i^/W KD-5H-^^>V* (b, f) T-t?f>- 5 

^7D5^F (8 Omg) ^fflV^oScSKt^ 1 0 , 1 1 Fn-5 
H-S^W (b, f) TM 5 ^Vft^7^-h§IlL 
fee 10,,ll-^Wb*D-5H-^>^ (b, f ) T-t? t!>- 5 -#;i/tf;r: 

;i/ -r h£^#y— ;v (1ml) M?g$?;*i* s ^iA3-^nn 

-4- [ (6, i -v* h*is-4-*; y;i/) ;t3^>] y > (5 Omg) s 

h;i/m> (5ml) s ;V (1ml) SiPAWlTf 2 NfBB»#bfeo 

1 H — NMR (DMSO-de, 4 0 0MHz) :6 0. 8 6 (m, 2 H) , 1. 
25 (m, 2H), 3. 94 (s, 3H), 3. 95 (s, 3H), 6. 39 
(d, J = 5. 12Hz, 1H) , 7. 35 (m, 6 H) , 7. 41 (s, 1 
H), 7. 45 (d, J = 8. 78Hz, 1H), 7. 51 (s, 1H), 7. 
56-7. 57 (m, 2H), 7. 68 (dd, J = 2. 44Hz, 9. 03H 
z, 1H) , 8. 14 (s, 1H), 8. 49 (d, J = 5. 12Hz, 1H) , 
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8. 53 (s , 1 H) , 12. 29 ( s , 1H) WMfttifiM (ESI — MS , m 
/z) : 6 1 2 (M + + 1 ) 

mmmi 055 :n- {4- r (6, 7-^ b*ts- ua) 

7x-M -N' - [ (2-7x-;i/->^P7PbVV) ;H 

2 -7 l -^^DrD/^^M^i/ >fvf 

3/ 7"*— b^^^y— ;i/ (lml) ^£^4- [ (6, 7-^p< 

j.dp^_4_dpy ^S/] T— U > ( 5 Omg) s h;V^> (5ml) s 

(lmi) *to%.m.u-e2mfflMnvtzo sjfe**«»b»&nfc» 

$^7Dn^/bA/7t h^Jg^-T&^U pbW^n v h^^^^f— (^ckti^M 

1 H — NMR (DMSO-de, 400MHz) : 51. 09 (m, 1 H) , 1 . 

52 (m, 2H) , 1. 59 (m, 2H) , 3. 94 (s, 3 H) , 3. 96 
(s, 3H) , 6. 59 (d, J = 5. 37Hz, 1 H) , 7. 19-7. 32 
(m, 5H) ,7.41 (m, 2H) , 7. 52 (m, 2 H) , 7. 78-7. 

8 0 (m, 3 H) , 8. 5 4 (m, 1 H) K»#tfHt (E S I - MS, m/z) 
: 5 0 0 (M + + 1 ) 

mmmios6 ii-^^p/p^^m-ji/- r - {4- r (6, i-v 

rfrlfc© l-^^P7'P/t>^Mzjl/ 7D7^ F (80mg) §ffll>^t3 
^l-i/^nrD;^*/^^ -f V^S'T^ — h&m^bfco 1-S/^ 
D7"D/^AjH^ >f V^^-^T^— Y&x-*;— )V (lml) fc»J»$*s 
^d-\4 - [ (6, 7-i^ h^>- 4 VJV) ^S/] - 3-7MP7 

- 1; > (5 Omg) s h;io^> (5ml) ^ ;v (lml) *Jn^.^fit? 

2RSHSfli#bfco HJ©***iieb^fenfca*S^DD5^;i/A/7 > -fe h>m.MT 

6 6%trt#fco 

1 H — NMR (DMSO-de, 4 0 0MHz) : 5 0. 9 6 - 0. 9 9 (m, 4 
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H), 2 . 08-2. 13 (m, 2 H) , 3. 95 (s, 6 H) , 6. 72 (d, 
J = 5. 12Hz, 1H) , 7. 41 (s, 1 H) , 7. 45-7. 52 (m, 
2H) , 8. 04 (d, J= 1 1 . 95Hz, 1 H) , 8. 50 (d, J = 5. 
12Hz, 1H), 11. 89 (s, 1H), 12. 64 (s, 1H) Mfrtfr 
i(ESI-MS, m/z) : 4.4 2 (M + +l) 

mmmi 057 :n- {4 - r (6, v^-^- a-^-j u_jk) £±s/j 

-3-7Jl/tP7x-M — N 3 - r (2-7x^'>^P7'Pb , ;V) jjfriR— 

r|J|g©2 -7xr;v- 1 -J/^D7D/^>!jMr ;i/ ^D7>f F (8 0m 
g) §ffll^®tt:^V^2 -7xn;v- 1 -i/^DT'P/'i^jb;!/^;!/ -fv^t 
->T* — h^gHMbfeo 2-7X-/1/- 1 - ^^D/n/^AM-jV -f 
^-^T 7 ^— (1ml) fc$S8P£-ti\ -££^4 - [ (6, 

h*is- ^3^>] - 3-7MH7riJ > ( 5 Omg) , h;i/i 
> (5ml) s (1ml) *iP^.^Mt?2I^Kat#bfco SM^I 

1 H — NMR (DMSO-de, 4 0 0MHz) 0 8 - 1. 2 5 (m, 1 

H), 1. 53 (m, 2H), 1. 59-1. 62 (m, 2H), 3. 95 (s, 
6H), 6. 49 (d, J = 5. 12Hz, 1H), 7. 19-7. 55 (m, 
8H), 8. 05 (d, J=10. 00Hz, 1H), 8. 50 (d, J = 5. 
37Hz, 1H), 11. 88 (s, 1H), 12. 62 ( s , 1H) HS##f 
m (E S I -MS, m/z) : 5 1 8 (M + + 1) 

jii 1058 : N- |3-^PP-4- [ (6, 7 -V* b*i'-4 U 

rUflg© l -->^?D7°n;i>:ft;i/^-;b K (8 Omg) fc/gi^i&Kfc: 

p7p;i>^M-;1/ v^^-->t^— h^oi^y— ;i/ (lml) (3^$^^ 

^3a3-^PD-4 - [ (6, 7 -V* Y5ris-4-5rJ >J;i/) ;t=^>] 

U > (5 Omg) h;i/^> (5 ml) N cn^y— ;i, (lml) &in 2 
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2%Tf#fc 0 

1 H — NMR (DMSO-d 6 , 4 0 0MHz) '.6 0. 9 3 - 0. 9 9 (m, 4 
H) , 2. 12 (m, 2H) , 3. 94 (s, 3H) , 3. 96 (s, 3 H) , 

6. 41 (d, J = 5. 37Hz, 1 H) , 7. 33 (d, J=ll. 95Hz, 
1H) , 7. 41 (s, 1H), 7. 45 (d, J = 8. 78Hz, 1H) , 7. 
52 (s, 1H) , 7. 64-7. 67 (m, 1H) , 8. 14 (s, 1H) , 
8. 49 (d, J = 5. 37Hz, 1H) M&frffim (ESI-MS, m/z) 

: 4 5 8 (M + + 1) 

mmmi 059 :N- {3-^7PP-4- [ (6, 7 -V* u 
^-dp->] y^~M -r - T (2-7x-j^>^P7PhVl/) 

tUIScd 2 -z? 1 ->>^7 Dyn/^AM-Zl/ yu^4 Y (8 0m 

^>^^— h^iiMbfeo 2-7x-^-i->>^n7°D; , 5>>b;i/^-;i/ -rv^ 
^-->t^— h&^&y— Ji (lml) IzmM^^, ^^a3-^dd-4- 

[(6, 7-^ h^>-4-^ >J;V) t^] 7->jy (5 Omg) ^ h)V 
> (5ml) s ;v (lml) £#n£^.T' 2 BtP B 1fll#bfco 

££D*lfMU »Mtl§4 8mgs W6 0%^t#fe o 
1 H — NMR (DMSO-de, 4 0 0MHz) : 6 1 . 09-1. 11 (m, 1 
H) , 1. 53 (m, 2H) , 1. 60 (m, 2H) , 3. 94 (s, 3H) , 
3. 96 (s, 3H), 6. 40 (d, J=5. 37Hz, 1H), 7. 16- 

7. 34 (m, 5H), 7. 41 (s, 1H), 7. 45 (d, J = 8. 78H 
z, 1H) , 7. 52 (s, 1H), 7. 67 (dd, J — 2 . 32Hz, 8. 
91Hz, 1H), 8. 14 (d, J = 2. 44Hz, 1H), 8. 49 (d, 

J = 5. 12Hz, 1H), 11. 8 8 (s , 1H) MM^ffm (ESI-MS, 
m/z) : 5 3 5 (M + + 1 ) 
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mmmi o 6 o :n- {a - [ (6, h^->-4-^;'j-;i/) 

i$U<D2-7 ^—fy- 1-1/ 9 u?°u^y ^7D7^F (8 0m 

^>7^— h^il^bfeo 2-7I-JI/- 1 - i/^n7*D/^*M^ -fV^- 
^-->T^— h^oi^y— ;i/ (1ml) {3^1?^^ ^d-\4 - [ (6, 
h^>-4-^7-yj-JV) ;t=^>] U > (5 Omg) s h;i/^> (5m 
1) s m^y— ;v (1ml) £in£M^-£2BfF H 1»#Lfco H«£?MbU#£> 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 0 . 9 3-0. 9 7 (m, 1 
H), 1. 31 (m, 1H) , 1. 52-1. 60 (m, 2 H) , 3. 98 (s, 
6H), 6. 55 (d, J = 5. 61Hz, 1H) , 7. 18-7. 33 (m, 
5H) , 7. 45 (s, 1H) , 7. 56 (d, J = 8. 54Hz, 1H), 7. 
59 ( s , 1 H) , 7. 69 (m, 1H), 8. 17-8. 19 (m, 1 H) , 
8. 60 (d, J = 5. 91Hz, 1H), 11. 88 (s, 1 H) , 12. 5 
9 (s, 1H) WMfrffim (ES I -MS, m/z) : 5 0 1 (M + +l) 
^j^ij 10 6 1 :N->^P^>^l/^/l/»-^- IT - 14- [ (6, 1 -V 

tUIS© 1 - ^>^n^>^>7J/^-/l/ ^D7^ F (8 Omg) £ffiV^itKfc: 

D^>^7 ^ y^^;?.— h£:n#y — ;v (1ml) J^^f^^ 

^£^4 - [ (6, 7-^ h^5/-4-^T7"^U-;V) ;t3^>] 7*-ij> (5 

omg) s h/n> (5mi) N m^y— ;i/ (imi) ^m^ur 2mmmn 

bfeo S«^»bt#&tifea^^^nn^;i/A/T-fe h >mmT^^ U *y 
;i/^D^ h^^-fcj; DiiMU ^»Mb£rtJ£4 3mg s iK*5 7%Tl# 

1 H — NMR (DMSO-de, 4 0 0MHz) :60. 8 5 -0. 8 8 (m, 1 



WO 01/47890 PCT/JPOO/09157 

659 

H) , 1. 08-1. 11 (m, 1 H) , 1. 2 4 (b s , 1H) 5 1. 57- 
1. 91 (m, 6H), 3. 93 (s, 3H) , 3. 95 (s, 3H) , 6. 5 
4 (d, J = 5. 37Hz, 1H) , 7. 19 (d, J = 8. 78Hz, 1H) , 
7. 29 (d, J = 8. 78Hz, 2 H) , 7. 39 (d, J = 7. 81Hz, 
1H), 7. 50 (d, J = 5. 61Hz, 1H), 7. 73-7. 78 (m, 
3H), 8. 51 (d, J = 5. 37Hz, 1H) MMfrffim (ES I -MS, 
m/z) : 4 5 2 (M + + 1) 

j^ff!)10 62 : N-->^P^^->;i/^j;i/^— )]/- N J - {4- [ (6, 7 -*S 

tUIRcd l-S/^P^^r"9->A;i/3^— ;i/ ^P7>f K (80mg) -&m^*Miz. 
p-sdriJ->#;i^-;i/ ^v^^^>7^-h^x^y-;b (1ml) fc^^-^s 

^o^\4 - [ (6, 7-i>* h^rS/-4-^y U— ;t^>] 7*— U > (5 
Omg) s (5ml) s ;V (1ml) £Jn*.^MT? 2 H$IBBM$ 

Mp-7F^77^f-fcj;?)iiU ^ScD-fls^* 6 Omg, W4 7°/otf 

o 

1 H — NMR (DMSO-d 6 , 4 0 0MHz) : 6 1 . 21-1. 38 (m, 6 
H), 1. 66-1. 85 (m, 5H), 3. 92 (s, 3H), 3. 95 (s, 
3H), 6. 54 (d, J=5. 1 2 Hz, 1H), 7. 28 (d, J = 9. 0 
3Hz, 3H), 7. 39 (s, 1H), 7. 49 (s, 1H), 7. 76 (d, 
J = 8. 78Hz, 1H), 8. 50 (d, J = 5. 12Hz, 1H), 11. 
4 1 (bs, 1H) , 12. 56 (bs, 1H) Steffi (ESI -MS, m 
/z) : 4 6 6 (M + + 1) 

^ll^J 1 0 6 3 : N-->^P^>^;i/±r;i/^-;i/- N' - {4 - [ (6, 7--^ 

Tp-fRCD 1 -^>^P^>^>^;i/^-;i/ ^D7^ F (8 Omg) S/BV^lftfc: 
p^># ^v^^>7^-h^x^y-jv (lml) 
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D7-U> (5 Omg) s h;i^> (5ml) s J— JV (1ml) ^jJD^S 

1 H — NMR (CDC la, 400 MHz) :50. 879 (m, 1H) , 1. 0 
8 (m, 1H) , 1. 17 (m, 1 H) , 1. 6 3- 1. 9 7 (m, 6H) , 4. 
07 (s, 3H), 4. 09 (s, 3H) , 6. 86 (d, J = 6. 0 1Hz, 
1H) , 7.16 (dd, J = 9 . 52Hz, 22. 9 3 Hz, 1H) , 7. 6 
3 (s, 1H) , 7. 69 (s, 2H) , 8. 56 (m, 1 H) , 8. 68 (d, 
J = 6. 34Hz, 1H), 11. 47 (bs, 1H), 12. 88 (bs, 1 
H) Ht^ffi (ESI-MS, m/z) :4 7 0 (M + +1) 
mmmi 0 6 4 ; H-i/&u^*i/)Vjt])Vtf—))/- N j - {4- [ (6, 7-$? 

ffrlg© 1 -*/pv\*¥'> Sm^JY (80mg) ^MV^iM- 

n^\^-y->>b;i/^— ;i/ -fvft^7^-b^x^y-;v (lmi) iz^m^^ 
^^^4 - [ (6, 7-2>* h3^>-4-3^v*U-;i/) tf-^] -2-^;i/^- 

D7-'J> (5 Omg) s h;i^> (5ml) s ^^y— )V (1ml) tetiUXM. 

Mta^'JAWo^ h^^^-f-^ct DISU 4 7mg s 

1 %l?t#feo 

'H-NMR (DMSO — de, 4 0 0MHz) : <5 1 . 21-1. 39 (m, 6 
H), 1. 66-1. 90 (m, 5H), 3. 92 (s, 3H), 3. 95 (s, 
3H) , 6. 64 (d, J = 5. 1 2 Hz, 1H), 7. 12 (d 3 J = 8. 7 
8Hz, 1H) , 7. 35 (dd, J = 2. 55Hz, 11. 10Hz, 1H) , 
7. 41 (s, 1H), 7. 45 (s, 1H), 8. 09 (t, J = 8. 79H 
z, 1 H) , 8. 53 (d, J = 5. 37Hz, 1H), 11. 57 (s, 1 
H) , 12. 42 (s, 1 H) m.mmfx\U (ESI -MS, m/z) : 4 8 4 
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(M + +l) 

nnm 1 o 6 5 : n- {4 - [ (6 , 1 h±^zAn±z X 1M ±±kl 

7 x-M -N' - (3-xh^>7p;y^i/) T-Jrt'UT 

-fcm(D3-x- har>>7'D;V-f Y (80mg) ich;i/rc> (2 0m 

1) > mh^-)]y (1ml) £/jP£ 1 0 0 o CT« l»llfe 0 

Vft^>7^-h§x^y-;t/ (1ml) \zmM$^ ^£^4- [ (6, 7- 
if* h*->- A-^rJ U;i/) ^-^^>] T^U> (5 Omg) „ (5m 

1) N rc^y— ;b (lml) ^Jn^^MT2^at#bfeo H«£MISU#£> 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 0 . 9 2 - 0. 9 5 (m, 3 
H) , 2. 74 (m, 2H) , 3. 4 4-3. 4 6 (m, 2H) , 3. 64-3. 
6 5 (m, 2 H) , 3. 95 ( s , 3 H) , 3. 96 (s , 3 H) , 6. 44 

(d, J = 5. 37Hz, 1H) , 7. 43 ( s , 1 H) , 7. 49 (d, J = 
8. 7 8 Hz, 2H) , 7. 54 (s, 1H), 7. 70 (m, 1H), 8. 1 
6 (m, 1H) , 8. 53 (d, J = 5. 12Hz, 1H), 11. 71 (s, 
1H), 12. 32 (s, 1H) MMfrffim (E S I -MS, m/z) : 4 5 6 

(M + + 1 ) 

mnm 1066 :n- (4-^pp7^;^i/) -r - 14 - r (6, 7 - 

r{5iScD4-^PD^^y ^D7-< H (8 Omg) l^i$U::#£V> 4 - 

V3^>T* — h^^^y— ;i/ (lml) izmffiglt, ^£^4- [ (6, 7- 
^ h=^>- 4 -^^-^U-;b) 7f-^r^>] - 2-7)l7frt2T-V > ( 5 Omg) , 
b;i/^> (5ml) s )l> (lml) ^m^UT 2 B$ bfco HJS 

^7^-fci!)im ^©^#J^5 lmgs W6 7%f& 
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'H-NMR (DMSO-de, 4 0 0MHz) : 6 2 . 0 2 - 2. 0 5 (m, 2 

H) , 2. 63-2. 67 (m, 2H), 3. 67-3. 70 (m, 2H) , 3. 
93 (s, 3H) , 3. 96 (s, 3H) , 6. 66 (d, J = 5. 37Hz, 
1H) , 7. 14 (d, J=6. 59Hz, 1 H) , 7. 3 6 -7. 3 8 (m, 

1 H) , 7. 42 (s, 1H) , 7. 47 (s, 1 H) , 8. 08 (t, J = 8. 
7 8Hz, 1H) , 8. 56 (d, J = 5. 3 7Hz, 1 H) , 11. 71 (s, 
1H) , 12. 32 (s , 1 H) MAfrtitm (E S I -MS, m/z) : 4 7 9 
(M + +l) 

mmmi o 6 i :n- {4- r (6, i-v* h^->- 4-*; Ujk) a-^] 

-2-7MD7I-M -N J - [3- (^L±2kZ2k2-Z^2k) ZJBJlZJJk] 

tUIS©3- (^^;m;v7 7-/1/) 7n/v-f;i/ ^D7-{ f (80mg) * 
ffl^:£it££t£^ 3 - (^;w;i/7r- ;v) /n^v-f/i/ -fvW7*-h 

a^y— ;i/ (1ml) fc^ff^f-tt-x ^££^4- [ (6, 1 -*J * h^>- 4 
t N 7*U-;i/) Pt^^] - 2-7MD7-1J > ( 5 Omg) x h;i/^> (5m 

I) s (1ml) §Jn*£»T2l$IB!»H*bfco KJfc*&$ft»M*& 

Dim ^S0ft^*4 3mgs W5 7%trf#feo 

'H-NMR (DMSO-ds, 4 0 0MHz) : 5 2 . 7 4-2. 7 6 (m, 2 
H), 2. 79-2. 81 (m, 2H), 3. 17 (s, 3H), 3. 92 (s, 
3H), 3. 96 (s, 3H), 6. 65 (d, J = 5. 12Hz, 1H), 7. 
14 (d, J = 9. 27Hz, 1H), 7. 35-7. 38 (m, 1H), 7. 
42 (s, 1H), 7. 46 (s, 1H), 8. 08 (t, J = 8. 90Hz, 
1H), 8. 55 (d, J = 5. 12Hz, 1H), 11. 71 (s, 1H), 
12. 3 4 (s, 1H) WMfrffim. (ES I -MS, m/z) : 4 7 6 (M + + 
1) 

mmm 1 o 6 8 : n- ( 4 - g p p ^ y ^ -r - { 4 - r ( 6 , 7 - 
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TfcflR© 4 - ^ p d 7& J -i )l ^D7^fF (80m g) ^ffll^tRJ-^ 4 -. 

Vtti/T*— Y?£X-$> (lml) izmM^^:, ^£^4- [ (6, 7- 

^ h^-iy-4-^r^-^U-;i') -3-7MD7-'J> (5 Omg) s 

h;V^> (5ml) N (lml) §*Px.^T 2 B#^#bfeo 

^^-fcrJ: DliiMU *M©ib^t/§4 lmg, iR^5 4%^t#feo 
1 H — NMR (DMSO-de, 4 0 0MHz) : (5 2 . 0 2 - 2. 0 6 (m, 2 
H), 2. 63-2. 67 (m, 2 H) , 3. 68-3. 71 (m, 2H) , 3. 
9 7 (s, 3H) , 3. 98 (s, 3H), 6. 63 (d, J = 5. 61Hz, 
1 H) , 7. 44-7. 59 (m, 6 H) , 8. 07 (d, J = 1 1 . 95Hz, 
1H), 8. 59 (d, J = 5 . 61Hz, 1H) MAfrffim (ESI -MS, 
m/z) : 4 7 8 (M + + 1 ) 

mMni 0 6 9 :N- {4- [ (6, 7 -P* b*->- 4-*S V )V) 
-3-7/l/^D7x-M -N J - [3- (^^-J\yX)]/-7 T — )V) 7°un;^)V\ 

(UM©3- (^^vx/i/7 7-JP) rrpyiy-f ;i/ 707^ F (8 Omg) £ 
ffl^XW;te$£\,^ 3 - (y^w;i/7 7-;i/) yu^yjji v^-t^T^—Y 
^BUMbfeo 3- (^fji/XjV7 7-;p) T^n^y^/v ^v^^t*— h£ 
oi^y— ;i/ (lml) fc«f?£^ s -€£^4- [ (6, 7-^p< h^>-4-*- 
7-yj-;i/) 2}-^>] -3-7MD7-1J > (5 Omg) ^ h;i/x> (5m 

i) , y— jv (imi) ^m^un2mmmi^vrz 0 sMinif?) 
diiu mm(Dib-&m% 3 8mg s *k^5 o%-?t#7c 0 

1 H — NMR (DMSO-ds, 4 0 0MHz) : 6 2 . 5 4 (s, 3H) , 2. 
74-2. 81 (m, 4H), 3. 95 (s, 6H), 6. 51 (d, J = 5. 
12Hz, 1H), 7. 41 (s, 1H), 7. 48-7. 53 (m, 3H), 
8. 04 (d, J=10. 49Hz, 1H), 8. 50 (d, J=5. 12Hz, 
1H) , 11. 64 (s, 1H), 12. 59 (s, 1H) MMfrffim (ESI 



WO 01/47890 PCT/JPOO/09157 

664 

— MS, m/z) : 4 7 6 (M + + 1 ) 
lli 1 0 7 0 : N- (3 , 4-1?* h =*r->^> W -N J - {4 - 

C (6, 7 -it* h^>-4-^y u;v) gMrli] -3-7/i/tP7x-M ^ 
rfJlgcD3, 4 h3^>- 1 -^>-t? >^;i/^-;i/ ^D7^F (80m 

g) £ffl^;£i££#£^3 , 4 h3^> 1 ^v^> 

T* — b&iS&bfco 4- [ (6, 7-S>* h^r^-4-^-y U ;V) it^r^ - 
3-7MD7- U > ( 5 Omg) £ h;i/o:> (5ml) N m^y— ;V ( 1 m 

i) izmm^^t^ 3L^^-)\y (imi) izmm^^fc3, 4-v* h^>- 

h?^7J— KJ; DfSU ii©Mt54mg, JRap6 3 %Trf#feo 
1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 7 9 (s, 3H) , 3. 
81 (s, 3H), 3. 96 ( s , 3 H) , 5. 47 (b s , 1H) , 6. 38 

(bs, 1H) , 6. 4 4-6. 4 7 (m, 1 H) , 6. 54 ( d d , J = 2. 
52Hz, J=14. 79Hz, 1H), 7. 0 2-7. 08 (m, 3H), 7. 
37 (s, 1H), 7. 43 (s, 2H), 7. 49 (s, 1H), 7. 5 3- 
7. 57 (m, 2H), 8. 46 (d, J=5. 12Hz, 1H), 12. 64 

(b s , 1 H) MMfi-mm (ESI -MS, m/z) : 5 3 8 (M + + 1 ) 
Hflfcfflll 071 :N- {3-^PP-4 - [ (6, 1 -V* 4-*; U 

r(3lKc^3-ai h^ri/7'D;V^ vZTl'V Y ( 8 Omg) fc b;i/:c> (2 0m 
1) s M.lk3-*-)l (1ml) 1 0 0°C^ lBfPBMiLfco M£^f£b 

f#£>tlfc3-^ Y*i/7°Xinj j )\, 7D7-f F£ffll>;fcitM3££^3-rc h 
7D/V^/V ^Vfti>7^-hrilLfeo 3-ih^ri/7D/V^/l/ -i 
V^^t/T^—Y^^^*—)V (1ml) lzmffl£&, ^^a3-7D0-4- 
[ (6, 7-^ h^>-4-^7U;V) ^^>] 7-'J> (5 0mg) , h;i/ 
3z> (5ml) s (1ml) ^jP^.^^2^^ii#bfeo HJfo?t£ 
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1 H — NMR (DMSO-de, 4 0 0MHz) : 6 1 . 06-1. 13 (m, 3 
H) , 2. 72-2. 75 (m, 2 H) , 3. 44-3. 47 (m, 2 H) , 3. 

6 4-3. 6 7 (m, 2 H) , 3. 95 (s, 3H) , 3. 97 (s, 3H) , 
6. 63 (d, J = 5. 37Hz, 1 H) , 7. 29 (d, J=8. 54Hz, 
2H) , 7. 44 (s, 1H) , 7. 56 (s, 1H) , 7. 78-7. 82 
(m, 2H), 8. 59 (d, J = 5. 61Hz, 1H), 11. 51 (s, 1 

H) Wmfttirm (E S I -MS, m/z) : 4 9 0 (M + + 1 ) 
liil 072 :N- {4 - [ (6, b*is- V )V) ^^->>1 

7 -N J - b^ftJ ±J]y±^_UT 

TfJlK© K^^y-r v &.7t/y Y (8 0mg) (20ml) s ttMb^ 

(1ml) &iP*.l 0 0°C-ei^»^Lfco ««*e*b^&iifc 

^bfeo F^^y-r;v -YVft^7^-h$x^y-;i/ (lml) 

^^a4 - [ (6, 7-^ VJV) Tt^r^l 7—V> (5 0m 

g) s h;V^> (5 ml) s m^y— ;i/ (lml) £flnS.gM"C 2 lf»lfc 0 

v h £^ 7 -f —izX DftMbs mm(Dfc&m% 5 8mg s W6 0%-r#feo 
1 H — NMR (CDCla, 4 0 0MHz) : 6 0 . 8 7-0. 8 9 (m, 3H) , 
1. 27 (m, 14H), 1. 71-1. 72 (m, 2H), 2. 39-2. 4 
3 (m, 2H) , 3. 49 (s, 2H) , 4. 06 (s, 3 H) , 4. 08 (s, 
3H), 6. 59 (d, J = 5. 61Hz, 1H), 7. 21-7. 26 (m, 
4H) , 7. 55 (s, 1H), 7. 59 (s, 1H), 7. 79 (d, J=8. 
9 8 H z , 1H), 8. 52 (d, J = 5. 61Hz, 1H), 8. 66 (bs, 
1 H) !M##Ht (E S I -MS, m/z) : 5 3 8 (M + + 1) 

mmmi 073 :n- {4 - r (6, 7 h*->- 4-*; ujkl a- 3^1 

7x_M -N J -5^ F7r7jy^/l/^^^l/7 

r^McD^ hvr*; >^7^>y K (8 Omg) Iz h;i/^> ( 2 0ml) , 

fctt-jv (lml) §Jnx.i o o°c-e iH#p H iia^bfeo ^^^*u#e>nfe 
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ml) izmffl^lt, ^£^4- [ (6, 7-^h^>-4-^;'J;v) Jr* 
j/] T— U> (5 Omg) \ h;i/^> (5ml) N :n#.7 — ;i/ (1ml) ^Ja^. 

1 H — NMR (CDC la, 400 MHz) : 6 0. 87-0. 90 (m, 3H) , 
1 . 2 7 (m, 2 0 H) , 1 . 7 3 (m, 2 H) , 2 . 4 0-2. 4 4 (m, 2 

H) , 4. 08 (s, 3H) , 4. 12 (s, 3 H) , 5. 29 (s, 1 H) , 

6. 65 (d, J = 6. 09Hz, 1 H) , 7. 23-7. 26 (m, 2 H) , 

7. 58 (s, 1 H) , 7. 83-7. 85 (m, 3H) , 8. 52 (d, J = 
6. 09Hz, 1H) , 8. 63 (bs, 1H) IlMfi (ESI -MS, m 
/z) : 5 6 6 (M + + 1) 

HfflBflOl 0 7 4 :N- 14- [ (6, Y^-^-A-^-J U;V) £jP2J 

7 x=;i/} -N J - (_2^i2L±2k^jL&Zd!Jk) ^a-fri^y 
TUg£© 2 -^^;i/^=^-9V-f vPTisy K (8 Omg) td h;]/m> (2 0m 

I) s m^^r—)^ (lmi) ^jnx. i o o°ct i^p^»b^o $88i£©3cb" 

i/7^.-h^x^y-;i/ (lml) izmm^-^s ^^^4- [ (6, 7-i^ h 

u;v) ^3^>] U > (5 Omg) . h;i/^> (5ml) ^ ^ 

(imi) §ijpx.^-e2Btp e m#bfec R^m^mmu^^titcm^ 

mM(D\^m^. 5 4 mgs Ms 6 8 %-£f#fco 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 0 . 8 6 - 0. 8 9 (m, 4 
H) , 1. 10 (d, J = 6 . 83Hz, 3H) , 1. 27-1. 32 (m, 5 
H), 2. 74-2. 76 (m, 1H), 3. 94 (s, 3H) , 3. 96 (s, 
3H), 6. 58 (d, J = 5 . 97Hz, 1H), 7. 31 (d, J = 8. 7 
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8Hz, 2H) , 7. 42 (s, 1 H) , 7. 52 (s, 1 H) , 7. 78-7. 
82 (m, 3H) , 8. 55 ( d , J = 5 . 37Hz, 1H) , 11. 50 (s, 
1 H) WMfrtiriM (ESI -MS, m/z) : 4 6 8 (M + + 1) 
jljl 0 7 5 : N- {4 - [ (6 , 7-*J* Y*i/- 4 -^y'JiV) ^->1 

-2-7;i/tP7x-;i/} -N J - ijjrjjy £2k±ji$LkiZ 
TfrlK© K^^y-f v2"r*/v Y (80mg) \z h;i/rc> (20ml), ffi-fb^ 
(lml) §M100°CT-lWDibfec ^^@*U#fetife 

Mhfeo Y^tiJ4)V 'fV^m-h^y-;!/ (lml) 
^d-\4 - [ ( 6 , 7-^h^>-4-^'J;i/) ^=¥^] - 2 -7;M-D- 
'J > (5 Omg) s h;V^> (5ml) s J — JV (lml) %tltiX^.U 

* 6 8 %T*f#fco 

1 H — NMR (CDCla, 4 0 0MHz) : 6 0 . 8 6-0. 8 9 (m, 6H) , 
1 . 2 6 - 1. 2 7 (m, 6 H) , 1. 56-1. 64 (m, 1 1 H) , 4. 0 
9 (s, 3H) , 4. 17 (s, 3H) , 6. 78 (d, J = 6. 34Hz, 1 
H) , 7. 08-7. 13 (m, 2 H) , 7. 26 (s, 1 H) , 7. 59 (s, 
1H) , 8. 12 (b s, 1H) , 8. 56 (d, J = 6. 3 4 Hz, 1H), 
8. 62 (m, 1H) , 8. 79 (bs, 1H) WMfrffim (E S I -MS, m 
/z) : 5 5 6 (M + + 1 ) 

Hi 1076 :N- {4 - [ (6, b*->- 4-*y V )V) Jr*->1 

- 2 -7MP7xr ;i/> -N' -f h?^;^;!/^ 1 )!// 

fTO©^ h^^JjJJ vtT*yy Y (8 Omg) Iz h;i/^> (20ml) , iM. 

(imi) ^mx.i o o°ct? iB#p»^bfc 0 mm%m£u%t>thtz 

T^— h^fS^bfeo ^V^m-h^^-A (1 

ml) fc»jS?^f-&s ^ua3-^dd-4 - [ (6, 7-^^ h^^-4-^y 
*3^>] T-U > ( 5 Omg) s h;i^> ( 5 ml) N ;]/ ( 1 m 



WO 01/47890 PCT/JPOO/09157 

668 

i) £fln*^fiT?2i$rafli#Lfco Mjj£-^^^iiu#e»tifea^^^DD^;i/A 

£5 8mg\ 

1 H — NMR (CDC1 3 , 400MHz) : SO. 86-0. 8 9 (m, 3H) , 
1.27 (m, 18H) , 2. 49 (m, 2H) , 2. 5 8 - 2. 5 9 (m, 4 
H) , 4. 11 (s, 3H) , 4. 17 (s, 3 H) , 6 . 3 8 (m, 1 H) , 
7. 08-7. 11 (m, 2H), 7. 35 (s, 3H), 7. 61-7. 63 
(m, 2 H) , 8 . 17 (m, 1 H) R«^*f« (E S I -MS, m/z) : 5 
8 4 (M + + 1 ) 

iijl 077 :N- {3-^PP-4 - f (6, 7-^p< U 
tUIMCD 2 -^^;V\3r1?V-f v9Yi/y P (80mg) fch;i/x> (20m 

i) s mtz-it-fr dmi) &jpx. i o o°ct- lWfHjn^u&o »«*e*b 

i/T^— (1ml) fci&jW^s -?£-x3-^PP-4- [ (6, 

i -y* h^>-4-^y u;i/) *)-^>] 7-'j> (5 Omg) s b;i/^> (5 

ml) s ^^y— ;i/ (1ml) £Jn£^T2B#|!8jft#bfc«, ,KJi&ft&gMlL& 

1 H — NMR (DMSO-de, 4 0 0MHz) : <5 0 . 8 4-0. 9 4 (m, 5 
H), 1. 03-1. 11 (m, 4H), 1. 25-1. 59 (m, 4 H) , 3. 
94 (s, 3H) , 3. 96 (s, 3H), 6. 42 (d, J = 5. 37Hz, 
1H), 7. 42 (s, 1H), 7. 47 (d, J=8. 78Hz, 1H) , 7. 
53 (s, 1H) , 7. 70-7. 73 (m, 1 H) , 8. 17-8. 19 (m, 
1H) , 8. 51 (d, J = 5. 1 2 Hz, 1H) , 11. 58 (s, 1 H) , 
12. 6 2 (s, 1H) Wmmnm (SSI-MS, m/z) : 5 0 3 (M + + 
1) 

mmm 1 o i 8 : n- (2 -^pp^>vw;i/) -v - {4- [ (6 , 7 -v 
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-^DD- 1 -^>-lf ;i/ 'fV^^T^-h (5 0// 

1) (1ml) fc^?^^ ^£^\4- [ (6, 

4-^^<j;i/) - 2, 3-^W-'J>(5 0mg)^ h;v^> 

(5ml) \ (1ml) §iPx.^T 2 B#P^Ji#bfeo S«£«t 

— ^J: ?)1IU mm(Dlh-&m* 6 8mg s U«8 5%Tf#fco 
J H — NMR (CDC Is, 400MHz) : 6 2. 18 (s, 3H) , 2. 35 
(s, 3H) , 4. 07 (s, 6H) , 6. 35 (d, J = 5. 37Hz, 1 

H) , 7. 07 (d, J = 8. 54Hz, 1H), 7. 26 (s, 1H) , 7. 
44-7. 49 (m, 2 H) , 7. 52-7. 57 (m, 3H) , 7. 61 (s, 
1 H) , 7. 68 (d, J = 7. 32Hz, 1H), 8. 48 (d, J=5. 3 
7Hz, 1H), 9. 41 (bs, 1H) StM^fffg (E S I -MS, m/z) 

: 5 2 3 (M + + 1 ) 

mmmi 079 : n- {4- [ (6, 7-^ h^-4-^y u;i/) ^-^r 

->] -2, 3 ;v> — N' - ( 3 -p<^;v^>vV;i/) ^a-fri/T 

r{Jl£©3 1 yjjjltf— )]y ^V^^>7^- h (50// 

I) $x^y-;v (1ml) izmm^&s ^^^4- [ (6, 7-^h^>- 
4-^;';^) t^J'] -2, 3-^^7-'J> (5 0mg)s h;Va:> 

(5ml) s (1ml) ^JP^^rU^ 2 B^HTOfLfco KlS^SMai 

'H-NMR (CDC Is, 400 MHz) : 8 2 . 24 (s, 3H), 2. 34 
(s, 3H) , 2. 47 (s, 3H) , 4. 07 (s, 6H) , 6. 35 (d, 
J = 5. 37Hz, 1H), 7. 06 (d, J = 8. 54Hz, 1H), 7. 2 
6 (s, 1H) , 7. 4 3-7. 4 9 (m, 3H) , 7. 55 (d, J = 8. 7 
8Hz, 1H), 7. 61 (s, 1H), 7. 71-7. 74 (m, 2H), 8. 
48 (d, J — 5 . 1 2 Hz, 1H), 9. 23 (s, 1H) £tfi#*fffi (E S 
I - MS, m/z) : 5 0 2 (M + + 1) 
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mmmi 0 8 0 : N- {4- [ (6, h^-4-^y U;i/) 

*/} -2, 3-^^f;i/7i-M — n j - (4-^^-;i/^>VW;v) 

TfJlgcD4-^5 L ;i/- 1 ^fV^>7*-h (50// 

1) ;P (1ml) \zmffi£&, ^^M- [ (6, 7-^ h^>- 

t^r^] - 2, 3-^^V7-'J>(5 0mg), 
(5ml) s (1ml) £iD;tgffi^2l$IHIft#b&o Rfam&WMi 

— 13 «t t> MIL, mmcD^m^: 6 0 m g\ JR* 7 8 %T^#feo 

'H-NMR (CDC Is, 400 MHz) : 52. 18 (s, 3H) , 2. 33 

(s, 3H) , 2. 47 (s, 3H) , 4. 07 (s, 6 H) , 6. 35 (d, 
J = 5. 37Hz, 1 H) , 7. 26 (s, 2H) , 7. 37 (d, J = 7. 8 
1Hz, 2H) , 7. 44 (s, 1 H) , 7. 54 (d, J = 8. 78Hz, 1 
H) , 7. 61 (s, 1H) , 7. 83 ( d , J = 8. 2 9Hz, 2H) , 8. 
4 8 (d, J = 5. 3 7Hz, 1 H) , 9. 2 2 (bs, 1H) !K»#M (E 
SI-MS, m/z) : 5 0 2 (M + +l) 

mmm 1 0 8 1 : N - { 4 - [ ( 6 , 7-^h^-4-^'J^) £jf; 
->] - 2, 3 -¥*3-)\s7 ^-M -N' - (4--hP^>V'^;i/) ^^1/7 

7UIk©4-— h D — 1 -^>Hf >>b;i/^— ;v h (3 0m 

g) £;n#y— ;i/ (1ml) fc^P^^ ^£-n4- [ (6, 7-^p< h3^>- 
4-*cS VJV) -2, 3-^W-'J> (5 0mg)s 

(5ml) x ;i/ (1ml) §JP^.^MT» 2 «p|Bli*#bfco 

1 H — NMR (CDCL, 4 0 0MHz) : 6 2 . 4 2 (s, 3 H) , 2. 34 
(s, 3H), 4. 07 (s, 6H), 6. 35 (d, J = 5. 12Hz, 1 
H), 7. 07 (d, J = 8. 54Hz, 1H), 7. 27 (s, 2H), 7. 
44 (s, 1H), 7. 52 (d, J = 8 . 54Hz, 1 H) , 7. 61 (s, 
1H), 8. 17 (d, J = 9. 03Hz, 2H), 8. 42 (d, J=9. 0 
3Hz, 2H) , 8. 48 (d, J = 5. 12Hz, 1H) Hfi^jffit (ESI 
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-MS, m/z) : 5 3 3 (M + + 1) 
mtMMl 0 8 2 : N- ( 4 - ^ P W — N 3 - {4- f (6, 7-^ 

rt?M©4 -^DD- 1 -f V^-^ri^T^— V (5 0/z 

1) — JV (1ml) izmmg^, ^^^4- [ (6, 7 -V* 

4-*S V - 2 , 3-^W-'J> (50mg) s b;i^> 
(5ml) , ;i/ (1ml) %Mz.MUT" 2 B#^a#bfeo M«£«t 

1 H — NMR (CDC Is, 400MHz) :52. 19 (s, 3H), 2. 33 
(s, 3H) , 4. 06 (s, 6H) , 6. 35 (d, J = 5. 1 2Hz, 1 

H) , 7. 06 (d, J = 8. 54Hz, 1 H) , 7. 26 (s, 1 H) , 7. 
44 (s, 1H) , 7. 51-7. 56 (m, 3 H) , 7. 61 (s, 1 H) , 
7. 89 (d, J = 1 1 . 22Hz, 2H), 8. 48 (d, J = 5. 37Hz, 
1H), 9. 22 (bs, 1H) m.m.mfxm. (ESI-MS, m/z) : 5 2 3 
(M + +l) 

mMMl 0 8 3: N- (3-^pp^>vV/1/) -N' - {4- [ (6, 7-3? 
* h^r->-4 -^-y Ujkj ~ 2 , 3 -^p<^;V^ ji-;1/> ^fri^y 

rfJ|S©3 -^PD- 1 -^>-fc? ^V^^7^-h (50/i 

I) ;]/ (1ml) (3^?^^ ^Ia4- [ (6, h^>- 

4-^yu;i/) ^-dr^>] -2, 3-Wf;t/7-'j>(5 0mg)s h;i/^> 

(5 ml) s 31^7 (1ml) ^in^SSt 2 B#Hg*ft#L£o ^rt^Mli 

— J-J^lfMU mm(Dik-&m% 7 Omg, iR¥8 7%^t#fc 
'H-NMR (CDC la, 400MHz) : 52. 19 (s, 3H) , 2. 33 
(s, 3H), 4. 07 (s, 6H), 6. 35 (d, J = 5. 37Hz, 1 
H), 7. 06 (d, J = 8. 54Hz, 1H), 7. 26 (s, 1H), 7. 
44 (s, 1H), 7. 49-7. 54 (m, 2H), 7. 61 (s, 1H), 
7. 65 (d, J = 9. 03Hz, 1 H) , 7. 80 (d, J = 1 0 . 49Hz, 
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1H), 7. 95 (s, 1H) , 8. 48 (d, J = 5. 12Hz, 1H) , 9. 
2 4 (b s, 1 H) WAfrtifm (E S I -MS, m/z) : 5 2 3 (M + + 1 ) 
§11 1 0 8 4: N-^>W;V-N J - {4- [ ( 6 , 7-*J* h^->- 4- 

rfflgCD 1 ;i< >fv^>^- h (50/zl) — )]/ 

(lml) ^^a4- [ (6, U;W) # 

- 2, 3 -i^p<^;VT-iJ > (5 Omg) s (5ml) % J 

(lml) SiPitSfiT!2Nf|ffl«#bfco Sife**JMBb»6tbfc»**^ 

DD*;i/A/7t h >mm-?&$'VJtjyj),j?ri v h^^y-r — J: DJMttu ^ 

1 H — NMR (CDC 1 3, 400 MHz) : 2 . 19 (s, 3H) , 2. 34 
(s, 3H), 4. 07 (s, 6H), 6. 35 (d, J = 5. 37Hz, 1 

H) , 7. 06 (d, J = 8. 5 4Hz, 1 H) , 7. 26 (s, 1H), 7. 
44 (s, 1H) , 7. 49-7. 61 (m, 4 H) , 7. 67-7. 70 (m, 
1H), 7. 94 (d, J=8. 54Hz, 2H) , 8. 48 (d, J = 5. 3 
7Hz, 1H) , 9. 27 (bs, 1H) JP»#*H6 (ES I -MS, m/z) 

: 4 8 8 (M + + 1 ) 

nmmi 085:n-{4-[(6, 7-^ y^^-a-*; u;i/) 

->1 - 2, 3 -sm ^=jkl -N J - (2-*J L Ji"<> s Jj )D 3-3rt>\sT 

rfrIK©2 -*9-JV- 1 -^>-fc? >#;i/^:=: ;i/ -fV^>7^ - h (5 0 

I) ;i/ (lml) £$§JS?£-B\ -€£^4- [ (6, 7-^h^>- 

4-^'j;i/) t^>] - 2, 3-^W-iJ> (5 0mg), h;v^> 

(5mi) N jv (lmi) %im%.g.U'e 2mmm&hito RmwL&mm 

'H-NMR (CDC 1 3, 400MHz) : 6 2 . 19 (s, 3H) , 2. 35 
(s, 3H), 2. 59 (s, 3H), 4. 07 (s, 6H), 6. 35 ( d , 
J = 5. 37Hz, 1H), 7. 07 ( d , J = 8. 78Hz, 1 H) , 7. 2 
6 (s, 1H), 7. 33-7. 36 (m, 2H), 7. 45-7. 49 (m, 



WO 01/47890 PCT/JPOO/09157 

673 

2 H) , 7. 55-7. 61 (m, 3 H) , 8. 48 (d, J = 5. 12Hz, 
1 H) , 8. 9 6 (b s, 1 H) W&ftVfiM (ESI -MS, m/z) : 5 0 2 
(M + + 1) 

mmmi o 8 6 : n- (2, 4-^^pp^>vv;i/) -r - {4- r (6, 

7 -PJ. h*->- 4-*; U;i/) ^-^r->] - 2, 3 -^^;v:7 ji-M 
rfJlScD2, 4 -y^nn- 1 -^y'izytiJl^-jv ^D7^F (80mg) 

— h&l«b;fco 2, 4-^^DD-i-^>t*>7jM-;i' -f y^;t:>:7;?. 
-^£al^y— ;v (1ml) izmBZ^ ^^4- [ (6, 7-^y h=^>- 

-2, 3-^^7-'J> (5 0mg)s h;i^> 
(5ml) s 3i^7 (1ml) £#D>t^T- 2B#|^Ji#bfeo M^£vjt$is 

1 H — NMR (CDC 1 3, 400MHz) : <5 2 . 19 (s, 3H) , 2. 37 
(s, 3H), 3. 35 (s, 6H), 6. 70 (d, J=6. 59Hz, 1 
H) , 7. 11 (d, J = 8. 5 4Hz, 1H) , 7. 34 (dd, J = 1. 9 
5, 8. 29Hz, 1H) , 7. 45-7. 48 (m, 2H) , 7. 56-7. 
72 (m, 5H), 8. 54 (d, J = 6. 31Hz, 1H) Kfi^tHI (ES 
I-MS, m/z) : 5 5 7 (M + +l) 
mMMl 0 8 7 : N- 14- [ (6 , 7 -V* h^>-4-^y \) )),) Jr* 

->1 - 2, 3 -*J*3-)]/7 3i-;i/> -N' - (4 -y> h^>^>^;i/) ^Jr^u 
X_ 

rUIgCD4-p< b3^>- 1 -^O^yfjJV^-JV K (8 Omg) 

i^iS£fc:t£^4 -y h^r->- 1 -^>-if>^;i/^r:;i/ ^v^i/7^-h§l 
Hbfco 4-^ h3^- 1 -^>-t? >*;i/^-;i/ ^ V5^>:p^- h y 

— ;i/ (1ml) fiA4 - [ (6, 7-^ h^^-4-^-y U 

)]y) ^^>3 -2, 3-^WriJ> (5 0mg) s hibx> (5ml) , 
(imi) ^ijp^^-r- 2I$M#Lfco ^r^^ailbfi&nfcB 
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b^ ^SO-fb^* 5 5mg, W6 9%Tr#fco 

1 H — NMR (DMSO-de, 4 0 0MHz) : (5 2 . 09 (s, 3H) , 2. 
22 (s, 3H) , 3. 86 (s, 3H) , 3. 95 (s, 6H) , 6. 29 

(d 5 J = 5. 37Hz, 1H) , 7. 06-7. 12 (m, 3H) , 7. 40 
-7. 46 (m, 2H) , 7. 57 (s, 1H) , 8. 05 (d, J = 9. 03 
Hz, 2H), 8. 47 (d, J = 5. 37Hz, 1H), 11. 47 (bs, 
1 H) , 3. 9 5 (b s, 1 H) WMfrffim (E S I -MS, m/z) : 5 1 8 

(M + + 1 ) 

gjj 1 0 8 8 : N- (2 , 4 VJLM ~N J - (4- [ (6 , 

b*->- 4-*; u;iQ -2, 3-^^;i/7x-;v} ^t> 

1/7 

rfa|g©2, 4 -^^;V^-P- 1 ;P ^n^^fF (8 0m 
g) ftJUvScflRfcUfcl^, 4 -i?7)]sJrn- 1 >#;i^- ;v >fv?* 

^T* — h£gS!gbfco 2, 4-*J?))/*v- 1 -'O-t? >>b;i//Jf-;i/ ^vf 
^>T^ — h^^^y— ;i/ (1ml) ^^^4- [ (6, 

j.dp^_4_^y ^-dri/] -2, 3-^^7-'J> (5 0mg) s h 

Jl=cy (5ml) s — JV (1ml) ^liWXmMr^: 2 mm M#Lfeo 

'H-NMR (CDCL, 400MHz) : <?2. 17 (s, 3H), 2. 34 
(s, 3H), 4. 09 (s, 3H), 4. 11 (s, 3H), 6. 49 (d, 
J = 6. 59Hz, 1H), 6. 87-6. 93 (m, 2H), 6. 99-7. 
15 (m, 2H) , 7. 2 6 -7. 3 0 (m, 1 H) , 7. 5 7 - 7. 6 4 (m, 
2H), 8. 09-8. 17 (m, 2H), 8. 49 (d, J=6. 58Hz, 
1 H) WAfrffiiM (E S I -MS, m/z) : 5 2 4 (M + + 1) 

mmmi o 8 9 : n- (4-^pp^;y;p) -n j - {4- r (6, 

rUIS©4-y pd- 1 -^>-tf >±/;i/^-;i/ >f v^^>7^ - h (50// 
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1) J— )\y (1ml) izmmg^ -^£^4- [ (6, 7 -V* b3^>- 

4-^cJ U;i/) ;t^>] U> (5 Omg) s (5m 

i) N ^zj-K (imi) sjn^^mt?2^a#bfco siife**«iBb»e) 

1 H — NMR (CDCL, 4 0 0MHz) :52. 29 (s, 3 H) , 4. 04 
(s, 3H) , 4. 06 (s, 3H) , 6. 59 (d, J = 5. 37Hz, 1 

H) , 7. 09-7. 12 (m, 2 H) , 7. 26 (s, 1H) , 7. 44 (s, 
1 H) , 7. 53-7. 58 (m, 3 H) , 7. 83-7. 89 (m, 3 H) , 
8. 53 (d, J = 5. 37Hz, 1 H) , 9 . 19 (bs, 1H) H*^*f« 

(ESI-MS, m/z) : 5 0 9 (M + +l) 

WfcMl 0 9 0 : N- {4 - [ ( 6 , 7-*S* ^^>-4-^;'J;l/) £jP 

->1 - 2 -^^-jvy ^—jv} -n' - ( 2 -^^-;i/^>vV;i/) tt^VT 

rU|g© 2 1 >jj 4 Vtti/T^— b (5 0,a 

I) ^oi^ ;i/ (1ml) -?^-\4 - [ (6, 7-^* h*->- 
4-*; U;i/) - 2 > ( 5 Omg) N hJV^> (5m 
1) s (lml) *jpA^»Tf2KrBa«^bfco £jffc*£*»b»& 

1 H — NMR (CDCb, 400 MHz) : 52. 41 (s, 3 H) , 2. 58 
(s, 3H) , 4. 05 (s, 3H), 4. 06 (s, 3H) , 6. 59 (d, 

J=5. 3 7 Hz, 1H), 7. 09-7. 12 (m, 3H) , 7. 26 (s, 

1H) , 7. 34-7. 35 (m, 1H) , 7. 44 (s, 1 H) , 7. 48 
(t, J = 7. 56Hz, 1H) , 7. 53 (s, 1H), 7. 59 (d, J = 

7. 81Hz, 1H), 7. 84 (d, J = 8. 54Hz, 1H), 8. 53 
(d, J = 5 . 12Hz, 1H), 8. 95 (bs, 1H) WMfrffim (ESI 

-MS, m/z) : 4 8 8 (M + + 1 ) 
glil 091 :N- f4- [ (6, 7-*J* h**/-4-*S U;i/) 

->] - 2 -^^;i/7i_ ;i/> -n j - (3-y)}/*ns<>yj))/) 
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rfjjR<© 3 - n- i-^y^yii)^-)]/ ^D7-f f (80mg) Iffl 

(1ml) ^^^4-. [ (6, 7-^ h^>-4-^y>J 

^3^] -2 -^W-'J> (50mg) N h;v^> (5ml), 
-;V (1ml) §iD^.^UT2B#P H ia#bfeo RJiM£ffi^U#k;ftfca££^ 
DD^/VA/7-fe h>MI|-r^->U^^;i/^DV h^77^-tj;!)ilU 
M©^fb^^6 4mgs l%Tf#feo 

'H-NMR (CDCb, 4 0 0MHz) : £ 2. 39 (s, 3H) , 4. 05 
(s, 3H) , 4. 06 (s, 3H) , 6. 59 (d, J = 5. 37Hz, 1 
H), 7. 09-7. 12 (m, 2H), 7. 26 (s, 1 H) , 7. 36-7. 
41 (m, 1H), 7. 4 4 (s, 1 H) , 7. 53-7. 59 (m, 2H), 

7. 66-7. 71 (m, 2H) , 7. 84 (d, J = 8. 29Hz, 1 H) , 

8. 54 (d, J = 5. 12Hz, 1 H) , 9. 19 (bs, 1H) Kfi^/fffi 
(ESI -MS, m/z) : 4 9 2 (M + + 1) 

mmmi 092 : n- {4- c (6, i-v* h^>-4-^y ua) 

->] - 2 — n' - (4 hP^<>vV;i/) ^fri^T 

r|5lg©4-— h P- 1 -^<>^>^J]y^—JV -fVf^^>7^- h (3 0m 
g) ;v (1ml) tMP^iis ^£^4 - [(6,7 h3^>- 

4 :t3^>] - 2 U > ( 5 Omg) , h)l*-> (5m 

i) s )\y (imi) §ipx^-^2B#M#bfe 0 Bt)fom*mmu%t> 

'H-NMR (CD C Is, 400MHz) : 6 2 . 39 (s, 3H) , 4. 05 
(s, 3H), 4. 06 (s, 3H), 6. 59 (d, J = 5. 37Hz, 1 
H) , 7. 11-7. 13 (m, 2H) , 7. 26 (s, 2H) , 7. 44 (s, 
1H), 7. 52 (s, 1H), 7. 83 (d, J = 8. 54Hz, 1H), 8. 
13 (d, J = 9. 03Hz, 2H) , 8. 42 (d, J = 8. 78Hz, 2 
H), 8. 54 (d, J = 5. 37Hz, 1H) m.m.mn\U (E S I -MS, m 
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/z) : 5 1 9 (M + + 1 ) 
Itti 0 9 3 :N- 14 - r (6, 7-*J* h*is- 4-*; V 

->1 - 2 zL^±Jk2. ^—M -N' - (4 -7;v^-p^> ^fri^T 
rf?K(D4->';V^-n- 1 -^>-tf ^D7^f F (8 0mg) 

ILL 4-7)l/$-u- 1 -^>-l£ V3^>r*— h £^ y 

— ;P ( lml) J;r^?£ii\ ^^^4- [ (6, 7-^p< h^>-4-3ry V 
JV) #3^] - 2 -^^)]s-r-V > (50mg) N h;Prc> (5ml) s J 

(imi) itmz- mux* 2 u§ tt# l & o TO^iiun^tifei^^^ 

I©{b^K3 5mgs lR*4 4%-^t#feo 

1 H — NMR (CDCla, 4 0 0MHz) :d2. 39 (s, 3 H) , 4. 05 
(s, 3H) , 4. 06 (s, 3H) , 6. 59 (d, J = 5. 37Hz, 1 
H) , 7. 09-7. 12 (m, 2 H) , 7. 23-7. 28 (m, 3H), 7. 
44 (s, 1H) , 7. 53 (s, 1 H) , 7 . 84 (d, J = 8. 29Hz, 
1H) , 7. 96-7. 99 (m, 2 H) , 8. 53 (d, J = 5. 37Hz, 
1H), 9. 19 (bs, 1H) MMfrffim (E S I -MS, m/z) : 4 9 2 
(M + + 1 ) 

mmmi 094:N-|4-[(6, h**>- 4-* J Ujk) a~=fr 

Tf5lS©2 -7;1/^-p- 1 -^>-tf ^P7^ F (80mg) 

— ;V (lml) ^£-.4- [ (6, 7-^p< h^>-4-3f-y >J 

;p) ;t=^>] - 2 -^3-)\sT- U > ( 5 Omg) N h;i/^> (5 ml) s J 
(lml) §jDX.^^2B#f^ii#bfeo SJ&&£$iS®L^£ftfca££* 

M©Yb^-tl^4 lmg, W5 2%T^#feo 

1 H-NMR(CDC1 3 , 400MHz) : £2. 39 (s, 3H), 4. 05 
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(s, 3H) , 4. 06 (s, 3H) , 6. 59 ( d , J = 5. 37Hz, 1 

H) , 7. 09-7. 12 (m, 2 H) , 7. 24-7. 29 (m, 3 H) , 7. 
39 (t, J = 7 . 6 8 H z , 1 H) , 7. 44 (s, 1 H) , 7. 53 (s , 
1H) , 7. 64-7. 69 (m, 1 H) , 7. 86 (d, J = 8. 29Hz, 
1H) , 8. 12-8. 16 (m, 1 H) , 8. 53 (d, J = 5. 12Hz, 

i h) rn.rn.mnm. (esi-ms, m/z) : 4 9 2 (m + + d 

iljl 0 9 5 : N- {4 - [ ( 6 , h*5s- A-*J U;V) 

->] - 2 -^f;i/7 -N' - (4-p< h^r->^>VW;i/) ^-a-fr^T 

TUIK0 4 Y*is- 1 >jb;i/si?— ^P7^f h* (80mg) £JE^ 

bfeo 4 hdr->- 1 -^>Hf ^v^^T^-h^x^y- 
;i/(lml) fc»t s ^^a4- [(6, 7 h^>-4-3ryy;i') 
;fr=^>] -2 U > (5 Omg) s h;i/3i> (5ml) s o^y— ;i, 

(lml) SJa^^Mt?2I^Mft#bfeo SMSIllf^M^S^DD 

1 H — NMR (CDC 1 3, 400MHz) : 6 2 . 40 (s, 3H) , 3. 92 
(s, 6H), 4. 05 (s, 3H), 7. 03-7. 11 (m, 4H), 7. 
26 (s, 5H), 7. 56 (s, 1H), 7. 90-7. 92 (m, 3H) I 
m^-mU (ESI -MS, m/z) : 5 04 (M + +l) 

mmmi o 9 6 : n- 14 - r (6 , 7-*j* v**/- a-*; u;i/) &± 

- 2 •? ^— M -n j - (4 -^^i/^ovV/v) ^-a-fri^y 
?|5I£©4 l -^>Hf ;i/ ^fvft^7^-h (50// 

I) ^oi^y— (lml) -=£ CH-n 4 - [ ( 6 , 7-^ h=^>- 

U;V) ^^>] -2-^^l/7-V> (5 Omg) , h;i/:n> (5m 
1) N )]y (lml) $So^.^Mt?2^«#bfco £J*tfS£«i»M3e> 

DilU ^0©<b^rtJ§44mg N W5 6°/otllfeo 

1 H — NMR ( C D C 1 3 , 400MHz) : 52. 39 (s,3H), 2. 47 
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(s, 3H) , 4. 05 (s, 3H) , 4. 06 (s, 3H) , 6. 59 (d, 
J = 5. 37Hz, 1H) , 7. 08-7. 12 (m, 2 H) , 7. 26 (s, 
1H) , 7. 36 (d, J = 7. 81Hz, 2H) , 7. 44 (s, 1 H) , 7. 
53 (s, 1H), 7. 81-7. 86 (m, 3H) , 8. 53 (d, J = 5. 
12Hz, 1H), 9. 19 (s, 1H) R*#*rtt (ES I -MS, m/z) 
: 4 8 8 (M + + 1) 

mmmi o 9 7 : n- (2-^pp^>^;i/) -r - {4- r (6, 

tM©2 -^pp- 1 -^>Hf ;i/ ^vft^7^-h (5 0/z 

1) — ;i/ (1ml) izmm^^s -€£^4- [ (6, 

4-^/ 'J;i/) #3^] - 2 -^f;i/7-'J > (50mg) , h;i/x> (5m 
1) s (1ml) SJPASST?2l©lffla#bfco SJft*4»i»b»& 

tife^*^oD*;vA/7t h > MEAT & V % tf t? n v h V'^y -i —iz£ 

1 H — NMR (CDC 1 3 , 400MHz) : 52. 41 (s, 3H), 4. 05 
(s, 3H), 4. 06 (s, 3H), 6. 59 (d, J = 5. 12Hz, 1 

H) , 7. 09-7. 12 (m, 2 H) , 7. 26 (s, 2H) , 7. 44-7. 
48 (m, 2H) , 7. 5 3-7. 5 4 (m, 2H) , 7. 82 (d, J = 7. 
08Hz, 1H), 7. 88 (d, J = 8. 54Hz, 1H), 8. 54 (d, 

J = 5 . 12Hz, 1H), 9. 38 (bs, 1H) WMfrffim (ES I -MS, 
m/z) : 5 0 8 (M + + 1 ) 

mnmi 098 :n- {a- r (6, 7-^ v*->- 4-*; u;to £jr 

M*CD 3 1 -^>-t£ )V AV^-^^T^—Y (5 0/z 

I) ;v (1ml) J;:«P£^ ^Z\^4- [ (6, 7-^p< h=^>- 
4 -^y i;;v) tf^] - 2 -^^l/Tmj > ( 5 Omg) x h;i/^i> (5m 

l) s jv (lmi) *in^.^T2Kf^fls#bfeo ixj»£iysibf#£> 

DIMU ^m©ttr£rt)£3 2mg N W4 0%« o 
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'H-NME (CDC 1 3, 400 MHz) : 6 2 . 39 (s, 3 H) , 2. 4 7 
(s, 3H) , 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 59 (d, 
J = 5. 37Hz, 1 H) , 7. 09-7. 12 (m, 2 H) , 7. 26 ( s , 
1 H) , 7. 44-7. 49 (m, 3H) , 7. 53 (s, 1H) , 7. 7 1- 
7. 74 (m, 2H) , 7. 87 (d, J = 8. 29Hz, 1H), 8. 53 
( d , J = 5. 37Hz, 1H), 9. 21 (bs, 1H) MAfrffim (ESI 
-MS, m/z) : 4 8 8 (M + + 1) 

mmm 1099: n-^>vw jv-r - {4 - [ ( 6 , 7 h^->-4- 

rfJigCD 1 -^>-lf ^V^^>7^-h (50^1) ^m^y — 
;i/ (1ml) fc^$P£i± s ^^^4 - [ (6, 7-^p< h^>-4-^y u;iO 
;t=^>] -2 U > (5 Omg) ^ h)l^> (5ml) ^ ^.^ 

(imi) ^m^m^i2mmmn\^t^o M«^nif^f;^BDn 

Yb^rtJ^4 4mg, 1R^5 8%-e# feo 

'H-NMR (CDC 1 3, 400MHz) : 52. 39 (s, 3H) , 4. 05 
(s, 3H), 4. 06 (s, 3H), 6. 59 (d, J=5. 37Hz, 1 
H), 7. 09-7. 12 (m, 3H), 7. 25 (s, 1H), 7. 44 (s, 
1H), 7. 53 (s, 1H), 7. 58 (t, J = 7. 08Hz, 2H), 7. 
68 (t, J = 7. 32Hz, 1H) , 7. 86 (d, J = 8. 29Hz, 2 

H) , 7. 94 (d, J = 8. 54Hz, 1H), 9. 23 (bs, 1H) St 
mjtiU (E S I -MS, m/z) : 4 7 4 (M + + 1 ) 

mmm 1100 :n- (3-^pp^>^^) -n j - {4- [ ( 6 , 7 

rfrM©3-^PP- 1 -^>-t? ^V^^7^-h (50^ 

I) ;i/ (1ml) ^d-\4- [ (6, 7-^p< h**y- 
A-^rJ »j;i/) ;t3^>] -2-^^;i/T— U> (5 Omg) s h;i/i> (5m 

i) s ^.^y-jv (imi) 2mmmnhtco Rmm^mmvn^ 
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1 H-NMR (CDCl 3s 4 0 0MHz) : 6 2 . 3 9 (s, 3 H) , 4. 05 
(s, 3H) , 4. 06 (s, 3H) , 6. 59 (d, J = 5. 12Hz, 1 
H) , 7. 09-7. 12 (m, 2H) , 7. 27 (s, 1 H) , 7. 44 (s, 
1H) , 7. 49-7. 54 (m, 2H), 7. 65 (d, J = 8. 05Hz, 
1 H) , 7. 79 (d, J = 8. 29Hz, 1H) , 7. 85 (d, J = 8. 5 
4Hz, 1H), 7. 95 (s, 1 H) , 8. 53 (d, J = 5. 37Hz, 1 

H) , 9 . 19 (b s , 1 H) RMfrffim (ESI -MS, m/z) : 5 0 8 
(M + + 1 ) 

mm.M llOl :N- f2-»PP-4- F (6, 1 -i>* h=^>-4-^y 

TfJP£©2 1 -^>-t? >^j;i/^-;i/ ^v^^-^T^.— h (50// 

I) ;b (1ml) (c:»i?£-£s ^:a2-^DD-4- [ (6, 7- 
^ h3^>-4-=5ry U;i/) (5 Omg) , h;i/oi> (5m 
1) s rc^y-;i/ (1ml) ^^JP^.^U^2B§»#bfeo ^&?$£M$bU#£> 

1 H-NMR (DMSO-ds, 400 MHz) : 6 2. 64 (s, 3H), 3. 
92 (s, 3H), 3. 93 (s, 3H), 6. 60 (d, J=5. 12Hz, 
1H) , 7. 19-7. 2 1 (m, 2 H) , 7. 3 4 (m, 2H) , 7. 41- 
7. 47 (m, 3H) , 7. 52 (m, 2H) , 8. 16-8. 20 (m, 1 
H) , 8. 5 2 - 8. 5 3 (m, 2H) mMfrffim (ESI-MS, m/z) 
: 5 0 8 (M + + 1) 

^Mffll 102 : N- {2-^PP-4 - [ (6, 1 h^->- 4-^y 

U_2k) ^-^->] 7^-)i} -N' - ( 4 -^;i/^>yy ;tO ^fri^T 
H5|M©4 1 -^>-t? ^ V5f-^>r*— h (50^1) 
;i/ (1ml) f3«P£i± s ^^2-^nn-4 - [ (6, 7-^ 
b=^>-4-^y <;;]/) ;t3^>] T-U > (5 Omg) , h;i/rc> (5ml) , 
J (1ml) §iD^.^MT 2 B#P«# bfeo MM^M U# & tifcgi 
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U itMOfbiii « 3 8 m g , lH$4 9%fffeo 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 2 . 41 (s, 3 H) , 3. 
94 (s, 3H), 3. 97 (s, 3H) , 6. 69 (d, J = 5. 37Hz, 
1H) , 7. 33-7. 37 (m, 4H), 7. 44 (s, 1 H) , 7. 54 

(s, 1H), 7. 60 (d, J = 2. 68Hz, 1 H) , 7. 94 (d, J = 
8. 29Hz, 1H), 8. 14 (d, J = 9. 03Hz, 1H), 8. 59 

(d, J = 5. 37Hz, 1H), 11. 74 (s, 1H), 12. 75 (s, 
1H) RIMi (ESI-MS, m/z) : 5 0 9 (M + +l) 

mmmi 103 :n- {2-^pp-4- r (6, 1 -v* y^-a-^-j 

U;i/) -r - '(2-* h^->^>W;v) ^-^r^vr 

lUIS©2 b3^>- 1 -s<>*Z )]/ ^07^ F (80mg) %m 

i^jfU-l^ 2 h 3^>- 1 -^>-b? ;i/ -fv^-t^T^-h^i 

— ;i/ ( lml) fc$g#5§f-tK f^2-^DD-4 - [ (6, 7-^ ^:^- 
4-3 L y U;i/) ^-^ri>] T-U> (5 Omg) N h;V^> (5ml) s J — 

))/ (lmi) ^m^Mu-v2mmmnvtcio Rj&m&wmLmbtifcmz&zn 

oM§3 6mgs JR*4 5 96Tf»fco 

'H-NMR (DMSO-d 6 , 4 0 0MHz) : 6 3 . 9 5 (s, 3H) , 3. 
96 (s, 3H), 4. 04 (s, 3H), 6. 42 (d, J = 5 . 12Hz, 
1H), 7. 18 (t, J = 7. 69Hz, 1H), 7. 30 (d, J = 8. 5 
4Hz, 1H) , 7. 41 (s, 1H), 7. 48 (d, J = 8. 76Hz, 1 
H), 7. 52 (s, 1H), 7. 68 (t, J=6. 96Hz, 1H), 7. 
76 (dd, J = 2. 56, 8. 9 0Hz, 1H), 7. 94 (d, J = 7 . 8 
1Hz, 1H) , 8. 20 (d, J = 2. 44Hz, 1H), 8. 49 (d, J 
= 5. 12Hz, 1H), 11. 29 (s, 1H), 12. 62 (s, 1H) S 
mfrffim (ESI -MS, m/z) : 5 2 5 (M + + 1) 

■#[] 110 4 : N- (2 -^7PP^>W;i/) -N' - {2-^PP-4- 
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[ ( 6 , 1-*J* h*^- U;i/) &£kl 7 ^— M ^-a-fr^T* 

»2-^nn- 1 -^>^>*;i/^-;i/ -fv^^T^-f (5 0 a 
1) — ;i/ (1ml) izmm^^s ^£-\2 - [ (6, 7- 

^ h3^>- 4 -^y U;i/) tf^rS/] T-U > ( 5 Omg) s h;vx> (5m 

l) N (imi) ^m^un2mmmnvtzo E.j&m*wmvnt> 

DiSLs Si©^tl§3 8mg, i»4 8 %-£f#fc 0 

1 H — NMR (DMSO-de, 4 0 0MHz) : 5 3 . 93 (s, 3 H) , 4. 

05 (s, 3H) , 6. 67 (d, J = 5. 12Hz, 1 H) , 7. 20 (d, 
J = 7. 81Hz, 1H) , 7. 3 2 -7. 3 6 (m, 2 H) , 7. 43 (s, 
1 H) , 7. 47 (s, 1 H) , 7. 54-7. 66 (m, 2 H) , 7. 67 
(d, J = 6. 59Hz, 1H), 8. 13 (d, J = 8. 78Hz, 1H), 

8. 5 8 (d, J = 5 . 12Hz, 1H), 12. 23 (s, 1H), 12. 3 

6 (s, 1H) WMfrffim (ES I -MS, m/z) : 5 2 9 (M + +l) 
lli 110 5 : N- {4- [ (6 , 7 -V* Y*c*/-4-*J UJkj £jr 

->1 - 2, 3_j = i^2i±2kZ^^k} ~N J - ( 2 -7 ji— 2k2Lte±2k) ^^frl^ 

T$m.(D2-7 ^—Jl^P S J )]; ZU^^Y (8 Omg) SflH^ftKfcff^ 2 
-7i^^Jb ^Vftm~h§iIbfeo 4- ["(6, 7-S^ 

^$/] -2, 3-y^^7=U> (5 Omg) £h 
(5ml) s rc^y— ;i/ (1ml) (lm 
1) t 2 - 7 xr;i/x^ y ^ ;i/ V3^>T*— h £inx.M&T» 2 

^i;*WDYh^77^-t<t!3iMU M©fl5-&&*4 4mgs l&* 5 
8 %T#feo 

1 H — NMR (DMSO-d 6 , 4 0 0MHz) : 6 2 . 0 8 (s, 3H) , 2. 
15 (s, 3H), 3. 85 (s, 2H), 3. 94 (s, 3H), 3. 95 
(s, 3H) , 6. 28 (d, J=5. 12Hz, 1 H) , 7. 08 (d, J = 
8. 54Hz, 1H) , 7. 27-7. 41 (m, 7H) , 7. 57 (s, 1 
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H) , 8. 47 (d, J = 5. 37Hz, 1 H) , 11. 75 (bs, 1H) , 
12. 01 (bs, 1 H) JK*#*Hi (ESI -MS, m/z) : 5 0 2 (M + + 
1) 

gjj 1106 : N- {2-^PP-4 - [ (6, 7-*J* h3->-4-=fr>> 
?UM©3 -^^D^>7 t ;V7 , D;V-f;i/ ^P7^f F (80mg) £fflv^$£ 

^>^p^>^;v^°P^-N^-r;v ^fv^>7^-h*x^-;v (1ml) fc^ 

^ua2-;?DD-4- [ (6, 7 -2^ h3r$/-4-3M U;V) 
:>] U> (5 Omg) \ h;i/m> (5ml) s az^y— ;v (1ml) <^inx. 
Sfif2KfHIBfbfc. S^^yl^btt^tt^a^^^PP^l/A/T-fe h> 

1 H-NMR(DMSO-d 6 , 400MHz) : 6 1 . 11 (m, 2H), 1. 
4 9-1. 61 (m, 7H) , 1. 63-1. 79 (m, 4H), 3. 92 (s, 
3H), 3. 93 (s, 3H) , 6. 65 (d, J=5. 37Hz, 1H), 7. 
31 (d, J = 1 1 . 71Hz, 1H), 7. 47 (s, 1H), 7. 48 (s, 
1H), 7. 5 8 (d, J = 2. 68Hz, 1H), 8. 12 (d, J = 8. 7 
8Hz, 1H), 8. 56 (d, J = 6. 83Hz, 1H), 11. 67 (s, 
1H) , 12. 53 (s, 1H) MMfttifm (ESI-MS, m/z) : 515 
(M + + 1 ) 

nnmi 107 : n-^>v^;i/-n j - 12-^.00-4- c (6, 7-^ 

1 -^>-fe*>*;i/^— ;i/ -fV^>7^-h (50//1) y — 

;v (1ml) fcgff¥^* N ^C\2-^PP-4- [ (6, 7-S?^ h^>-4 
-=3ry U;i/) 0r**/~\ T— U > (5 Omg) „ h;i/^> (5ml) s ^^y— ;i/ 
(lml) &;ta;fcM-C2l3H»#Ufco SJtBffiSjftMbW&ixfegS^S^ d p 
*;bA/r-te h^JSM-rs^'J -hVys/Zw* h¥^7 J—lz& f)iiu SlU© 
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-ft.£r'#3£ 3 6mg, W4 8%-Crf#fco 

1 H — NMR (DMSO-de, 400 MHz) : 6 3. 9 2 (s, 3H) , 3. 
96 (s, 3H) , 6. 66 (d, J = 5. 37Hz, 1 H) , 7. 32 (d, 
J = 8. 78Hz, 1H) , 7. 42 (s, 1 H) , 7. 48 (s, 1 H) , 7. 

5 3- 7. 5 7 (m, 3H) , 7. 6 6 -7. 6 8 (m, 1H) , 8. 02 (d, 
J = 8. 54Hz, 2H) , 8. 13 (d, J=9. 03Hz, 1H) , 8. 5 

6 (d, J=5. 37Hz, 1H) , 11. 38 (s, 1H) , 12. 70 (s, 
1 H) IlMfi (E S I -MS, m/z) : 4 9 5 (M + + 1) 

mnmi iqs :n- {4- [ (6, 7-^ b^>-4-^y u;io a-^ 

->] - 3 -A*)]/? -N J ~ (4 -n hP^>V^;i/) ^t>VT 

JfimcD4-=.hti- 1 -s<>Jz>jj))stf-j]s V^^>7^-F (3 0m 
g) ;i/ (1ml) ^£-\4- [ (6, 7-^p< h=^>- 

4-*y U;P) ^^>] - 3 -^Wl/T^U > (5 Omg) . hJl^> (5m 
1) N m^y— ;i/ (1ml) £#P;1^T 2 BtftSii^bfco ^JM£*MiU#£> 

1 H — NMR (DMSO-de, 400MHz) : 52. 17 (s, 3H) , 3. 
96 (s, 6H), 6. 36 (d, J = 5. 12Hz, 1H), 7. 41 (s, 
1H), 7. 57 (s, 2H), 7. 72 (bs, 2H), 8. 19 (d, J = 
8. 78Hz, 2H), 8. 29 (s, 1H), 8. 36 (d, J = 8. 54H 
z, 2H) , 8. 4 8 (d, J=5. 1 2 Hz, 2H) II^*fi (ESI-M 
S, m/z) : 5 1 9 (M + + 1 ) 

mmmi 1 o 9 ; n-^o^j - {4- [ (6, 7-$?* h^>-4- 

T^flRcD 1 -^>-l?>*;i/5i?-;i/ ^fv^>7^-b (50/il)^;- 
;v ( lml) tc$§#P£-fc\ ^£^4- [ (6 , 7 -it* Y*rts- 4-*; >j;i/) 
2j-^>] -3 -pi^SM/T— U > (5 Omg) s h;i^> (5ml) N i^y— ;i/ 

(lmi) %Du%-mwz 2 mmmwLtzo &mwL%mmhmt>tifcm$%?v d 
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ik^-fr 6 1 mg\ mms o %T#feo 

1 H — NMR (CDC Is, 400MHz) : 6 2. 2 4 (s, 3H) , 4. 09 
(s, 3H), 4. 12 (s, 3H) , 6. 58 (d, J = 6. 09Hz, 1 

H) , 7. 26 (s, 1H) , 7. 56-7. 81 (m, 8H) , 7. 93 (d, 
J = 7. 32Hz, 2H) , 8. 49 (d, J = 5. 86Hz, 1 H) , 9. 1 
4 (b s, 1 H) W&frtJfm (ESI -MS, m/z) : 4 7 4 (M + + 1) 

mmmi 1 10 :n- {4- r (6, 1 v*^-*-*; u;io 

- 3 - ^^7 ji— M — N 3 - ( 3 -^;t/^>y^;v) 

rUlK© 3 -*^\n/- 1 >3b;i/jJ?— ;v <i Vtt*/?^— h ( 5 0 a 

I) ( lml) fc$gfl¥£ii\ ^u^\4- [ (6 , 7 - SM 1-3^- 
4-^7 U;i/) ^-^^>] -3-^^;i/7-'J> (5 Omg) „ h;t^> (5m 
1) s (lml) *JP^^m-C2^fl|#bfco SJfc**«i»b»e> 

1 H — NME (DMSO-de, 4 0 0MHz) : 6 2 . 17 (s, 3 H) , 2. 
41 (s, 3H), 3. 96 ( s, 6H), 6. 37 (d, J = 4. 88Hz, 
1H), 7. 33 (d, J = 9 . 02Hz, 1H), 7. 41-7. 48 (m, 
4H), 7. 56 (s, 1H), 7. 72-7. 85 (m, 3H), 8. 48 
(d, J = 5. 37Hz, 1H), 11. 53 (s, 1H), 12. 67 (s, 
1 H) MAfrmm (E S I -MS, m/z) : 4 8 8 (M + + 1) 

mmm 1111 :n- (4-»pd^;^;i/) -n j - 14- r ( 6 , 7 

r(5M©4-^DP- 1 -^<>Hf>*;V^— ;V ^Vft^7^-h (50// 
1) (lml) ^£^4- [ (6, 7-^M b=^>- 

4 -^j - 3 -^^)]/T=. U > ( 5 Omg) s h;i/o:> (5m 

1) N (lml) £in*.gffiT! 2 BtP^it^bfeo £J5S«E£iM6b»& 

'H-NMR (CD CI 3 , 400 MHz) : #2. 24 (s, 3H), 4. 08 
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(s, 3H) , 4. 09 (s, 3H) 3 6. 44 (d, J = 5. 37Hz, 1 
H) , 7. 17 (d, J = 8 . 54Hz, 1 H) , 7. 26 (s, 1 H) , 7. 
55 (d, J = 8 . 29Hz, 3H), 7. 62 (d, J = 7 . 8 1Hz, 3 
H), 7. 71 (d, J = 7. 8 1Hz, 1H), 7. 87 (d, J = 8. 54 
Hz, 1H), 8. 49 (d, J = 5. 61Hz, 1H) , 9. 11 (bs, 1 
H) WMfrffim (E S I -MS, m/z) : 5 0 8 (MH1) 

jijl 1 1 2 : N- (2, -r - {4- [ (6, 

7-^ h*->- 4-*J V - 3 -7;^P7i-;i/) f^frj/T; 

?|JiHcD2, 6 -S^PD- 1 -^>-fc? ^ ^D7^f F (80mg) 

— l-£IJl^bfco 4- [ (6, 7-S>.* h^r^-4-^y U;i/) ^3^>] -3 - 
7;i/^D7-'J > (50mg) * h;i/az> (5 ml) s ^^y— ;i/ (1ml) iz 

M0{b^5 5mgs «6 3 0 /ofifeo 

1 H — NMR (DMSO-d 6 , 4 0 0MHz) :£3. 95 (s, 3 H) , 3. 
96 (s, 3H), 6. 52 (d, J = 5. 12Hz, 1H), 7. 38-7. 
79 (m, 7H) , 8. 07-8. 10 (m, 1H) , 8. 52 (d, J = 5. 
12Hz, 1H), 12. 30 (bs, 1H), 12. 43bs, 1H) 
mm (ESI -MS, m/z) : 5 4 7 (M + + 1) 

mmmi 1 13 : n- (2, 4-^ h^->^>w;v) -r - {4- c (6, 

rfJlS©2, 4 h3=->- 1 -^>-h?>#;i/^— ;i/ ^P7-f F (8 0m 

S'T'-*— r&WSELfco 4- [ (6, 7-^h^>-4-^'J;i/) tf-*^] 
-3-7MD7-'J> (50mg) § h;i/^> (5ml) N oi^y— ;b ( 1 m 

i) izmm^^rz^ (imi) izmm^itfz2, b=^>- 

l - ^ > -t? > £ ;i/ -f v ^-tf* ^ t ^— b x. 2 H§»# b 0 S 
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mm%mmu% & titzmz & ^ p p -^^k/t^ y u # v^z p v 

1 H — NMR (DMSO-de, 4 0 0MHz) :6 3. 8 7 (s, 3H) , 3. 

90 (s, 3H) , 3. 96 (s, 3H) , 4. 06 (s, 3H) , 6. 52 
(d, J = 6. 34Hz, 1H) , 6. 79-6. 81 (m, 2H) , 7. 43 
(s, 2 H) , 7. 50-7. 55 (m, 1 H) , 7. 64 (d, J=ll. 2 

2 Hz, 1H), 7. 99 (d, J = 9. 03Hz, 1H) , 8. 11 (d, J 

= 14. 64Hz, 1H), 8. 52 (d, J = 5. 12Hz, 1H), 11. 

09 (b s, 1 H) , 12. 76 (bs, 1H) WMfrffim (E S I -MS, m 

/z) : 5 3 8 (M + + 1) 

mmmi 1 14 :N- {3-^dd-4- [ (6, 7-^ h**s-4-*J 

^r^-^l y^—M -N' - (2, 4 p p^>W;v) ^t>VT 

TfrSK©2, 4-^^DD-l-^>^>j3Jl/^/l/ ^D7^fF (80mg) 
%m^Jcfflite$£^ 2 , 4 -^^nn- 1 -^>Hf YVf-t^7^ 

— h^Si^bfeo 3-^DD-4 - [ (6, 7-^b^>-4-^'j;V) 
=^>>] U > (5 Omg) § h;i/rn> (5ml) s S — JV (1ml) Izm 
M^&fzWis J—)\s (1ml) izmM£i£fz2 , 4-i^PP- 1 -^>H£ 

— £J;£>fjfMU mm<D4k£rm% 5 3mg, W6 2%Ti#fe 
'H-NMR (DMSO-d 6 , 4 0 0MHz) : 6 3 . 9 5 (s, 3 H) , 3. 
96 (s, 3H), 6. 43 (d, J = 5 . 12Hz, 1H), 7. 43-8. 
17 (m, 7H), 8. 17 (bs, 1H), 8. 52 (d, J = 5. 12Hz, 
1H) , 12. 13 (bs, 1H) , 12. 2 8 (bs, 1 H) MfrffiWi (E 
S I -MS, m/z) : 5 6 3 (M + + 1 ) 

mnmi 115 :n- {3-^dp-4- r (6, 7-^ h*is-4-*y 

U;i/) ^-^r->l y^—M -V - (2, 6 -^^pp^-oW;!/) 

7ff!£c£>2, 6 -^^DD- 1 -^>-t£ ^D7>f M80mg) 



WO 01/47890 PCT/JPOO/09157 

689 

-l^IIbfeo 3-^dd-4- [ (6, i -y* u;v) 

df-*/] ^-U> ( 5 Omg) £ b;i/3i> (5ml) N rn^y— ;i/ (1ml) 

fp^^fef^ (imi) izmm^^rz2, 6-^dd- i-^>-t* 

-l3£D*itMU mm<Dlb&!®)% 4 Omgs iK*4 7%T't#feo 
'H-NMR (DMSO-d 6 , 4 0 0MHz) : 53. 95 (s, 3H) , 3. 
96 (s, 3H), 6. 43 (d, J=5. 37Hz, 1H), 7. 43 (s, 
1H) , 7. 4 7-7. 6 1 (m, 5H) , 7. 7 7-7. 9 8 (m, 1 H) , 
8. 18-8. 2 0 (m, 1 H) , 8. 52 (d, J = 5. 1 2 H z , 1 H) , 
12. 2 4 (b s , 1H) , 12. 43 (bs, 1H) Sfi^tfffi (E S I -M 
S, m/z) : 5 6 3 (M + + 1 ) 

mmmi 116 : N- |3-^pp-4- r (6, h**y-4-*; 
Ujkj ^-^r->] 7x"M -N' - (3, 5-^^PP<>vV;P) ^frl/T 

?(5lg© 3 3 5 n n- 1 -^>-fe">#;i/^-;]/ ^D5-f F (80mg) 
^ffil^ltRfc^l^ 3 , 5 -^pd- 1 -son ^fvft^>7^ 

— h*mmvtcio 3-^dd-4 - [ (6, h*is-4-*J U;i/) 
3^>] ^-U > (5 Omg) § h;i/Ji> (5ml) . ^^J—JV (1ml) \zm 

Mimfc&s (imi) izmm^^tcs , 5-y^DD-i-^>t* 

— fcck&JRtSSU mM<Dib&m?t 5 5mgs |$6 3%tff; 0 
'H-NMR (DMSO-d 6 , 4 0 0MHz) :<5 3. 9 5 (s, 3H) , 3. 
96 (s, 3H) , 6. 42 (d, J = 4. 64Hz, 1 H) , 7. 42 (s, 
1H) , 7. 49 (d, J=8. 7 8 Hz, 1 H) , 7. 53 (s, 1H), 7. 
72-8. 00 (m, 6 H) , 8. 16 (bs, 1H), 8. 50 (d, J = 5. 

i2Hz, i h) rn.rn.mnm (esi -ms, m/z) : 5 6 3 (m + + 1 ) 

flMffJl 1 17 :N- {3-^PP-4- [ (6, 7-^h=^>-4-^y 
Ujk) ^j^i] Z^L^M ~N J - (2, 4-^p< h^->^>V'^;i/) 
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rUflg©2, 4 h3^>- l ^n^-f K (8 0m 

1/7*— h^flMbfeo 3-^DD-4-[(6, 7-^p<h^r^-4-^y; 

^"dr^] T-U > (50mg) § (5ml) s J — ;V ( lm 

1) fcSJBS-B-fc&s (1ml) fc»P£-£fc2, 4-^h3^>- 

1 -^>-fc? >5b;i/^n;i/ V^is7±—b%M^U~£2m?3Mni;fco R 

h 7 -fc «t t> %mM U mM<Dtt&m& 5 3 m g\ JR3$s 6 3 %T»mtz 
1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 0 (s, 3 H) , 3. 
95 (s, 3H), 3. 96 (s, 3H) , 4. 06 (s, 3H), 6. 43 
(d, J = 5. 12Hz, 1H) , 6. 73-6. 81 (m, 2 H) , 7. 43 
(s, 1 H) , 7. 49-7. 53 (m, 3H), 7. 78 (dd, J=2. 4 
4Hz, J = 8. 78Hz, 1H), 8. 12 (bs, 1H) , 8. 51 (d, 
J = 5. 12Hz, 1H), 11. 09 (bs, 1H), 12. 69 (bs, 1 
H) MAfrtirW. (ESI -MS, m/z) : 5 5 5 (M + + 1) 
jjj 1118 : N- (2 , 6-^DP^>^;V) -N' - {4 - [ ( 6 , 

TfJFJ*<D2, 6 -i^^DD- 1 -^>-t? >5b;i/5jf— ;i/ ^p^^fF (80mg) 
^ffl^jtM-^ 2 , 6 -^DD- 1 -^>-if >#;i/^n ;i/ -f Vft^>7^ 
-h£Mbfco 4- [ (6, 7-^h^>-4-^'JJV) ***/~\ 7—V 
y (5 Omg) £ (5ml) s a^y— ;i/ (1ml) £^j§?£^fc^ 

x^y-jV (lml) 2 , 6 -^DD- 1 - ^> H>ij )V 

bs ^M©^t)^5 7mg\ W6 4%trf#feo 

'H-NMR (DMSO-de, 4 0 0MHz) : (5 4 . 09 (s, 3H) , 4. 
13 (s, 3H) , 6. 69 (d, J = 6. 09Hz, 1 H) , 7. 11-7. 
44 (m, 6H), 7. 62 (s, 1H), 7. 79-7. 98 (m, 3H), 
8. 52 (d, J = 6. 34Hz, 1H), 8. 81 (bs, 1H) WAfrffim 
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(ESI-MS, m/z) : 5 2 9 (M + +l) 

jiii 1,19 : N— (2, ■ 4-*J* h^>^>W;i/) -N 3 - 14 - f (6, 

TfJiS©2, 4-*J* b*^- 1 -^>-tf>*;P^-;i/ ^d-5^F (8 0m 
g) £ffl^£iS£i3££^2, 4 -SM h3^>- 1 ~^>M>^)V^-JV -iV^ 

->T*—b%mmvtzo 4- [ (6, 7-^f^>-4-^;ij;v) ^3^>] 

U > (50mg) § h;i/Ji> (5ml) N J — JV (1ml) 
fcf^s ^-$J — ;V (1ml) £»e£-£fc2, 4 h3^>- 1 -^>-£ >pb 

1 H — NMR (DMSO-de, 4 0 0MHz) :6 3. 9 0 (s, 3H) , 3. 
93 (s, 3H) , 3. 95 (s, 3H) , 4. 06 (s, 3H) , 6. 56 
(d, J = 5. 37Hz, 1 H) , 6. 79-6. 81 (m, 2H), 7. 33 
(d, J = 9. 03Hz, 2H) , 7. 41 (s, 1 H) , 7. 50 (s , 1 
H), 7. 84 (d, J = 8. 78Hz, 2H) , 8. 01 (d, J = 9. 03 
Hz, 1H), 8. 52 (d, J = 5. 12Hz, 1H), 11. 05 (bs, 
1 H) , 12. 67 (b s, 1 H) KAftffim (ESI-MS, m/z) : 5 2 
0 (M + +l) 

mnm 1120 : n- (3 , 4-^pp^>^;v) -it - {4 - [ ( 6 , 

rpJK©3, 4-^^DD-l-^>-fe^)!]M-;i/ ^D7^fF (80mg) 

%m^Jcmzm^ 3 , 4-^dd- 1 -^>Hf ^v^t^>7^ 

— h^iSMbfco 4- [ (6, b*i/-4-*y U;i>) ;t^>] 7- D 

> (5 Omg) £ h;i^> (5ml) N rc^y— ;v (1ml) fc^f^fcUL 
x^y-;Klml) 3 , 4-^dd- 1 -^>-fe?>2/;i/^-;i/ 

JVttl/'Ti— b £ #P x. 2 H$ |gfli# b fc o SJfS$£ £ MiNB b m ti tz ^ 
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'H-NMR (CDC L, 400MHz) : 5 4. 05 (s, 3H) , 4. 06 
(s, 3H) , 6. 62 (d, J = 5. 37Hz, 1 H) , 7. 24 (s, 1 

H) , 7. 26 (s, 1H) , 7. 61-7. 68 (m, 6H), 7. 73 (m, 
1 H) , 7. 81 (d, J = 9. 03Hz, 1H) , 8. 04 (d, J=l. 9 
5Hz, 1H), 8. 54 (d, J = 5. 12Hz, 1H) Kfi^M (ESI 

-MS, m/z) : 5 2 9 (M + + 1) 

mmmi 121 : n- (2, 4-i?7)i#v^>v~j)i) -r - {4- r (6, 

i$W(D2, 4 -i>7)lztu- 1 -^>H> 3) )i ^D5^F (80m 

->T%— h*W«Ebfco 4- [ (6, 7-^h^-4-^'Jjb) 3"^>] 
- 2-7WD7-'J > (50mg) £ h;i/oi> (5 ml) s rc^y— ;v ( 1 m 

I) izmm^^taWis m^y— ;i/ (1ml) lzmM^^tc2 , 4 - V~7 Mxn - 

i -^>-if >^;v^-;i/ -r v^^t^-— h^^p^^-e 2B#^m#bfeo s 

mM<Dik&m*. 5 6mg, lR*68%T-ffeo 
'H-NMR (DMSO-de, 4 0 0MHz) : (5 3 . 93 (s, 3H) , 3. 
96 (s, 3H), 6. 66 (d, J = 5. 12Hz, 1H), 7. 13-7. 
84 (m, 7H), 8. 04 (m, 1H), 8. 56 (d, J = 5. 12Hz, 
1H) 11. 95 (s, 1H), 12. 18 (bs, 1H) KiMI (ESI 
-MS, m/z) : 5 1 4 (M + + 1) 

mmmi 122 : n- o, 5-^7pp^>^jv) -r - \a- [ (6, 

7 b^->-4 - ^y Ujj/j - 2-7/l/^-D7x-M 

rf5l£©3, 5 -^^DD- 1 -^>-tf >^?;i/^-;i/ 7D7-f F (80mg) 
£ffl^:«J;:#i!^3 , 5 -^DD- 1 -^>^>#;i/^-;|/ -fV^^T* 
-h^lllibfeo 4- [ (6, 7-*?* h^r^-4-^J U;i/) ^3^>] - 2- 
7WD7-'J > ( 5 Omg) £ h;i/^> (5ml) > ;i/ (1ml) (3 

»P£-&7c^ rc^y-;i/ (1ml) lzmm^^fc3, 5-^7DO-l-^> 
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Jtid«f« (ESI-MS, m/z) : 54 7 (M + +l) 
Hi 1123 :N- (2, 4 -S^ h^r->^>W;i/) -N' - {4- [ (6 , 

Tfrl£©2, 4 -V* b3^>- 1 -^>-^>pt7;i<^n;i/ ^D7^F (80m 

is7%— h&WSEbfco 4- [ (6, 7-^h^>-4-^iJ;V) 

- 2-7MD7- U > (50mg) § h;V^> (5ml) N — ;i/ ( 1 m 

i) itmm^^t^ dmi) izmm$i£fz2 , h*->- 

(ESI-MS, m/z) : 5 3 8 (M + + 1) 
ggM?']1124 : N- (4 -->^P^^->;i/^>vW;v) -IT - {4- [ (6, 

TjJ|g©4-^^P^^;i/^>^-r y ^r^y h* (80mg) fch;i/^> (2 
0ml) s mt^-JV (1ml) 00°CtlH»iLf;o $8$££@ 

^Bl^bfco 4- [ (6, 7 -V* 4-*; U;i/) ;t^>] 7-'J> 

(50mg) £ h;i^> (5ml) s ;v (1ml) (c^^-^fcf^ x 

(1ml) lzm%^^fz4-iy^U^iyJ]y- 1 -^y^y^jjV^-jl 

-i v i/ t ±— v * m z. m.u-e 2 m mmn b & 0 K&m % mm z> tut n 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 1 . 31-1. 83 (m, 1 
1 H) , 3. 93 (s, 3H), 3. 95 (s, 3H) , 6. 56 (d, J=5. 
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12Hz, 1H) , 7. 31 (d, J = 8. 5 4Hz, 3H) , 7. 39 (d, 
J = 6 . 83Hz, 4 H) , 7. 49 (s, 1H) , 7. 83 (m, 3 H) , 7. 

95 (d, J = 8. 05Hz, 3H), 8. 50 (d, J = 5. 12Hz, 1 
H) KI^ffill(ESI-MS, m/z) : 5 4 2 (M + +l) 

lijl 12 5 : N- (4-7in;i/^>^;v) -N' - { 4 - [ ( 6 , 7 - 

rUIRcD4-7 3i^;i/- 1 -^>-lf>*;i/jJ?— ;i/ ^n^-f K (80mg) 

MVfzo 4- [ (6, 7 -P* h%->- V)l) -2-^;i/^-D 

7-'J > (50mg) £ h;i/^> (5ml) „ J — )V (1ml) 

fe^ s oi^y— ;v (1ml) i± 4- :7 1 -^>-lf >>b;i/^- 

)V 4 V ^ 7 ±— b %M 1ST- 2 BtUg L 0 Rfoffi. £ &ftt U# *i& 
HU mM(Dih^^4 lmgs iR^4 7%7?^fco 

1 H — NMR (DMSO-d 6 , 4 0 0MHz) :63. 93 (s, 3H) , 3. 

96 (s, 3H), 6. 67 (d, J = 5. 12Hz, 1H), 7. 19 (m, 
1H) , 7. 43-7. 53 (m, 7H) , 7. 78 (d, J = 7. 81Hz, 
2H), 7. 86 (d, J = 8 . 19Hz, 2H), 8. 11-8. 13 (m, 
2H), 8. 56 (d, J = 5. 37Hz, 1H), 11. 87 (s, 1H), 
12. 57 ( s , 1 H) m.m.mniU (ESI-MS, m/z) : 5 5 4 (M + + 
1) 

Ili 1126 :N- (1, 3 -"OWttV}]/- 5 Jltf-Jl) - 

N 3 - {3-7PP-4- [ (6, 7-^^ h^-4-^r7'J;V) 7^ 

lUIRCDl, 3 -^>y^V;i/- 5 -#;1/t*?-;1/ 7P7^F (80mg) 

— h^ii^bfeo 3-7DP-4- [ (6, 7-^h^>-4-^>J;i/) JC 
T—V > ( 5 Omg) £ (5ml) s ^ J— )l> (1ml) fc$g 

M£&fz%ks (1ml) izmm^^fcl, 3 -^O^J^^^rVJV- 5 
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1 H — NMR (DMSO-de, 4 0 0MHz) :53. 95 (s, 3 H) , 3. 
96 (s, 3H) , 6. 18 (s, 2H), 6. 42 (d, J = 5. 12Hz, 
1 H) , 7. 08 (d, J = 8. 48Hz, 1 H) , 7. 43 (s, 1H) 5 7. 
50 (d, J = 8. 78Hz, 1H), 7. 54 (s, 1H), 7. 57 (s, 
1H), 7. 67 (d, J = 8. 29Hz, 1H) , 7. 74 (d, J = 9. 0 
3Hz, 1H), 8. 19 (bs, 1H), 8. 51 (d, J = 5. 12Hz, 
1 H) , 11. 4 9 (b s, 1 H) , 12. 6 7 (b s, 1 H) M&frffim (E 
S I - MS, m/z) : 5 3 8 (M + + 1) 

mmmi 127 :n- {3 -^pp-4- r (6, i -v* y^-is- 4-*; 

H?ig©4-^>^n^^->;i/^>yw v$T*/v Y (80mg) lzhJi^> (2 
0ml) s mk3-3r=-)\s (1ml) £Jn;t 1 0 0 °Ct? 1 BfP B 1;Mb£o ^i££g 
* bf# tbfc 4 -Sy^P^^iWl/- 1 -^>-fc? ^D7-f F^fflV^ 

£iSMbfco 3-^dd-4 - [ (6, i -v* h*->- 4-%-; u;i/) ^-^p 

>>] T-U> (5 Omg) £ h;V^> (5ml) . J—Jl (1ml) Iz&m 
g&fc&s J—Jl (1ml) lzmm^^rfz4 - n-\^>;i/- 1 -^>-t? 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 1 . 31-1. 83 (m, 1 
1H) 3. 95 (s, 6H), 6. 41 (d, J = 4. 88Hz, 1H), 7. 
39 (d, J = 9. 27Hz, 4H), 7. 47 (d, J = 8 . 54Hz, 1 
H), 7. 73 (m, 1H), 7. 95 (d, J = 7 . 56Hz, 2H), 8. 
21 (m, 1H), 8. 49 (d, J = 5. 61Hz, 1H), 11. 54 (s, 
1 H) , 12. 74 (b s, 1 H) m.m.mjxm (ESI -MS, m/z) : 5 7 
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7 (M + + 1 ) 

mmmi i 2 8 : n- {4- r (6, 7-^ h^->-4-^y u;io 

rj?IMCD 4 - t^^My^-f y tyTt/ y K (80mg) fch;Vx> (20m 
1) s ^b^^"-;i/ (1ml) £#P;i 1 0 0°CT lBf«lf!ftbfco ^£^*b 

4 -^^v- 1 -^>-tf ;i/ ^ v^-^-^t^— h £il^bfco 4- 

[ (6, 7-^p< h^f-^-4-^y U;V) ;T^>] 7-'J> (5 Omg) £ 
Ji> (5ml) s (1ml) izmm^^fzm, (lml) 

1 H — NMR (DMSO-d 6 , 4 0 0MHz) : (5 0 . 8 3 -0. 8 8 (m, 4 
H) , 1. 25-1. 28 (m, 7H) , 1. 58-1. 60 (m, 3H) , 2. 
6 0 -2. 6 9 (m, 3 H) , 3. 91 (s, 3H), 3. 96 (s, 3H), 
6. 57 (d, J = 5 . 12Hz, 1 H) , 7. 25 (d, J = 8. 05Hz, 
1H), 7. 32-7. 42 (m, 4H), 7. 51 (s, 1H), 7. 58 
(s, 1H), 7. 78 (d, J = 8. 05Hz, 1H), 7. 84-7. 86 
(m, 2H), 7. 94 (d, J = 8. 05Hz, 2H), 8. 53 (d, J = 

5. 3 7 Hz, ih) mm.mnm. (esi-ms, m/z ) .-572 (m + +d 
mmmi 1 2 9 : n- {4- r (6, i-v* y^^-a-*; ujk) a-* 

$/] -r - (3, 5 -^^^-;i/^>vV;i/) ^-a-fruy 

?f5lg©3, 5-^fM>^7^7^>yF (8 Omg) Iz h;Voi> (2 0 
ml) s mh^=-J]y (lml) ^JP^ 1 0 0 °Ct? 1 B#P B 1»bfeo 

bfeo 4- [ (6, h^^-4-^ry U;i/) ;t=^>] 7"— U > (5 0m 

g) £h;i/:n> (5ml) N (lml) icWP^-frfcf^ 
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(lml) fcS^ffeS, 5-S?*?-))/-l-'<>l£>*i)Vtf-)V ^TVf-t 
5/7"^— hml %M%.mWV 2 Htfgtfi# bfe.o RJM£YiiS U# & * ^ D 

1 H — NMR (DMSO-de, 4 0 0MHz) : (5 2 . 37 (s, 6 H) , 3. 
95 (s, 3H) , 3. 96 (s, 3H) , 6. 41 (d, J = 5. 37Hz, 
1H) , 7. 29 (s, 1H) , 7. 41 (s, 1 H) , 7. 47 (d, J = 8. 
78Hz, 1H), 7. 53 (s, 1H), 7. 63 (s, 2H), 7. 7 1- 
7. 74 (m, 2H) , 8. 19-8. 20 (m, 1 H) , 8. 50 (d, J = 

5. 37Hz, 1H), 11. 54 (s, 1H), 12. 72 (s, 1H) US 
frffim. (E S I -MS, m/z) : 4 8 8 (M + + 1 ) 

mmmi 1 3 0 : n- \a- 1 (6 , h^>-4-^y ujk) a-^ 

^1 ypL-)]y} -N ? - (1, 2, 3, F P - 2 --f V =fry UJk 

rUIS© 1 , 2 , 3 , 4 h =7t\4 Kn-T V^F-y U > ( 5 0 mg) ^DD* 
;VA (1 0ml) h U ( 1 1 lmg) ^M^tzo 

I^KI#t§«^f*tfe^ 1, 2, 3, 4-rh7;WFD-2-^fV^y 

U >#;i/^— ;i/ ^n^-f K&Wfco £Jh,&ffl^:fci&Kfc:t£i> 1 , 2, 3, 4 

4- [ (6, 1 -it* h%->-4-*; U;i/) 2j-^>] 7-U> (5 Omg) £ 
h;i/^> (5ml) s )l> (lml) izmm^^f^s rc^y— ;v ( 1 m 

i) tzmmg^fci, 2, 3, 4-^ kd- 2-4 v*; y 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 2 . 8 1 -2. 8 9 (m, 4 
H) , 3. 92 (s, 3H) , 3. 94 (s, 3H) , 4. 87 (m, 2 H) , 

6. 52 (d, J = 5. 12Hz, 1H), 7. 13-7. 28 (m, 4H), 

7. 3 9 -7. 4 9 (m, 4H) , 7. 73 (d, J = 8. 29Hz, 2 H) , 
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8. 49 (d, J = 5 . 12 Hz, 1 H) , 10. 18 (b s , 1 H) , 12. 

5 1 (bs, 1 H) WMfrffim (E S I -MS, m/z) : 5 1 5 (M + + 1 ) 
gMLi 13 1 : N- (3-i/?7U^y^)\s7°X2^J j )V) -N J - {4- 

rf?M©3-iy^D^>^;i/7°Dyiy-r;i/ ^D7^ F (80mg) 

[ ( 6 , 7-^p< u;i/) y > (5 omg) ^ 

(5ml) s J]/ (1ml) izmmg^fc^ m^y— ;i/ (1ml) 

T 2H#^»bfeo HM^II Li tlfe^^ § ^ D D * jl/ A/7 1 h >Ii 

t§^'J*WDTh^77>f-{:J:DiiU mmcDlh-&yd* 4 6mg s 
^5 7%Tt#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 1 . 11 (m, 1 H) , 1. 
50-1. 76 (m, 8H), 2. 32-2. 33 (m, 2H), 2. 67-2. 

6 8 (m, 2H), 3. 95 (s, 3H), 3. 98 (s, 3H), 6. 51 
(d, J = 4. 39Hz, 1H) , 6. 79 (d, J = 2. 68Hz, 1H) , 

7. 39-7. 52 (m, 4H), 8. 04 (d, J = 1 2 . 20Hz, 1H), 

8. 52 (d, J = 5. 37Hz, 1H), 11. 58 (bs, 1H), 12. 
6 5 (b s, 1 H) W&frtitm (ESI — MS , m/z) : 4 8 0 (M + + 1 ) 

mmm 1 1 3 2 : n- o -^^P^>^;i/^ o p/iy-r;v) -n j - {4- 

r (6 , 7-s>* h^->-4-»j-^'J-;t/) 2i-^>] ? ^*t>VT 
Tf5ig© 3 -^>^P^>^;i/7°n^iy 7n^-f h* (8 Omg) 
£^ 3 -^n^^^i/rn^y-f ;i/ v^^-^T^.— h£iiMbfc 0 4- 

[ (6, 7-^ h^r^-4-^^-V'U -;i/) T~ U> (5 Omg) £ 

h;i/^> (5ml) s a^y— ;i/ (1ml) Izmffi^^tzfes (lm 

^Mt!2^ii#bfeo M^§?Hgbf#&tlfea^§^PD*;i/A/T-fe h> 
M^1-^.^U>b^;i/7DT h^^-fcij; DliU mM<Dih&m-%: 3 7mg N 
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'H-NMR (DMSO-d 6 , 4 0 0MHz) :6 1. 2 8 - 1. 3 2 (m, 1 
H) , 1. 48-1. 63 (m, 5H), 1. 73-1. 7 9 (m, 3 H) , 2. 
32-2. 33 (m, 2H), 2. 67-2. 68 (m, 2H) , 3. 9 8 (s, 
3H) , 3. 99 (s, 3H) , 7. 34-7. 39 (m, 3H) , 7. 58 
(s, 2H) , 7. 71-7. 75 (m, 2H) , 8. 57 (s, 2H), 11. 

4 8 (bs, 1 H) , 12. 54 (bs, 1 H) MMfrffim (ESI -MS, m 
/z) : 4 8 1 (M + + 1) 

mffiMl 1 3 3 : N- {4 - [ (6, 7-*?* h*is- 4 * 

±^2 Z^ikl -N' - T3- (2-^^7x_;i/) y^JlZAJkl ^frfr 

TUISCD3- ( 2 — 3L—J]/) yu)^J-i y 9 Tt/ y Y (80mg) b 

(2 0ml) s ig-fb 3^-71/ (1ml) ^^P^. 1 0 0 °CT: 1 R#P B W&bfco 

$§#E£©*b*3e>*lfc3- (2-^Jl/7i^) 7'D;V^f/b 7D7-f 

ffli^iKi-t^ 3 - (2 -^^;i/7x^ ;v) ^°P7iy-r;i/ ^fv^^7^-h 
£H3Bbfco 4- [ (6, h^>-4 -^y~U-;i/) ;t3^>] 7r'J 

> (5 Omg) £ h;i/3i> (5ml) , 71/ (1ml) Sc:«P£-frfc^ 

m^y— ;i/ (1ml) 3 - (2-^fJl/7i-;i/) rD7NV-T7V 

-y v ^ ^- ^> t * — h § #n ?l 2 e$ ng}*# b o s & mm b f# ^ ^ r^m z 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 2 . 3 2 (s, 3H) , 2. 

5 9 -2. 6 3 (m, 2 H) , 2 . 8 9 -2. 9 4 (m, 2H) , 3 . 9 3 ( s , 
3H), 3. 99 (s, 3H) , 7. 09-7. 24 (m, 7H), 7. 38 
(s, 1 H) , 7. 55 (s, 1H) , 7. 67 (d, J = 8. 78Hz, 2 

H) , 8. 53 (s, 1H), 10. 03 (bs, 1H) HS^fffB (E S I - 
MS, m/z) : 5 0 3 (M + + 1 ) 

1 1 3 4 : N- {4 - r ( 6 , Y*t/-4-*J Ujk) £j£ 

->] -3-7;vtP7x-M -n j - f 3 - ( 2 -p<^;i/7^— )v) -y°x2?\j 
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HJflK©3- ( 2 -*3~))/7 3L-)},) rp/iy-f y Y (80mg) fch 

(20ml), (1ml) £in;L 1 0 0 "CC 1 KpffljD^bfco 

«£^5feU#£tifc 3 - (2 -^^;i/7i-;i/) rn;v>f;i/ ^p^ K£ 

ffll^l£i;:#^3 - (2-^^71^) rn^V'f;!/ >fV^>7*-h 
£SSMbfco 4- [ (6, 7-^ Y*c*/-4-*J U;i/) ;t3^>] - 3 -7 J]/ 
tD77-'J > (50mg) § h;i/^> (5ml) s x^y — ;V (1ml) \zm 
mZ&tzW:, 71/ (1ml) «»£i*fc3- (2-^^7i^) r 

{3 j; DISU mm<Dfc&Vd* 4 5mg, W5 4%T»f#fco 
1 H — NMR (DMSO-de, 4 0 0MHz) : (5 2 . 33 (s, 3 H) , 2. 
7 5 - 2. 7 9 (m, 2H), 2 . 87-2. 91 (m, 2 H) , 3. 95 (s, 
3H), 3. 96 (s, 3H) , 6. 51 (d, J = 5. 12Hz, 1H), 7. 
11-7. 16 (m, 5H) , 7. 42 (s, 1H) , 7. 48-7. 57 (m, 
2 H) , 8. 04 (d, J= 1 4. 63Hz, 1H) , 8. 51 (d, J = 5 . 
37Hz, 1H) , 11. 64 (s, 1H), 12. 62 (bs, 1H) WMfr 
ffim (E S I -MS, m/z) : 5 2 0 (M + + 1 ) 

Hi 1135 :N— 14 — f (6, h*is-4-*S V JV) £± 

2_s^M ~N J - [3- (^M^7i-;i/) 2lHZlZdlik] ^-^"^^ 
rf?flE©3- (^f/M/l/7i-jl/) rp^iy-r;v ^7P7-f F (80mg) £ 

^id^bfeo 4- [ (6, 7-$^ h^>-4-3v »;;i/) ;t^>] mu> 

(5 Omg) § hJl^> (5ml) s x^y— ;v (1ml) IzmMZltfc&s ^ 
^y— ;v (lml) 3- (^^;i/^;i/7ai-;i/) 7n;v>r;i/ >f 

4 lmgs W5 6%Tf#feo 
1 H — NMR (DMSO-de, 4 0 0MHz) : 6 2 . 0 5 (s, 3 H) , 2. 
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7 3 -2. 82 (m, 4H) , 4. 02 (s, 3H) , 4. 04 (s, 3H) , 
6. 84 (m, 1H) , 7. 35 (d, J = 7. 32Hz, 1 H) , 7. 45 
(d, J = 7. 32Hz, 1H) , 7. 53 (s, 1 H) , 7. 73 (s, 1 
H) , 7. 86-7. 90 (m, 4H), 8. 79 (d, J = 5. 13Hz, 1 
H) Rl^lfffi (ESI— MS, m/z) : 4 5 8 (M + +l) 
liil 13 6 : N- T4- (^PP^f;i/) N' - {4- 

rUH£©4- (^dd^^;1/) - 1 >#;i^n ;v ^D70' (8 0m 

g) £ffl^:£ciU;r#£^4 - (^dd^^v) - l -^>-tf>^;i/^^;i/ -rv^- 
h^id^bfeo 4 - [ (6, 7-^ h^>- 4 -dpy >;;i0 

$y] T 7 — U > ( 5 Omg) * h;icc> (5ml) s — ;i/ (1ml) 

S-Erfc&x ^^y— ;V (1ml) fcig$?£-frfc4- (^Dn^^V) - 1 

>f — tiDlfiU ii0fb^it5 4mg^ lR^6 3%Tf#feo 
1 H — NMR (DMSO-de, 4 0 0MHz) :53. 98 (s, 3 H) , 4. 
00 (s, 3H), 4. 44 (s, 2H), 6. 72 (d, J = 5. 86Hz, 
1H), 7. 40 (d, J = 8. 54Hz, 2H), 7. 47 (s, 1H), 7. 
5 8 -7. 6 3 (m, 3H) , 7. 8 8 -7. 8 9 (m, 2 H) , 8. 03 (d, 
J = 8. 29Hz, 2H), 8. 67 (d, J = 5. 61Hz, 1H), 11. 
68 (bs, 1H) , 12. 62 (bs, 1H) WMftffim (E S I -MS, m 
/z) : 5 0 8 (M + + 1) 

gijl 137 :N- {3-^PP-4- [ (6, 7-^^ 

U;i/) £$±1 -N' - [4- (^dp^^v) c^2M2kl tt*? 

rfrM©4- (^PP^fM - l -^>^>*;i/^-;i/ ^d^^f (80m 

^>T*— b^SHHUfco 3-^dd-4 - [ (6, 7-^;* Y*c*/-4-*J 
>;;V) ^3^>] T— U > (50mg) £ h;i/^> (5 ml) s (lm 
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i) temm^&fz'&s dmi) izmm^^rz4- (^pd^^i/) 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 9 (s, 3H) , 4. 
00 (s, 3H) , 4. 45 (s, 2H), 6. 6 2 (d, J = 5. 85Hz, 
1H) , 7. 48 (s, 1H), 7. 57-7. 65 (m, 4H) , 7. 82 
(m, 1H) , 8. 03 (d, J = 7. 47Hz, 2 H) , 8. 25 (m, 1 
H), 8. 66 (d, J = 5. 86Hz, 1H), 11. 77 (bs, 1H), 
12. 62 (bs, 1H) WAftffim (E S I -MS, m/z) : 5 4 3 (M + + 
1) 

mnwi 1 3 8 : n- \a - r (6, 7-^ b^->-4-^w # 

-? — N 3 - [2- ( 2 ^jy) -p^^i ^-^-r^lx 

rffi©2- ( 2 -p<^;i/73iy dp^) y ZT*/ y Y (8 0mg) 

:x> (2 0ml) s ^fb^;t-;i/ (1ml) ^in^. 1 0 0°Ct? lBfP e «?ftbfco 
^£^5feU#5>tifc 2 - rcyjp>>) rc^y^;v /7n7^F$ 

Ml^i$U::^2- ( 2 -^^^^niy^^) oi^y -f;i/ ^y^^>7^-h 
£DiSlbfco 4- [ (6, !^^-4-^7-V*'J-;i/) ;t3^>] 

> ( 5 Omg) £ h;i/rn> (5ml) N rn^y-;]/ (1ml) IzmMg&fe&s 
Jl (1ml) lzmM£l£fz2 - (2-*?-))/7^J3ris) x#y^;t/ 

-tv3-*i/T*—v?tmz_m.u-z2 m rsmn l tz 0 ^mm % mm u n e> n tcm $ 

mm<D^m^ 3 7mg\ lR^44%-ef#fe 0 

3 H-NMR (DMSO-de, 4 0 0MHz) : 6 2 . 2 2 (s, 3H) , 3. 
96 (s, 3H), 3. 98 (s, 3H), 4. 44 (s, 2H) , 6. 62 
(d, J = 8. 78Hz, 2H), 6. 80-6. 93 (m, 5H), 7. 11 
-7. 16 (m, 2H), 7. 35 (s, 1H), 7. 39 (bs, 1H), 7. 
52 (s, 1H), 8. 51 (s, 1H) M##HH (E S I -MS, m/z) 
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: 5 0 5 (M + + 1 ) 

IMjl 139 : N- {4- f (6, Y^ris — 4 —^-j- s J V —)l>) # 

y ^-)]/\ -N J - (4-7 3L-)iy# y A ^-UruVT 
lUIK©4-7^— Jl/^y^ y£ TS^yK (80mg) Ch/Vx> (20m 
1) s m^^=-)\y (1ml) SM10 0°Cfl«itfe o $S&&@5fcb 
f#&tife4-^3i-;i/7^y^;i/ /?D7^f F£ffl^;£j^£$!^4 -^-^n,:/ 

^V^>7^-h$iIlfeo 4- [ (6, 7 -S^ h=^>-4- 
^rir^\)-)V\ 3"3^>] T-U > (5 Omg) £ h;i/3i> (5 ml) , J — 
)\y (1ml) izmffi^&fz^ (1ml) IzmM^^fc 4 - 7 ^—)l> 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 1 . 8 5 - 1. 9 3 (m, 3 
H), 2. 59-2. 68 (m, 3 H) , 3. 98 (s, 3 H) , 3. 99 (s, 
3H) , 6. 76 (d, J = 8. 78Hz, 1 H) , 7. 19-7. 36 (m, 
6 H) , 7. 39 (s, 1 H) , 7. 57 (s, 1 H) , 7. 73 (d, J = 8. 
78Hz, 2H), 8. 57 (s, 1H), 11. 49 (s, 1H), 12. 5 
1 (s, 1H) Wmfrffim. (SSI-MS, m/z) : 5 0 3 (M + + 1) 

mmmi 1 4 0 : n- {4- r (6, 1-1?* h^>-4-w;-;v) * 

Tf5lK<D4-7 3i^;i/^^y-f K (8 Omg) lz h;i/j:> (2 0m 

i) s mit?*-* (imi) mioo'ctiOTniife. *at*e*b 

v***/?*— b&mMhfco n- {4- c (6, 7-s^h^> 

-4-*S VJV) 7i^M - N -^ J]/T 5 > (5 Omg) §FjVx 

> (5ml) s (1ml) lc$gfl?<*-£fc^ x.^^— ;v (1ml) iz 

^P^-Brfe 4-7 ^-)V7*# J <i )\y j V^^^T^— h %M%.MUX« 2 mmSt 

#bfe 0 s^t^riiibtf^tLfe^^^^DP^^A/T-fe h>jgn-r^>u£ 

//;i/^D-r h?^7 -( —lz£ DffMU mMOih-^'m-k 4 5 mg, J»5 6%"e 
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1 H — NMR (DMSO-de, 400MHz) : 6 1. 15-1. 19 (m, 3 
H) , 1. 5 2 (m, 2H) , 2. 04-2. 09 (m, 2H) , 2. 21-2. 
33 (m, 2H), 3. 85 (s, 3H) , 3. 94 (s, 3H), 4. 21 
(bs, 1H), 6. 40 (d, J = 5. 12Hz, 1 H) , 7. 08-7. 4 
0 (m, 12 H) , 8. 33 (d, J = 4. 88Hz, 1 H) , 10. 48 (b 
s, 1 H) MMfrffim (ESI-MS.m/z) : 5 3 0 (M + + 1) 

mmrni 1 4 1 : n- {4- [ (6, h*->-4-*j-^v-)]s) * 

^rsy] y ji-;i/> — N ' - [3- (2-p< Y*i/7 ^=-)V) 7°P^7^;i/] ?-~3r 

l$m.(D3- (2-p< Y*is7 y°u?%Jj y 7 T*vv Y (8 Omg) 

\z h;i/oc> (20ml) s i&fc^Jr-fr (1ml) ?tlM%- 100°Ctl mY31mWk 
bfco ^§^*bf#^^ifc4-7^-;i/^^y^;i/ ^n7^fF»«t 
££^3- (2 h^^^^n;i/) 7n;V^/l' V^^T^.— h £IHMb 
feo 4- [ (6, h^^>-4-dr^-V*U-;i/) 7'— U > (5 0 

mg) £ h;V3i> (5ml) s 3^7 7—)\s (1ml) Izmm^^rfzW:, ^7 J — 
;V (lml) lzmm^^tc3- (2-* b*is7 /P/V^f/1/ -rv^- 

^j- ^> r * — h £ in ^ 2 b§ ngii# b o £ u#f>nfca££^n 

'H-NMR (DMSO-de, 400MHz) : 6 2 . 73-2. 7 7 (m, 2 
H) , 2. 85-2. 89 (m, 2H), 3. 92 (s, 3H) , 3. 98 (s, 
3H), 3. 99 (s, 3H), 6. 87-6. 91 (m, 2H) , 6. 97 
(d, J = 8. 29Hz, 1 H) , 7. 17-7. 23 (m, 1H), 7. 36 
(d, J = 8. 78Hz, 2 H) , 7. 39 (s, 1 H) , 7. 5 7 (s, 1 
H) , 7. 73 (d, J = 8. 78Hz, 2 H) , 8. 57 (s, 1H) , 11. 
51 (bs, 1H) , 12. 52 (bs, 1H) mmfrffiW. (E S I -MS, m 
/z) : 5 1 9 (M + + 1) 

mnm 1142 ; n- {4- r (6, 7 t-^->- a-^-j vjv) a-^ 
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->] 7i-M -N-Ji^lz-N 3 - r 3 - ( 2 -p< h^->~7 7°D/V 

-f;H 3-^rywr 

rfJFJfcCD 3 — ( 2 -p< hdri>7i-;i/) 7'D/V^^^ Ti/yY (80mg) 
b;i/^c> (2 0ml) s ^h^-)V (1ml) £Jn;t 1 0 0°C~£ im?3l3UMi 

m^3- {2-* 7"P/V^^ V3^>T*- h£s«b 

&o N- {4-[(6, h^>-4-^ U;i/) ;t=^>] :7^-;i<} - 

N-x^;i/7^> ( 5 Omg) £ h;i/^> (5ml) s J — ;i/ (1ml) Id 
^$?£i*fc^s m^y— ;v (1ml) ScWP^-tffcS - {2-* Y*is7 
jv) 7°p;v-f;p -Y v^^-^r^- h^Jp^^T 2B§p B m#bfeo MiiS^^ 

1 H — NMR (DMSO-d 6 , 4 0 0MHz) : 6 1 . 19-1. 18 (m, 3 
H) , 2. 32 (m, 2H) , 2. 5 2 - 2. 5 4 (m, 2H) , 3. 72 (s, 
3H), 3. 93 (s, 3H), 3. 97 (s, 3H), 6. 51 (d, J = 5. 
37Hz, 1H), 6. 82-6. 85 (m, 1H) , 6. 91 (d, J = 7. 
5 6Hz, 1H) , 6. 95-6. 99 (m, 1H) , 7. 00-7. 19 (m, 
7H) , 7. 42 (s, 1H) , 7. 53 (s, 1H) , 8. 42 (bs, 1 
H) , 10. 4 9 (s, 1H) MMfrffim (ES I-MS, m/z) : 5 4 6 
(M + + 1) 

mmm 1143 :n- {4- r (6, i h^->- 4-^,7 u;v) 

->] y ?L- ;i/> -N-x^b-N' - [ (2-7x-;v->yP7°Pif;i/) 

i^m.(D2-y ^—Ji^- l-i/^uy°xj^>^)i^-j]y 707^ F (8 0m 
g) %m^XW(tem^2 -7i-JV- 1 -->^D7°D7^>^;i/^-;i/ ^v^t 

^>T^.— h^DS^bfeo N- {4 - [ (6, 7 -S>* -^y U;i/) # 

3^>] -N-:^;]/^ > (5 Omg) £ (5ml) s 

y— ;i/ (1ml) ^^y— jv (lml) IzmM $&fz 2 - y ^ 

! -^^uy'tm>±i)v^-)v J v^#^j*^~Y&m^U~£2m?3 
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*WD?h^7 7^-fc<t{)llU »ft^«4 3mgs K$ 5 3 % 

1 H-NMR (DMSO-de, 4 0 0MHz) : 6 1 . 60-1. 19 (m, 3 
H) , 1. 2 3 (m, 2H) , 1. 9 1 (m, 2H) , 1. 9 1 (bs, 2H) , 
3. 9 1 (s, 3H) , 3. 9 5 (s, 3H) , 4. 2 1 (m, 2H) , 6. 4 
6 (d, J=5. 12Hz, 1H) , 7. 03 (d, J = 7. 56Hz, 2H) , 
7. 15-7. 33 (m, 5H) , 7. 42 (s, 1 H) , 7. 50 (s, 1 
H) , 8. 45 (d, J = 5. 37Hz, 1H), 10. 78 (s, 1H) KM 
fttitm (ES I -MS, m/z) :5 2 8 (M + +1) 

fgjfeff!) 1144 : N- [2 - ( 2-^PP7x;^» ZlHZlZlik] ~N J 
- 14- [ (6, 7-S^ h^->-4-^^-V^U-;b) 7xrM 

rUIE© 2 - (2-^PD7xyJr^» 7°D7W^^^ r^yh* (80mg) 
£h;i^> (2 0ml) s mh^-^r-jv (lml) £inx. 1 0 0°C"??1^^» 

^r*— h£iiMb;fco 4- [ (6, i -v* h^>-4-3r^v*U-;i/) 

i>] ^- y > (5 Omg) £ h;i/3i> (5ml) % (lml) Izmffi 

mttzWis )v (lmi) izmm£'&fc2 - (2 -^nD7i;^» r 

fc^Dtt^U mm(Djh^^4 5mg\ iR$50°/o«<, 
'H-NMR (DMSO-de, 4 0 0MHz) : 1 . 61 (d, J=6. 59 
Hz, 3H), 3. 93 (s, 3H), 3. 98 (s, 3H), 5. 21-5. 
22 (m, 1H) , 6. 9 9 - 7. 0 5 (m, 2 H) , 7. 3 2 -7. 3 5 (m, 
3H), 7. 38 (s, 1H), 7. 47 (d, J = 8. 05Hz, 1H), 7. 
70-7. 74 (m, 3H), 8. 55 (s, 1H), 11. 65 (bs, 1 
H), 12. 09 (bs, 1H) W&frtitm (ESI -MS, m/z) : 540 
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(M + +l) 

mmm 1 1 4 5 : n- ( 1 , 3 -^y^*j**v—)v- 5 jv^jv^-jv) 

-N J - (4 - [ ( 6 , 7 h^is- 4-*; VJkl fr^l - 3-7)1* 
rfrl£©l, 3 -^>V'^^j-^V— )]/- 5 -ij)]/*s-j]y ^7D7^F (80m 

g) £fflv\*:Sfcfc:fi£vu, 3-^>v"^^-^v-;i/-5-*;i/^-;i, jvtt 

i/T*— h^IMbfco 4- [ (6, 7-^b^-4-^ij;b) ;t^>] 
- 3 -^;v^-d-T— U > (5 Omg) £ h;v^> (5ml) s ai^y— ;b (1 
ml) fc^$P£itfcf£s m^y— ;v (lml) 1 , 3 -^>VS^ 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 5 (s, 3 H) , 3. 
96 (s, 3H) , 6. 18 (s, 2H) , 6. 52 (d, J = 4. 88Hz, 
1 H) , 7. 09 (d, J = 8 . 3 0 H z , 1 H) , 7. 43 ( s , 1 H) , 7. 
4 9~7 . 6 1 (m, 4H), 7. 67 (d, J = 1 . 87Hz, J = 7. 29 
Hz, 1H), 8. 08 (d, J=l 1. 22Hz, 1H), 8. 52 (d, J 
= 5. 16Hz, 1H), 11. 49 (bs, 1H), 12. 72 (bs, 1 

h) wmmnm. (esi-ms, m/z) : 5 2 2 (m + + 1 ) 

^fflfifflll 14 6 : N- {4- [ (6, b3->- 4-*7 U;i/) ** 

->1 ;7 3i-;i/} -N J - f ( 5 2 ftjytf^j]/} ^*t>\s 

T_ 

rUlgCD5 2 -J-*7x. >^;i/^3f-^> ij y^T^y F (8 Omg) Id 

h;Vrc> (2 0ml) s Mb^^--;v (lml) §in^ 1 0 o°ct»iwnii 

£liHbfco 4- [ (6, 7-^;* Y**y- 4-*7 Th^] 7*— U > 

(5 Omg) £ h;i/^> (5ml) N — ;i/ (lml) izmm^^tc^ ^ 

^y— ;p (lml) {3^|?^-yrfe 5 2 -^-^"7 31 >*;i/5Ki:;i/ -TV 
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^ * i/ 7 * - h & m ?l g.m.n 2 m r$ mw b it 0 sj^s § mis u#e>ftfea£&£ 

1 H — NMR (DMSO-de, 4 0 0MHz) : 5 2 . 51 (s, 3H) , 4. 
01 (s, 6H) , 6. 78-6. 82 (m, 1 H) , 6. 96 (s, 1H), 
6. 99 (s, 1H) , 7. 53-7. 65 (m, 3H) , 7. 91 (d, J = 
3. 42Hz, 1H) , 8. 14 (d, J=10. 98Hz, 1H) , 8. 24 
(d, J = 3. 42Hz, 1H) , 8. 71 (d, J = 5. 86Hz, 1H), 
11. 66 (bs, 1H), 12. 62 (bs, 1H) (ESI -M 

S, m/z) : 4 8 0 (M + + 1 ) 
mmmi 147 : N- {3-^pp-4- \ (6, 7 -V* Y**y- 

JjpM<D2--7 J J ;v t?u=?j K (8 0mg) %m^Mlz$£^ 2 

[ (6, 7-^p< h^r^-4-^ry UA) 2j-^>] U > (5 Omg) £ h;V 
^> (5ml) . (1ml) izmm^^rf^ (1ml) 

£ ^-^fe2-y3i-;i/3i^y-f;i/ -fv^^>7^- h £ #n gMT? 2 B# HH 

# tfy\, ^PYh^77^-fciD bs ^M©-fb^^4 1mgs 5 3 % 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 8 8 (s, 2 H) , 3. 

94 (s, 3H), 3. 96 (s, 3H), 6. 41 (d, J = 5. 12Hz, 

1H), 7. 29-7. 36 (m, 5H), 7. 42 (s, 1H), 7. 46 
(d, J = 8. 78Hz, 1H), 7. 52 (s, 1H), 7. 66-7. 69 
(m, 1H), 8. 11-8. 14 (m, 1H), 8. 51 (d, J = 5. 12 

Hz, 1H), 11. 82 (s, 1H), 12. 44 (s, 1H) MMfrffim 
(ES I -MS, m/z) : 5 0 8 (M + + 1) 

gjj 1 1 4 8 : N- {4- f ( 6 , 1-*J* V 4 =^P±V U ^2k) £ 
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Tfj|M©2 -7 3L—j)s^# ; J )V ^D7-f F (8 0mg) &m^$M£.QE^2 
-7x-;i/x^y^;i/ 4 h^iH^bfeo 4- [ (6, 7-^y 

:t^>] > (50mg) §MVx> (5m 

1) s rc^y— ;i/ (1ml) tejSjS&^fc&s ^^y— ;i/ (1ml) 

•7b^77^-iaf)im &«©'fc-&«B& 3 8mgs W4 8%T-#feo 
1 H — NMR (DMSO-ds, 4 0 0MHz) : (5 3 . 66 (s, 2 H) , 3. 
97 (s, 3H) , 3. 99 (s, 3 H) , 7. 23-7. 34 (m, 10 H) , 
7. 55 (s, 1H) , 7. 69 (d, J = 9. 03Hz, 1 H) , 8. 53 
(s, 1H) , 10. 28 (s, 1H) MMfrffim (SSI-MS, m/z) : 
4 7 5 (M + + 1 ) 

mmmi 1 4 9 : n- {4- r (6, 7-^y h^->- 4 -^-y u;v) ^-^r 

rUIS©2 -7i^l/x^^V ^D7^F (80mg) SMV^iiRfc^ 2 
-7x-;i/x^y^;v J vnrS/T*— Y SWSEbfco N- {4- [ (6, 7 
-^h^-4-^/"j;i/) ;t^>] 7 -N-i^7^> (5 0m 

g) $ b;n> (5ml) s (1ml) IzmMmtfaWi, ^J—)V 

(lml) lzmMmtfr2 -7irjH^/;^;p -fV^^7^-h^Mi 

it5i''J>!3WDx'b7*77^-t:i!3llU ^ScD-fb^S 3 8mg, 
JJW4 8%-e#fco 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 1 . 13-1. 19 (m, 3 
H), 3. 44 (bs, 2H) , 3. 94 (s, 3H) , 3. 96 (s, 3H) , 
4. 19 (bs, 2H) , 6. 55 (d, J = 5. 37Hz, 1 H) , 7. 06 
-7. 11 (m, 3H) , 7. 19-7. 34 (m, 6H) , 7. 42 (s, 1 
H) , 7. 47 (s, 1H) , 8. 53 (d, J = 5. 12Hz, 1H), 10. 
7 4 ( s , 1 H) MMfrtitm (ESI -MS, m/z) : 5 0 2 (M + + 1 ) 

mmm 1 1 5 0 n- {4- c (6 , TzJZ* h^>-4-^j-^v -;p ± 
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3r->1 7 -2- : &Jl/7t l J;7-iJ> 

3 -7;i/^-D-4-— FD7i;-;i/ (3 0 Omg) , =E)]/7HrV > (8 0 0 
/zl) „ (50mg) §^^*JVA7U* (3ml) £iD£ 

13 0°Ctl 2B#Hg»bfco EiSt^iiibf & Hfcll^ § ^ n n A/7 

•fe h>SM-rs^u*y;i/^D v hy^yj— t:«t djbmsu 3-^;i/7^-»;y 

-4-— hn7xy-^§4 0 Omg, i&^9 4%t?#fc 0 *#E>*ifc 3 -^1/7 
t'Jy- 4 - — FD7i;-J1/ (4 0 Omg) §^^f;V*;VA7^ F (3m 
1) fciiniU jfc^fb^S^A-fc— (1 1 Omg) s #3R*j&n*.MTf4' 

7U-3- ; E;i/7t l J^7iy-M2 9 6mg s iR* 8 5 %^|#feo t#£>tL 
fe4 -75 y - 3—^)1/73- U 7 7x7 — ;i/ ( 2 9 6 mgK 4 -7 pd- 6 , 
7 h^573^V* U > (4 7 9 mg) N 7;i/T;i/^ h ^o:^;i/7> :: E — r> A 

7*D7^ K (244mg) ^az^;pp<^;i/^ h > (10ml) fcgi^tfeo 
C^TK^b^-hU^A (47 9mg) £^$?£-&fc7k«i (10ml) £#Px. 8 
0°Ct?4I^K»#bfco SJ6&i«t:zk*iP^.*ttUB**ftiBbx ttlBLfco f#£>*ifc 

'H-NMR (DMSO-de, 4 0 0MHz) : (5 3 . 59-3. 6 1 (m, 4 
H), 3. 76-3. 81 (m, 4H), 3. 92 (s, 3H), 3. 93 (s, 
3H) , 7. 16 (s, 2H) , 7. 23 (s, 2H), 8. 52 (s, 2H) 
li^lfi (ESI-MS, m/z) : 3 8 3 (M + +l) 

mmmi 151 :N- f4- [ (6, 7-^^ h^>-4-:frj-7'U ~;t/) * 

-2-^;i/7t'Jy7x-M -N' - j2^zA±2k^>22JJ^} 

1x7 

N- {4- [ (6, 7-5^ h*i/-4-*±VV-)V) ;f^>] 7^n;i/} 
- 2 -^1/7* U 7 7— U > ( 5 Omg) § h;V3i> (5 ml) N :x#y — ;i/ 

(lml) ClU^tfe^ rUI£©2 1 -^>-fc? >*;i/st?— ;v -f y 
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DMMU g?M®'fbl^l£6 5mg, iR* 8 9 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 2 . 5 0 (s, 3H) , 2. 
88-2. 91 (m, 4H), 3. 79-3. 81 (m, 4H), 3. 98 (s, 
3H) , 3. 99 (s, 3H), 7. 14 (d, J=ll. 22Hz, 1H), 
7. 18 (s, 1H), 7. 33 (d, J=9. 7 6 Hz, 2H) , 7. 40 

( s , 1 H) , 7. 45 (t, J = 7 . 40Hz, 1H), 7. 54 ( d , J = 
7. 56Hz, 1H), 7. 57 (s, 1H), 7. 59 (s, 1H) , 8. 6 
7 (d, J=12. 93Hz, 1H), 11. 76 (s, 1H), 13. 09 

(s, 1 H) mmfrtifm (ESI-MS, m/z) : 5 6 0 (M + + 1) 
$mWl 1 5 2 : N- {4- [ (6 , 7-*?* Y**/-.4-*S UJk) 
->] -N' - (3-b°U^;i/^;t/^— ^-a-fri^y 

rfJlg© 3 - fc.' U i?>it])Vtf—j\s Zu^^Y (80mg) ^Ml^tM-^ 3 

-t o u^>£;i/^-;i' ^v^^7^-htlIbfco 4- [ (6, 7-*j* 

b^ris- 4-*S U;i/) 7-'J> (5 Omg) £ h;V^> (5ml) N 

;i/ (lml) £.mm& x-t? J—)V (1ml) IzmM^^fz 3 - 

'H-NMR (CDC 1 3, 400MHz) : 3 . 95 (s, 3H), 4. 06 
(s, 3H), 6. 57 (d, J = 5. 12Hz, 1H), 7. 24-7. 27 
(m, 3H) , 7. 45 (s, 1H) , 7. 51-7. 54 (m, 2 H) , 7. 

82 (d, J = 6. 83Hz, 2H), 8. 21-8. 24 (m, 1H), 8. 

53 (d, J = 5 . 12Hz, 1H), 8. 89-8. 91 (m, 1H), 9. 

18 (d, J = 2 . 44Hz, 1H), 9. 22 (bs, 1H) Mfrffim (E 

S I - MS, m/z) : 4 6 1 (M + + 1 ) 

mmm 1 1 5 3 : n- 14- r (6 , 7-*?* v**/- 4-*j u;io £jp 

->1 2_^E2kl ~N J - T4- (^;V7t'Jyyf;i/) ^>vV;i/1 ^^1/7 

?j!lS©4-/n ; E^^K>yV l 3'^ Y (3 0 Omg) %T*lY—Y 
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u;i/ ( 1 omi) temmgit, %mt> u e?A (3 omg) s ^^y^- u > ( i 3 

o/zi) ^jpx^ut in#^m#bfeo asi^^DD^M, i^fa^it7j<m^- 
;v) h^t#fe 0 £§£fc^y-;v (lml) s 7j< (15 0^1) s zk 

iHb#'U<>A (15mg) imm6 0°C^»bfco £jfo*ST&$88l£ 

> (2 0mi) N ^b^^--;i/ (lmi) %im%.i o o°c-? lmmmmLtcio m 

n^-f K£fflv^itU;r^4 - (^j^t'jy^^) - l 

;v -f vttt/y*— h^Mbfeo 4- [ (6, i-v* h^^-4-^y; 

;V) *3r$/] 7*— U > ( 5 Omg) § h;^^> (5ml) , J— ;v ( 1 m 
1) £ -yrfef^ (lml) lzmB£lttz4- (^Jiy^VJ* 

;i/^n h^!7^— J;=J;Dfii§^U ^MO-fb^^ 7 4mgs lR^7 8%-£*§ 

1 H — NMR (CDC la, 400 MHz) : 2. 47 (s, 4H) , 3. 59 
(s, 2H) , 3. 72-3. 75 (m, 4H) , 4. 07 (s, 3 H) , 4. 

08 (s, 3H) , 7. 27 (s, 2H), 7. 32-7. 34 (m, 3H), 

7. 53-7. 56 (m, 3H), 7. 85-7. 88 (m, 4 H) , 8. 64 
(s, 1 H) , 9 . 12 (s, 1 H) WAfrtirm (E S I -MS, m/z) : 5 

5 9 (M + + 1 ) 

mmmi 154 :n- {4- [ (6, h^->-4-^^-v;-;i/) ^ 

jp->] 71-JI/} — N ' - [ (6-p<f-;v-3-b'U^;v) tuitf=.;ii e^fr- 

1/7 

rf?I£<D 6 -^^JV— y>? Ti/ y K (8 Omg) \z h;i/m> (2 0m 

i) s Mb^-;i/ (lmi) i o o°c-<? immmhhtzo mmzm^i, 

-^^;v-3 -t:u^>^;v^n;i/ ^ v^^-^t^- h ^ii^bfeo 4- 
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[ (6, 7-^ F^>-4-Jr7-V'J-^ m] 7-V> (5 Omg) £ 
h;i/^> (5ml) \ ;i/ (1ml) fc$&flg£-frfcgU ;v (lm 

1) 6 3 -try ^>#;i^n;i/ >fv^>7^-h4 

mg\ IK* 8 9 %T*f#feo 

'H-NMR (CDCls, 400MHz) : 52. 58 (s, 3H) , 3. 97 
(s, 3H) , 3. 99 (s, 3H) , 7. 37-7. 40 (m, 3H) , 7. 
46 (d, J = 8. 29Hz, 1H) , 7. 58 (s, 1H) , 7. 79 (d, 
J = 8. 78Hz, 2H) , 8. 26 (dd, J = 2. 44Hz, J = 8. 05 
Hz, 1H), 8. 59 (s, 1H), 9. 00 (d, J = 2. 19Hz, 1 
H) , 11. 8 2 (bs, 1H) , 12. 5 2 (bs, 1H) ft*##Hi (E S 
I -MS, m/z) : 4 7 6 (M + + 1) 
Hi 1155 : N- {4 - [ (6, 7 - SM fc 3^>- 4 U * 

y -n 1 - (4-b°u^;i/^;i/^-;^) f^fr_uz 

rfJflR© 4 - fc° U > # ;i/ ^D7^F (80mg) ^fflV^Mfc^t%4 

- try *j>-h)\yft=.)i> -fv^^T^-hriilbfeo 4- [ (6, i-y* 

h^>-4-^7-y;-;i/) ^3^] T— y> (50mg) ^h;i/^> (5m 

i) s (imi) izmm^^tcm. dmi) izmm^it 

4 - f y *; >*;i/^n;v v^^>t^— h &jo*.gS"T? 2 iff d§t»bfco 
Bimm & mm u# & n &a ^ £ ^ p p a /t ^ h >mi§ t & y # ^ n 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 8 (s, 3 H) , 3. 
99 (s, 3H), 7. 37-7. 40 (m, 3H), 7. 58 (s, 1H), 
7. 79 (d, J = 8. 78Hz, 2H), 7. 87 (d, J = 6. 09Hz, 
2H), 8. 58 (s, 1H), 8. 7 9 (d, J = 6. 09Hz, 2H), 1 
1. 89 (bs, 1H), 12. 34 (bs, 1H) SfM^Uffil (E S I -MS, 
m/z) : 4 6 2 (M + + 1 ) 

mmmi 1 5 6 : n- {4- [ (6 , 7 -pa h^r->-4-^^-vy-;i/) # 
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dr->1 y^-jy} -n' - (2 -b° U^;v^;i/^-;i/] tt$u7 

TfrflR©2-tf«J ;V ^D70* (80mg) £ffll^iSKfc^2 

-try -r v3-*t/7*— h£iiHbfco 4- [ (6, 7-^ 

^-dpj/] T— y > (5 0mg) £ h;i/:c> (5m 
1) % » (1ml) fc$g«¥£-£fc& N (1ml) 

& 2 - 1: y > * <i V^-Hc^T^—V %to%.m.U~Z 2 B#Hg3t# b fz o 

Th^7 7^-fcJ;DI§U ^S©-fb£*£ 6 9mg> i&¥9 0%Tl#fco 
X H — NMR (DMSO-de, 4 0 0MHz) : (5 3 . 98 (s, 3 H) , 3. 
99 (s, 3H) , 7. 39-7. 42 (m, 3H), 7. 58 (s, 1 H) , 
7. 81-7. 84 (m, 3H) , 8. 16-8. 20 (m, 1H) , 8. 28 
(d, J = 7. 56Hz, 1H), 8. 58 (s, 1H), 8. 82 (d, J = 
4. 64Hz, 1H), 10. 85 (bs, 1 H) , 12. 18 (bs, 1 H) 
Il^tfKESI-MS, m/z) :4 6 2 (M + +1) 

mmmi 157 :N- f4- [ (6, 7-^jrf h^->-4-^V'U-;i/) a- 
*r*/-\ 7 x =.)]/} -N' -12- (F'J7MP^^) ^>VV;i/1 ±*£_U 

(80mg) %m^xmzm^2- ( h y y^u^^-jv) - 1 -^>-t?>#;i/ 

tf-jl ^VftJ/7^-h*SStfco 4- [ (6, 7-S>* h*$/-4-=* 
t N /U-jV) tf^] T— y > (5 Omg) § h;i/3i> (5ml) N ^ J— )]/ 
(lml) ■efc&s J-^y— ;i/ (1ml) 2- (h'j7^ 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 9 (s, 3H) , 4. 
02 (s, 3H), 7. 38-7. 40 (m, 2H), 7. 59 (s, 1H), 
7. 76-7. 88 (m, 7H), 8. 58 (s, 1H), 12. 14 (bs, 
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1 H) , 12. 29 (bs, 1H) mmmffm (ESI-MS, m/z) : 52 
9 (M + +l) 

mMM 115 8 : N- (3 , 5-^^PP^>vV;i/) -N ? - {4- [ (6 2 
rf5l£©3, 5 -i^^nn- 1 -^>-fc? >^;i/^^;i/ ^D7^ F (80mg) 

-h^Mbfeo 4- [ (6, 7-s>* h^^-4-^e^-y U— ^3^>] T 

> (50mg) £ h;i/3i> (5ml) s S—Jl (1ml) 
f^s cn^y— ;i/ (1ml) lzmm^^rz3 , 5-^^DD-l-^>^f>7jM 

'H-NMR (DMSO-ds, 4 0 0MHz) : (5 3 . 98 (s, 3H) , 3. 
99 (s, 3H) , 7. 3 7-7. 4 0 (m, 4 H) , 7. 58 (s, 1 H) , 
7. 67 (bs, 1H), 7. 76-7. 81 (m, 1H) , 7. 88 (s, 1 
H) , 7. 94 (s, 1H), 8. 00 (s, 1H) , 8. 17 (bs, 1H), 
8 . 5 8 (b s , 1 H) WMfi-mM (ESI-MS, m/z) : 5 3 0 (M + + 
1) 

mmmi 159 :n- {2 -^pp-4- r (6, 7 h^>-4-^y 

U;i/) ^-^->] -N j - (3, 5-^^PP^>^;i/) ^frUT 

TfrI£cD3, 5 -^pp- 1 -^>Hf >#;i^-;]/ ^P7^fF (80mg) 

£ffl^3clRkr#£^3 , 5 -^^pp- l -^>-if -fv^^T* 

— h^SfUbfco 2-^PP-4- [ (6, h^^-4-^py U;W 
^f-->] T— U> (5 Omg) § h;i^> (5ml) s m^y— ;v (1ml) tc^ 
m^^rf^ks m^y— ;i/ (1ml) 3 , 5 -V9 p p - 1 
yfy)]y^-)V J V5^>T* — h ^iPx^T 2 Btfem#bfec 
bft^tlTc^^^^PP^VA/T-fe h>IHt§^Ui^^DY 

— ^J;f9ltMbs M©^tl^4 0mg. W4 7%Tllfeo 

1 H-NMR (DMSO-ds, 400 MHz) : 6 3 . 93 (s, 3H) , 3. 
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96 (s, 3H) , 6. 66 (d, J = 4. 88Hz, 1H) , 7. 43 (s, 
1H) , 7. 48 (s, 1H) , 7. 61 (s, 1 H) , 7. 6 7 (s, 1 H) , 
7. 79 (s, 1 H) , 7. 94-8. 17 (m, 3 H) , 8. 57 (d, J = 
5. 1 2 Hz, 1H) , 12. 09 (bs, 1 H) , 12. 42 (b s, 1H) 
M^lfKESI-MS, m/z) : 5 6 3 (M + +l) 
gjil 1 6 0 : N- {4 - [ (6 , 7 -V* h 4 JV) £± 

^2 - 3 -7MP7 ;i/> -N J - ( 2 -^;i/^-p^>W;i/) ff7i/7 
ffJlgcD 2 -y;b^-p- 1 ;i/ ^n^-r K (8 0mg) ~km 

^bfco 4- [ (6, 7-$>* hdr^-4-^f-y U;V) ;t=^>] -2-7;i/^"D 
T— U > (50mg) § (5ml) s J—)}/ (1ml) 

fef^ s (lml) izmm^^±k2 - yjv^rv- l -^yMy^jjv-^- 

jv <4 v^^r*— h&m^mML-e 2mmnnhfco ^m^mmu^^tir^ 

StM©<bl^J£ 6 8mg\ W8 6%T*#fco 
1 H — NMR (DMSO-ds, 4 0 0MHz) : 6 3 . 9 5 (s, 3 H) , 3. 
96 (s, 3H) , 6. 52 (d, J = 4. 88Hz, 1H) , 7. 35-7. 
40 (m, 2 H) , 7. 43 ( s , 1 H) , 7. 50-7. 55 (m, 2 H) , 

7. 61-7. 73 (m, 2H) , 7. 75 (t, J = 5. 85Hz, 1H), 

8. 07 (d, J=ll. 95Hz, 1H), 8. 52 (d, J = 5. 37Hz, 
1H), 11. 85 (s, 1H), 12. 43 (s, 1H) Rft^tfffi (ESI 
-MS, m/z) : 4 9 6 (M + + 1 ) 

mmmi 1 6 1 : n- {4- r (6, 7-*?* 

7 -n' - ( 2 -7;i/^-p^>vV;i/) ^^■t>VT 

fU^©2 -^;V^"P- 1 ^D7-i > F (8 0mg) 

^bfeo 4- [ (6, 7-i^p< h^i/-4-^r±V , U-;i^) ^3^>] 7-'J> 
(5 Omg) £ h;i/3i> (5ml) N :x#y— ;i, (lml) IzmBZ^fzW:, ^ 
(lml) fc^M^-frfc 2 -7)\s3ru- 1 -^>-if>£;i/^-;v y 
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tti/T*—v (5 0/zi) ^m^UT2mmm^Ltzo Bi!fom%mmu%t> 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 8 (s, 3H) , 3. 
99 (s, 3H), 7. 34-7. 40 (m, 5H) , 7. 58 (s, 1H) , 
7. 60-7. 79 (m, 4H) , 8. 58 (s, 1H), 11. 74 (s, 1 
H) , 12. 3 2 (s, 1H) m.m.mfxm. (ESI -MS, m/z) : 4 7 9 
(M + + 1 ) 

mmm 1 1 6 2 : n- (2 , 6 - ^pp^w^ji/) -n* - {4- r (6 , 

rf5lg©2, 6 - ^nn - 1 -^>Hf >5b;i/^?— ;v ^D7^ h* (80mg) 

— h£a)HS§bfco 4- [ (6, 1 -*J* h*is-4-*i~VV -JV) T 

— U> (5 Omg) * h;i/3i> (5ml) N ;c#y— ;i/ (1ml) fc«P£-yrfc 
#U o^y — ;i/ (lml) tzmm& 2 , 6-y^PP-l-o-fe">*M 

-f VM-S'T*— h^jjpx.^T 2B#lHtSt#bfco MJ«£yflSU#£>n 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 8 (s, 3 H) , 3. 
99 (s, 3H) , 7. 39 (d, J=10. 73Hz, 3 H) , 7. 47-7. 
6 1 (m, 4H), 7. 79 (d, J = 8. 78Hz, 2H), 8. 59 (s, 
1 H) , 12. 22 (bs, 1 H) , 12. 35 (bs, 1 H.) H«^lffffi ( E 
S I -MS, m/z) : 5 3 0 (M + + 1 ) 

1163 :N- f2-^PP-4- [ (6, 7_ = JS* h^r->-4-^y 

r|5j&©3 -7;i/^"D- 1 -^>-if ^D7^ F (8 Omg) %m 

v^iSRk:^ 3 -yjv^ra- l - ;i/#r:;i/ v?-;t^T*— h £11 

Mbfeo 2-^DP-4 - [ (6, 7-S>* h^r^-4-^y U Jl) it**/] 7 

— V> (50mg) £ h;Kn> (5 ml) s ;P (lml) 
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;i/ (lml) lzmm^^fc3-yMu- 1 >#;v#-;i/ 
-f V5^>T^ — h £Jnx.^ST 2 B#Hgjft#bfco HJ«£vtlt W#£>tifca 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 2 (s, 3H) , 3. 
93 (s, 3H) , 6. 66 (d, J = 5. 12Hz, 1 H) , 7. 20 (s, 
1H), 7. 32-7. 36 (m, 1H), 7. 43 (s, 1H), 7. 48 
(s, 1H) , 7. 60-7. 62 (m, 2H), 7. 86 (d, J = 9. 03 
Hz, 1H) , 8. 56 (d, J=5. 12Hz, 1H), 11. 95 (bs, 
1H) , 12. 55 (bs, 1H) m.m.mfxm. (ESI-MS, m/z) : 5 1 
2 (M + +l) 

jljl 16 4 : N— 14- f (6, 7 -*J* * 
i$U(D2-7 )VJru- 1 -^>-fe* >^;p^— ;i/ ^n^^f F (80mg) £J1 

Slbfco 4- [ (6, 7 h ^r->- 4 -^^-V* >;-;!/) * U > 

(5 Omg) £ h;i^> (5ml) s ( lml) fcMP£-£fcf£. ^ 

^y— ;v (lml) I3^f^^fe3 -^;i/^-D- l -TV 

?-jri/T^— h^m^un 2mmmwvtc 0 Rmm%mmu%t>titcm£%z 

m,<DikS%Q-%: 60mg. J&aps 7 5 %-£f#fco 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 8 (s, 3H) , 3. 
99 ( s , 3H), 7. 37-7. 40 (m, 3H), 7. 52-7. 55 (m, 
1H), 7. 58-7. 61 (m, 2H), 7. 78-7. 86 (m, 4H), 
8. 58 (s, 1H), 12. 05 (bs, 1H), 12. 43 (bs, 1H) 
ft»^#ffg (E S I -MS, m/z) : 4 7 9 (M + +l) 

mmm 1 1 6 5 : n- (3 -^p^^w-t ;io -n j - {2 - 

TUF^cDS-^n^- 1 -^>-fe* K (8 Omg) £J5^ 
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7~o 2-^DD-4- [ (6, 7-^h^>-4-^;'JJl/) t^>] T-'J 
> (50mg) £ h;i/^> (5ml) s — )l (1ml) IzmM^^tfc^ 

1 H — NMR (DMSO-ds, 4 0 0MHz) : 6 3 . 4 6 (s, 3 H) , 3. 
92 (s, 3H) , 6. 61 (d, J = 5. 37Hz, 1 H) , 7. 19-7. 
22 (m, 1H) , 7. 3 2 - 7. 3 6 (m, 1H) , 7. 48 (s, 1 H) , 
7. 52 (t, J = 7. 93Hz, 1 H) , 7. 61 (d, J = 2. 68Hz, 
1 H) , 7. 88 (d, J = 8. 05Hz, 1H), 7. 99 (d, J = 8. 0 
5Hz, 1H), 8. 09 (d, J = 9. 06Hz, 1H), 8. 21 (s, 1 
H), 8. 56 (d, J = 5 . 12Hz, 1H), 12. 02 (bs, 1H), 
12. 5 3 (b s , 1 H) WMfrffim (ESI-MS, m/z) : 5 7 3 (M + + 
1) 

mmmi 1 6 6 : N- (4-^P^E^>yV;V) -N' - {4- [ (6, 7- 

rfJlS©4-^D ; E- 1 -^>-b? >*;i/^;i/ 7D7^ K (80mg) £fflV^ 

fco 4- [ (6, 7—^M h^F-^-4-^-y U;i/) ;*-=^>] U > (5 0m 
g) %b (5ml) . J— ;i/ (1ml) *fc& N ai^y— ;v 

(lml) i l zmM$ J &fz4-7*n c £- 1 -^>-fc? -fv^^7^ 

£ 5 7 m g N JR^s 6 3 %Tf#;fco 

1 H — NMR (DMSO-de, 4 0 0MHz) : 5 3 . 93 (s, 3 H) , 3. 
96 (s, 3H) , 6. 55 (d, J = 5. 12Hz, 1 H) , 7. 33 (d, 
J = 8. 78Hz, 2H), 7. 41 (s, 1H), 7. 51 (s, 1H), 7. 
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77 (d, J = 8. 78Hz, 2H) , 7. 82 (d, J = 8. 78Hz, 2 
H) , 7. 93 (d, J = 8. 54Hz, 2 H) , 8. 52 (d, J = 5. 37 
Hz, 1H), 11. 65 (bs, 1H), 12. 47 (bs, 1H) WS^Jf 
m (E S I -MS, m/z) : 5 3 9 (M + + 1) 

111 1 1 6 7 : N- (4 -^P^E^>vV;i/) -N' - {2 -^PP-4- 

?|5IK©4 -3/p^E- 1 -^>-^>*;i/^-;i/ ^p^-fK (80mg) £/§V^;£ 

n p- 4- [ (6, 7 -SM h^^-4-dry;;i/) ;T^>] U > 
(5 Omg) § h;i^> (5ml) s m^y— ;i/ (1ml) fc$§fl¥£i*fc^s ^ 

— j]/ (1ml) \zmM£ : &tc4 -r/P^E- l -^>-i? >#;i/tf?~;i/ -f 
p^;i/A/T-fe h>JSIIST^>y #^;i/^p-^ h ^ 7 — <fc Df»Mb s 

'H-NMR (DMSO-d 6 , 4 0 0MHz) : 6 3 . 9 2 (s, 3 H) , 3. 
93 (s, 3H), 6. 66 (d, J = 5 . 12Hz, 1H), 7. 20 (s, 
1H), 7. 32-7. 36 (m, 1H), 7. 43 (s, 1H), 7. 48 

(s, 1H), 7. 60 (d, J=2. 68Hz, 1H), 7. 78 (d, J = 
8. 78 Hz, 1H), 7. 95 (d, J = 8. 78Hz, 1H), 8. 56 

(d, J = 5. 12Hz, 1H), 11. 96 (bs, 1H), 12. 57 (b 
s, 1 H) W&frtirM (ESI -MS, m/z) : 5 7 3 (M + + 1) 
mMM 1 1 6 8 : N- (4-yp^E^>vV;i/) -N' - (4- [ (6 , 7 - 

tUM© 4 -yp^E- 1 -^<>Hf >*;i/^^;v ^U7^ F (8 Omg) 

;£iiKf3^4 -yp^E- l -^>-h? ^ y^^r*— h £ii^b 

fco 4- [ (6, 7-S>* h^r^>-4-^^-v*';-;i/) T~ U > (5 0 

mg) (5ml) \ J — )V (1ml) Izmffi^&fzfe, J — 

;i/(lml) lzmm^^tz4 1 -^>-fe? ^vf-t^7 
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h>SitS^'J*^>^DY hV^y >r-fc«fc DJfitSSiU 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 8 (s, 3H) , 3. 
99 (s, 3H), 7. 37-7. 40 (m, 3 H) , 7. 58 (s, 1 H) , 

7. 76-7. 92 (m, 4H) , 7. 94 (d, J = 6. 59Hz, 2 H) , 

8. 58 (s, 1 H) , 11. 72 (b s, 1 H) , 12. 52 (bs, 1H) 
W&frtiffe (E S I -MS, m/z) : 541 (M + +l) 

mmm 1169 : n- {2 - [4 - czp^^) z^e2U ^-e^-m - 

N' - {4- [ (6, 7-*S* U;V) 7i- ;y> 5^ 

rjJlS© 4 — (^D^^fjV) sO^Jjy? T%/y Y (80mg) 
(20ml) s mitnr-fr (1ml) mu?L 100 °CT* 1 «?B8iO»bfco $SJ& 
^®*bf#e>tife4 - (^D^E^^V) - 1 ;p //P7^ F 

^fflv^iKfc^v^ 2 - [4- (^d^p<^;v) 7 m^y-r;i/ 
^t^— h^iiMbfeo 4- [ (6, 7 h^>-4 -^ey u;W ;3-^>] 

^— U > (5 Omg) § h;VJ-> (5ml) ^ ai^y— ;v (1ml) fc^P^^ 
rc^y— ;i/ (1ml) 2 - [4- (^n^E^^P) y 

1 H — NMR (DMSO-ds, 4 0 0MHz) : 3 . 85 (s, 2 H) , 3. 
92 (s, 3H), 3. 95 (s, 3H), 4. 36 (s, 2H), 6. 55 
(d, J = 5. 12Hz, 1H), 7. 29 (d, J = 9. 03Hz, 2H), 

7. 30-7. 41 (m, 5H) , 7. 49 (s, 1 H) , 7. 75 (d, J = 

8. 78Hz, 2H), 8. 29 (d, J=5. 37Hz, 1H), 11. 75 
(bs, 1H) , 12. 39 (bs, 1H) HS#*f<g (E S I -MS, m/ 

z) : 5 6 7 (M + + 1 ) 

mmm 1170 : n- ( 5-^pp^;^v) -n' - \ 4 - r (6, 7 
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rUUx© 5 -^nn^^; J)], ^D7-f K (8 Omg) %m^Xmz$£^5 
-^nnA>^;^;i/ 'fV^>7*-h$»!llft, 4- [ (6, 7-2^ 

^ap^>] 7nj> (5 Omg) ^ h;V^> (5m 
1) s rc^y— ;i/ (1ml) fc$SJ5?&-£;fc& N rc^y— ;v (1ml) fc^jW** 

1 H — NMR (DMSO-d S) 4 0 0MHz) : 5 2 . 4 9 - 2. 5 5 (m, 6 
H), 3. 36-3. 69 (m, 2H) , 3. 93 (s, 3 H) , 3. 96 (s, 
3H), 7. 34-7. 39 (m, 3H) , 7. 58 (s, 1H), 7. 73 

(d, J = 9. 03Hz, 2H) , 8. 58 (s, 1 H) , 11. 49 (s, 1 
H) , 12. 5 0 (s , 1 H) MAfrffim (ESI -MS, m/z) : 4 7 5 

(M + + 1 ) 

mmmi 1 7 1 : n- {4- c (6, 7-*?* h*is- 4-*; 

*/"] 7x^1 -N J - [2 - (2-^ji— ;i/) ^-a-frUT* 
TfjM©2- (2-9^— ;i/) T-te^y^ 7j/y K (4 Omg) iz h;i/ac> 
(20ml) s ^b^^"-;i/ (1ml) £#n;t 1 0 0 °Ct? 1 Bm&nifcbfco W 

1^2- ( 2 -^rc-;i/) m^-f;!, ^ V^^T^ — h &gS& bfeo 4- 
[ ( 6 , h^p->-4 -^y u;i/) ;t^>] T— U > ( 5 Omg) § h;i/ 

rn> (5ml) , m^y— ;v (1ml) -£fc7£s ;i, (1ml) 

fc^$?£i±fc2- (2 -^3i-;v) ^ vtt*/7*— h £#Dx.^ 

7?2i^^i»#bfeo TO^iiif ^ nfe^^ t ^ d d ^ A/7-b h>mm 

*5 4%Tl#fco 

1 H — NMR (DMSO-d 6 , 4 0 0MHz) : 53. 96 (s, 3H) , 3. 
98 (s, 3H), 4. 07 (s, 2H), 6. 64 (d, J=5. 61Hz, 
1H), 6. 96-7. 03 (m, 6H), 7. 33-7. 38 (m, 1H), 
7. 45 (s, 1H), 7. 78 (d, J=9. 03Hz, 1H), 8. 61 
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(d, J = 5 . 37Hz, 1 H) , 11. 75 (bs, 1 H) , 12. 34 (b 
s , 1 H) MMfrffite (ESI —MS , m/z) : 4 8 0 (M + + 1) 

lijl 172 :N— {4 — [ (6, 7-^^ fc 4 -*±2l 'J —)]/) * 

jPSj 7 JL-M — N 3 - [2- (2-5^-;iO T^jlJ tt+jV? 
TUM02- ( 2 rr-te^-y^ 7^>y F (40mg) th;Vx> 

(2 0ml) s mfa**—fr (1ml) £#D;L 1 0 0°CT? 1 BSIgj&D&Lfco 
£e*U§&*ifc2- (2-^-;i/) ^n^-f FSfflVVfciftfctfc 

i>2- (2-3^— ;i/) ^vW7^-h$MIifeo 4- 

[ (6, T-V> (5 Omg) * 

h;vrn> (5ml) N J—)\s (1ml) t^^tfe^ rc^y— ;i/ ( 1 m 
1) fc^fl?^-^fc2- (2-^^-;V) ;t#y-f;i/ -f VttS/T*— hZlJUZ. 

1^5 7%-cmtco 

1 H — NMR (DMSO-d 6 , 4 0 0MHz) : (5 3 . 79 (s, 6 H) , 3. 
98 (d, J = 6. 34Hz, 2H), 6. 68 (d, J = 9. 03Hz, 2 
H) , 6. 96-7. 00 (m, 3H), 7. 34-7. 39 (m, 5H), 9. 
19 (s, 1H), 9. 92 (bs, 1H) M&frtitm (ES I -MS, m/ 
z) : 4 8 1 (M + + 1 ) 

gjj 1173 : N- {2 -^PP-4- [ (6, h^>- 
VJkl 7 -N j - (4-p< MF^lWdlik) ^frUT 

rfJlKc7)4-^ b3^>- 1 -^>-if >*;i/^— ;V VU^j H (8 Omg) 

v>:£jtKk:#£^4 -p< h 3^>- l -^>-a>tu\y^— ;i/ v^^>t*— h^iH 

Mhfeo 2-^DD-4 - [ (6, h^r^-4-^py >;;i^) ;fr=^>] T 

rz>;> (5 Omg) § h;i^> (5 ml) N ;i/ (1ml) IzmM^^rfz 

f£ s m^y — ;i/ (1ml) fc:$g#P£-£;fc4-^ h=^>- 1 - ^>-tf ;i/ 

bs ^S©fl5-&*H*3 6mgs JR*4 6 %Tf#feo 
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1 H — NMR (DMSO-de, 4 0 0MHz) :6 3. 9 2 (s, 9 H) , 7. 
09 (d, J = 8. 78Hz, 1 H) , 7. 19-7. 22 (m, 3H) , 7. 
31-7. 36 (m, 2 H) , 7. 43 (s, 1 H) , 7. 48 (s, 1 H) , 
8. 06 (d, J = 8. 78Hz, 1H), 8. 12 (d, J = 9. 03Hz, 
1H), 8. 53-8. 57 (m, 1H), 11. 52 (bs, 1H), 12. 
5 5 (b s, 1 H) mmfrffim (ESI-MS, m/z) : 5 2 5 (M + + 1) 
1174 :N- (4-^DP^>^;i/) -N' - {2-^PP-4- 

2-^DD-4 - [ (6, 1 h^r^-4-^y V JV) rT^S"] T— U > 

( 5 Omg) * h;i/^> (5ml) N ;i/ (1ml) rjJ 

nougat** ufco s>s«*«ifib^&tbfcai^*^DD*;i/A/7 , -fe h^jgirra 

1 %Tf#fco 

'H-NMR (DMSO-de, 400MHz) : <5 3 . 92 (s, 3H) , 3. 
93 (s, 3H), 6. 66 (d, J = 5. 1 2 Hz, 1H), 7. 19-7. 
21 (m, 2H), 7. 32-7. 36 (m, 1H), 7. 43 (s, 1H), 
7. 47 (s, 1H), 7. 48 (s, 1H), 7. 63 (d, J = 8. 78H 
z, 1H), 8. 03 (d, J = 8. 78Hz, 2H), 8. 57 (d, J = 5. 
12Hz, 1H), 11. 96 (bs, 1H), 12. 57 (bs, 1H) M 
MI (ESI-MS, m/z) :5 2 9 (M + +1) 

gltl 17 5 : N- (2, Y^t^l>2ldM ~N J - 14- 

[ (6, h*iy-4-*j-^V-)}/) £jrj/J :?3i-;i4 ^fryy 

f{Jlg©2, 4 -5?* h3^- 1 -^>-te*>#;i/^n;i/ ^D7^F (80m 

4- [ (6, 7 h^>-4 -^r^-^U-^) ^-dp- 
fy] 7- U > (5 Omg) £ h;i/^> (5 ml) , rc^y— ;i/ (1ml) ££#p 
x^y-;i/ (1ml) 2, 4 -y^ h 1 -^>-tf 
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—iz £ \) mm u mmo^ 1 ^ 5 img N urn 5 8 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 0 (s, 3 H) , 3. 
98 (s, 3H), 3. 99 (s, 3H), 4. 07 (s, 3H), 6. 7 9- 
6. 81 (m, 2H) , 7. 3 7-7. 4 0 (m, 3 H) , 7. 58 (s, 1 
H) , 7. 79-7. 81 (m, 2 H) , 8. 00 (d, J = 9. 03Hz, 1 
H) , 8. 58 (s, 1H), 11. 01 (bs, 1 H) , 12. 68 (bs, 
1 H) MMfrtifm (E S I -MS, m/z) : 5 2 1 (M + + 1) 
mmmi 17 6 : N- {2-^pp-4- r (6, 1 -V^ Y^y-A-^-J 

u;i/) y^—M -n j - (2, h^>^o^;i/) 

y 

rfr$*(£>2, 4 h=^>- 1 -^>Hf>^;i/7jf^;i/ ^n^^K (8 0m 
g) £ffl^:£itKk:fi£^ 2 , 4 h3^>- 1 -^>-fc? ^fv^t 

— h^mm^fzo 2-^DD-4- [ (6, 7 h^->-4-^r^-V r 
Un;v) ^-Jp^] T-U > ( 5 Omg) £ h;i/a:> (5ml) s ;i> ( 1 

ml) -yrfcgL (1ml) £WP£i±fc2, 4-^h3^> 

- 1 -^>-fe?>;2j;i/tf;-;W V^^>:r*— h £#n;t^T' 2 B#ll3f #bfco ^ 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 3 (s, 3 H) , 3. 
96 (s, 3H) , 4. 05 (s, 3 H) , 4. 06 (s, 3H), 6. 66 
(d, J = 5. 12Hz, 1H), 6. 78-6. 81 (m, 2 H) , 7. 36 
(s, 1H) , 7. 43 (s, 1H) , 7. 48 (s, 1H) , 7. 61 (s, 
1H), 8. 01 (d, J=8. 54Hz, 1H), 8. 19 (d, J = 9. 0 
3Hz, 1H) , 8. 56 (d, J = 5. 12Hz, 1H) ,11. 18 (bs, 
1 H) , 12. 67 (b s, 1 H) WMfrffim (ESI -MS, m/z) : 55 
5 (M + +l) 

mmmi 1 7 7 : ^jv5- f ( {4- [ (6, 1-*J* Y**/-4-*c±V 
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- h 

r|5lgcD5-^ h^>- 5 -Or*cV^s$ J 4 V 9 75/ v¥ (40mg) \Z h 

(2 0ml) s ^b^^r-Jl (1ml) 1 0 0 °CT? 1 mmMk\stc. 0 

fc^V^^n, 5 ->f V^S/T^— h - 5 S ^—h%MMVfco 

4- [ (6, 7 -*J* h^>-4-WJ-;V) tf-=^>] U > (5 0m 
g) §h;i/x> (5 ml) s (1ml) izmBg^fc&s ^ J — )l 

(lml) izmm^^tz^JV 5-JV^*is7i—h-5-**V^><i?; 

^— h^m^u-^ 2m^mwvtzo Eimm%mmvm ^ntz^^^tiu^jv 

t»^3 9mgs W4 7%-effeo 

1 H — NMR (DMSO-de, 4 0 0MHz) :61. 16-1. 22 (m, 3 

H) , 1. 78-1. 91 (m, 2 H) , 2. 32-2. 47 (m, 2H), 2. 
4 8-2. 5 4 (m, 2 H) , 3. 92 (s, 3H) , 3. 95 (s, 3H) , 

4. 03-4. 09 (m, 2 H) , 6. 76 (d, J = 8. 78Hz, 1H), 
7. 2 9 -7. 3 9 (m, 4H) , 7. 52 (s, 1 H) , 7. 73 (d, J = 

5. 3 7 Hz , 1H), 11. 49 (s, 1H), 12. 47 (s, 1H) MM 
frffim (E S I -MS , m/z) : 4 9 9 (M + +l) 

mmmi 1 7 8 : x^;H- r ( {4- r (6, 7 -5>* b*5s-4-*j-"J 
U-;i/) ^-dr->] 7—VJ} ±>J\stf9-Jr-( )l) 7^ J] -4-^V^;x- 

iUIS©4-^ b^-5/- 5 - t^rV^y-f 75/y H (40mg) $3 h;i/ 

^> (20ml) N Mb^^"-;V (lml) ££n;L 1 0 0 °CT 1 IH^M Lfco 
»^*Wf^tifex^4-7DD-4-t^V^yx-h^^Mt 
f^xf-;H-fV^i/77- h - 4 -Jr*V7# J ^— h ^ilSbfeo 4 - 
[ (6, 7-^p< h^r^-4 -^r^-V'U-;i/) ^-^->] T^U> (5 Omg) § 
h;i/3i> (5ml) or^y— ;v (lml) izmB^^fz^s (lm 

I) izmm^^tz^JV 4-4\mr$/7±—h-4-**\>'7#S3L~-b& 
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mg N l»4 7%Tf#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 1 . 16-1. 24 (m, 3 
H), 2. 51-2. 63 (m, 2H), 2. 73-2. 78 (m, 2H) , 3. 
92 (s, 3H) , 3. 95 (s, 3H) , 4. 02-4. 11 (m, 2H), 
7. 29-7. 39 (m, 3H) , 7. 57 (s, 1H) , 7. 70-7. 74 
(m, 2 H) , 8. 62 (s, 1H), 11. 60 (s, 1 H) , 12. 38 
(s, 1 H) mm^mm (E S I -MS, m/z) : 4 8 5 (M + +l) 

mmmi 179 •. n- {3-^pp-4-[ (6, 7 h^-4-^y u 

TfiiK© 1 D^\^r-y->*;i/^— ;v ^n?^ f (8 0mg) ^ffii^SRi;: 

l-j/^D^t>AM-;i/ ^v^^7^-h§x^y-;v (lml) Iz 

mm^it, *^3-^DO-4-[ (6, 7-$>* h^>-4-3ry >J;i/) s}-^ 
> ( 5 Omg) s h;i^> (5ml) s J — )l> (lml) ^Jn^M 

mm 5 8 %ief#fco 

'H — NMR (DMSO-d 63 4 0 0 MHz) : 6 1 . 16-1. 41 (m, 6 
H) , 1. 66-1. 85 (m, 4 H) , 2. 55-2. 61 (m, 1H), 3. 
94 (s, 3H) , 3. 95 (s, 3 H) , 6. 41 (d, J = 5. 1Hz, 1 
H) , 7. 42 (s, 1H) , 7. 46 (d, J = 8. 8Hz, 1H), 7. 5 
2 (s, 1H), 7. 68 (dd, J = 2. 2Hz, 8. 5Hz, 1H), 8. 
15 (d, J = 2. 2Hz, 1H), 8. 50 (d, J=5. 1Hz, 1H), 
11. 51 (s 3 1H), 12. 59 (s, IB) KMfrffim (ESI-MS, 
m/z) : 5 0 0 (M + + 1) 
mt&mi 18 0: N-ty^7U^iyJVtU]y^-)V-N' - 14 -[ (6,7-^ 

TftM© 1 ^D7^ F (8 Omg) 



WO 01/47890 PCT/JPOO/09157 

728 

mmZ&s ZZ^4-[ (6, 7-^^ h^^>-4-^^-V"U-;v) t^r^]7r 
U> (5 Omg) s h;ioi> (5ml) s J —)l (1ml) &]B%.&We 1 

6 2 %T^#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) 16-1. 45 (m, 6 

H) , 1. 66-1. 86 (m, 4H), 2. 55-2. 61 (m, 1H) , 3. 
98 (s, 3H), 3. 99 (s, 3H), 7. 34 (d, J = 1 5. 6Hz, 
2H), 7. 39 (s, 1H), 7. 56 (s, 1 H) , 7. 73 (d, J = 9. 
OHz, 2H) , 8. 56 (s, 1 H) , 11. 41 (s, 1 H) , 12. 55 
( s , 1 H) 

Si^lrl (ESI-MS, m/z) :4 6 7 (M + +1) 
mnm l 181 : n->^p7pii-;i/^;v^- ;v-n' - {4-[ (6,7-3? 

rTO© 1 ->>^n:rp^>#;vtf;-;i/ F (80mg) %m^JtWllz 

1 ->>^D7°n/i>^;i/^— ;i/ ^v^-^>7^-b§x^y-/v (1ml) iz 

mmg^ ^i-\4 -[ (6, 7-^ h^>-4 - ^t^/'J-jl/) ^-dr^>]T- 
U> (5 Omg) ^ h;i/ni> (5ml) s — ))/ (1ml) ^iP^.^-^ 1 

7 1 %Tffec 

1 H — NMR (DMSO-de, 4 0 0MHz) : (5 0 . 9 5 -0. 9 9 (m, 4 
H), 2. 10-2. 14 (m, 1H), 3. 98 (s, 3H), 3. 99 (s, 
3H), 7. 34 (d, J=9. OHz, 2 H) , 7. 39 (s, 1H) , 7. 
56 (s, 1 H) , 7. 71 (d, J = 8. 8Hz, 2H) , 8. 56 (s, 1 
H) , 11. 81 (s, 1H) , 12. 53 (s, 1H) JtM^sfrfffi (ESI- 
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M S , m/ z ) : 

Hi 1182 :N- {3-^PP-4-[ (6,7-^ h^>-4-^; 'J 

TfJlgCD 1 -->?v^>&>ljjl>tf—)l pn^^Y (80mg) 

1-^>^D^>^>M^/1/ -fy^>7^-h§x^^-;i/ (lml) iz 
mm^it, ?^3-^DD-4-[ (6, U;i/) 
f>]T^U> (5 Omg) , h;V^> (5ml) . J — JV (lml) ^MXm. 

IH t § ^> U A d b ^7 7 -i: J; D MS ^©^^£3 8mg N 

mm 5 2 %^i#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 1 . 5 6- 1. 7 6 (m, 6 
H), 1. 88-1. 90 (m, 2H), 2. 97-3. 03 (m, 1 H) , 3. 
94 (s, 3H) , 3. 96 (s, 3 H) , 6. 40 (d, J=5. 1Hz, 1 
H) , 7. 42 (s, 1H) , 7. 46 (d, J = 8. 8Hz, 1 H) , 7. 5 
2 (s, 1H) , 7. 68 (dd, J = 2. 7Hz, 8. 8Hz, 1 H) , 8. 
15 (d, J = 2. 4Hz, 1H), 8. 50 (d, J = 5. 4Hz, 1H), 
11.56(s, 1H), 12.60 (s, 1H) Kfi^Ffffi (E S I -MS, 
m/z) : 4 8 6 (M + + 1 ) 

l l 8 3 : N-->^p^>^;v^;1/^-;v-N ? - {4 -[ (6,7-^ 

rUIS© 1 —>^D^>^>#;]/^;i/ ^D7^fF (8 Omg) ^ffli^^t 

-££^4 -[ (6, 7-^p< h^^-4-dr^-y; -;V) ^^^>]T- 
U > ( 5 Omg) s h;i/^> (5ml) s J — )l> (lml) %jm7LMUl! 1 

3$tJf h^77^f- fcrj; !)ilU mm<D4b&<®)%: 2 4mgs iRJ*5 3 1 % 
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1 H — NMR (DMSO-de, 4 0 0MHz) : 5 1 . 5 5 - 1. 9 0 (m, 8 
H) , 2. 99-3. 03 (m, 1 H) , 3. 98 (s, 3H) , 3. 99 (s, 
3H) , 7. 34 (d, J = 8. 8Hz, 2 H) , 7. 39 (s, 1 H) , 7. 
57 (s, 1H) , 7. 73 (d, J = 8. 8Hz, 2H), 8. 56 (s, 1 
H) , 11. 47 (s, 1 H) , 12. 56 (s, 1H) M#HHt (E S I - 
MS, m/z) : 4 5 3 (M + + 1) 
jijl 184 :N- {3-^PP-4-[ (6,7— V* h^>-4-^.7 U 

^-^-->]7 ji— -N J -[3- (3 - ^»;i/7xn 7°p;iy ^ 

rfJSE©3- (3 rp^V^fy^ y h* (8 0mg) Iz 
h;V^> (20ml), mh?-*-)l (1ml) £2jp;L 1 0 0°Ct: 1 Bm&Pflftb 
fzo $SJ&£®3cb*#£>ftfc3- (3 - ^^l/7ir;p) ro/V-f^ ^n^-r 

J'T^-hSi^y'-;!/ (1ml) £$SA¥£"tl\ ^^^\3-7DD-4-[ (6, 

7-2^ h^>-4-^y y;i/) a-*^]?*— »;> (5 omg) s (5m 

i) N )]/ (imi) ^m^.mu.^i smmm.n\st=. 0 Kj^m^mmu^ 

'H-NMR (DMSO-d 6 , 4 0 0MHz) : 5 2 . 29 (s, 3 H) , 2. 
7 7-2. 8 9 (m, 4H) , 3. 94 (s, 3H) , 3. 96 (s, 3 H) , 
6. 41 (d, J = 5. 4Hz, 1H) , 7. 01-7. 08 (m, 3H) , 7. 
19 (t, J = 7 . 6Hz, 1H) , 7. 42 (s, 1H) , 7. 47 (d, J 
= 8. 8Hz, 1H), 7. 53 (s, 1H) , 7. 67 (dd, J = 2. 4H 
z, 8. 5Hz, 1H) , 8. 13 (d, J = 2. 7Hz, 1 H) , 8. 50 
(d, J = 5. 1Hz, 1H), 11. 62 ( s , 1H), 12. 53 (s, 1 
H) K*#*ffii (E S I -MS, m/z) : 5 3 7 (M + + 1) 

mnmi 1 8 5 ; n- (4-t (6, 7-^ h^>-4-^j-y'u-;to 

$/]7i^M -N' -r 3 - (3-^^;i/7i-/i/) 7^ziZdlik3±^^kLZ 
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TfJjR©3- (3-^;V7i-;i/) yxmj^vZ T*yvY (80mg) lz 

h;i/^> (2 0ml) N jg{bft-;v.(imi) *in* l o o°ct* lmmuMiis 

— h^SS^bfeo mMVfz3- (3-^^7i-ji/) 7°n^y-f;v ^fvft 
>>7^-h§x^y-/b (1ml) ^i^4-[ (6, 7-S^ 

4 -dp^-y U— ;V) ^-^-^>]T-U > (5 Omg) s b;i/3i> (5ml) . oi 

dmi) ^mx.MUT! 1 6mmmnvtzo Rutm^mmu^^ntzm 

mcDlk&<®)%3 2mg s lK*3 8%«o 

1 H — NMR (DMSO-de, 4 0 0MHz) : (5 2 . 29 (s, 3 H) , 2. 
77-2. 87 (m, 4H) , 3. 98 (s, 3H) , 3. 99 (s, 3 H) , 
7. 01-7. 08 (m, 3H), 7. 19 (t, J = 7. 6Hz, 1H), 7. 
34 (d, J = 8. 8Hz, 2H) , 7. 39 (s, 1H), 7. 57 (s, 1 
H) , 7. 72 (d, J = 8. 8Hz, 2H) , 8. 56 (s, 1 H) , 11. 
52 (s, 1H) , 12. 50 (s, 1H) JC«##fffi (ESI-MS, m/ 
z) : 5 0 3 (M + + 1 ) 

mmm 1186 :n- (4-^dp^;^;i/) - n j -i 4 -[ (6, 1 

rftlg© 4 - >7 D D y ;V ^D^O" (8 Omg) l^itRfc^^ 4 - 

-{V^t^T^-htx^^-;!/ (lml) ^^If^Us ^d-\4 -[ (6, 
7-^^ h^->-4-^r^-^U-;i/) ^-^^]T-U> (5 Omg) , h;i/:c> 
(5ml) > ai^y— ;v (lml) £jJD>l^-£ 1 60#^Jt#bfe o 

iDiib M©jb^r«3 0mg, ^3 8%T^#feo 
1 H — NMR (DMSO-d E) 4 0 0MHz) : 52. 04 (t, J = 6. 8H 
z, 2H) , 2. 65 (t, J = 7. 3Hz, 2H), 3. 70 (t, J = 6. 
6Hz, 2H), 3. 98 (s, 3H), 3. 99 (s, 3H), 7. 35 (d, 
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J = 8. 8Hz, 2H) , 7. 39 (s, 1H), 7. 57 (s, 1 H) , 7. 
72 (d, J = 8. 8Hz, 2H), 8. 56 (s, 1H) , 11. 55 (s, 
1H), 12. 45 (s, 1H) Wmfrffim (SSI-MS, m/z) : 461 
(M + +l) 

mMffll 187 : N- {3-^PP-4-[ (6,7-^ h=frS/-4-3M U 

jv) ^jeM7x-M -n' - (2, 2 -i??t^)i7°v^; j ;i) ^-^fVT 

rUER©2, 2-^^f-/V7D/V^/l/ ^D7^f F (8 0mg) ^ffll^ifclc 
2, 2-^^7d;v-i'/v ^v^7^-h^y-ji/ (1ml) fc 

^^-\3 -^pd- 4 -[ (6, i -y* h*is- 4-*; u;v) 

*/]7—V> (5 Omg) „ h;i^> (5ml) „ (1ml) ^M^M 

ST1 6WpSB«#bfco S«^vllSbt#e>tife^^§^DD*;i'A/7 > -k h> 

4 3%«o 

1 H — NMR (DMSO-de, 4 0 0MHz) : 1. 27 (s, 9 H) , 3. 9 
4 (s, 3H), 3. 96 (s, 3H), 6. 41 (d, J = 5. 1Hz, 1 
H), 7. 42 (s, 1H), 7. 47 (d, J = 8. 8Hz, 1H) , 7. 5 
2 (s, 1H), 7. 68 (dd, J = 2. 4Hz, 8. 8Hz, 1H), 8. 
12 (s, 1H), 8. 51 (d, J = 5. 1Hz, 1H), 10. 78 (s, 
1 H) , 12. 50 (s, 1 H) WMfrffim (E S I -MS, m/z) : 4 7 4 
(M + + 1 ) 

mmmi 1 8 8 : n- {4-r (6, i h^->-4-^^-v"u-;i/) 

->]^3i-;i/} -N J - (2, 2-^^t/7'p;v>f;i/) ^^1/7 

TUflR©2, 2-^f^7o;V>f^ ^D7^fF (8 Omg) ^fflV^^cMfc 

2, 2-^?;i/7D;v^;i/ -fvW7^-f^;-;Klml) n 

«P£-t?\ ^^a4-[ (6, 7 -ypt h3^>- 4-3^y* U— tt*,\T— 
U > (5 Omg) , h;i/^> (5ml) „ — )V (1ml) ^Jn^^Stf 1 
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'H-NMR (DMSO-de, 4 0 0MHz) :61. 28 (s, 9 H) , 3. 
98 (s, 3H) , 3. 99 (s, 3H) , 7. 35 (d, J = 8. 8Hz, 2 
H) , 7. 39 (s, 1H) , 7. 57 (s, 1H) , 7. 72 (d, J=8. 
5Hz, 2H) , 8. 57 (s, 1H) , 10. 66 (s, 1H), 12. 59 
(s, 1H) 

n&frffim (E S I -MS, m/z) :44 1 (M + +l) 
iWflJl 18 9 : N- {4-f (6, 7-^p< h 3=-> - 4 V U 

rfJlgcD^dr-y-y //D7^ F (80mg) ^fflV^itRfc^^ "9V ;i/ 

;ix (1ml) fc»p£-& s ^C^4-[ (6, 7-^ 
^-VTi; jr*is]T- U> (5 Omg) , h;i/^> (5ml) s ai^y— ;i/ 
(lml) ^JPX.^ST 1 6B#F»#bfeo ^JM£a§SW#£nfcB££^P 

i o mg\ urn i 3 %-zmtzo 

1 H — NMR (DMSO-d 6 , 4 0 0MHz) :6 0. 8 4-0. 9 1 (m, 3 
H) , 1. 2 2 - 1. 3 2 (m, 4H) , 1. 4 5 - 1. 6 4 (m, 2H) , 2. 1 
8 (t, J=7. 3Hz, 2H) , 3. 98 (s, 3 H) , 3. 99 (s, 3H) , 
7. 33-7. 37 (m, 2H), 7. 39 (s, 1 H) , 7. 57 (s, 1 
H), 7. 70-7. 75 (m, 2H), 8. 56 (s, 1H), 11. 45 
(s, 1H), 12.59 (s, 1H) WMfrffim (E S I -MS, m/z) : 
4 5 5 (M + + 1 ) 

nmmi 190 :N- {3-^PP-4-f (6,7-$*;* h=fr^-4-=fryU 

?f?IS© 2 -p<^;i/- 1 -i/^ D7°n^>^;i/^^> y y ^ 7^>yF (8 0m 
g ) iz h > (20ml) \ ^b^-^-JV (lml) ^^Px. 1 0 0 0 Ct? 1 mm 
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;v >fV^t^7^-h^x^^-;i/ (lml) ?ca3-^do 
-4-[ (6, h=^>- A-^rJ U;i/) t^>]7-'J> (5 Omg) , 

h;vm> (5ml) \ (lml) ^ijp^^tr 1 6 mmmWlsfz* B. 

1 H — NMR (DMSO-de, 4 0 0MHz) : 5 0 . 8 4-0. 8 9 (m, 1 
H), 1. 08-1. 38 (m, 5H), 1. 87-1. 91 (m, 1H) 3. 
94 (s, 3H) , 3. 95 (s, 3H), 6. 40 (d, J = 5. 1Hz, 1 
H), 7. 42 (s, 1 H) , 7. 46 (d, J = 8. 8Hz, 1 H) , 7. 5 
2 (s, 1H) , 7. 66 (dd, J = 2. 7Hz, 8. 8Hz, 1 H) , 8. 
13 (d, J = 2. 4Hz, 1H), 8. 49 (d, J = 5 . 4Hz, 1H) , 
11. 82 (s, 1H) , 12. 58 (s, 1H) ItS^lfi (ES I -MS, 
m/z) : 4 7 2 (M + + 1 ) 

mnmi 1 9 1 ; n- {4-[ (6, 1-*?* h5->-4-3rj-v*v-)i) 

TfJlgcD2 1 -?s?7U7°u )l>y£*isV y & Ti/vY (8 0m 
g) iz h;i/^> (2 0ml) N (lml) ^^JOX. 1 0 0°C-e 1B§P B 1 

h ^li^bfeo ilMbfc 2 l -sy^DrD/\°>^;i/^r: 

;i/ -YV^^>7^-h*x^y-/l/ (lml) ^d-\4-[ (6, 

1 -i>* Y*c*y - 4 Jr*is]T-V > (5 Omg) s h;i/^> 

(5ml) , (lml) ^Jp^^-e 1 6B#r B m#bfe 0 

-Y-kiJ; SlM©fb£r« 1 3mg N «18%-e*#fco 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 0 . 8 4-0. 8 8 (m, 1 
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H) , 1. 09-1. 2 4 (m, 5 H) , 1. 88-1. 90 (m, 1 H) , 3. 
98 (s, 3H) , 3. 99 (s, 3H) , 7. 33 (d, J = 9. 0 Hz, 2 
H), 7. 39 (s, 1 H) , 7. 56 (s, 1 H) , 7. 71 (d, J = 9. 
0 Hz, 2H) , 8. 56 (s, 1H) , 11. 73 (s, 1 H) , 12. 54 
(s, 1H) 

I1MKESI-MS, m/z) :4 3 9 (M + +l) 

mmmi 192 :n- {3-^pp-4-[ (6,7-^ y^^-a-^j y 

tUJKcd 1 1 -i/Zn^yry ft U y ^ 7 s >iy H (8 0m 

g) fc: h;ict> (2 0ml) > mk?-it-)l> (1ml) £#0;i 1 0 0°CT- 1 mm 

mmvtzo mmz^vm^titz 1 1 -i/pu^y- 

;i/ (lml) fc$S8¥£"t*\ ^z^3-pua 

-4-[ (6, h^^-4-^f-y u;v) ***y]T=.V> (5 Omg) N 

h;i/:n> (5ml) „ (lml) %m?tmU-€ 1 6 H#P^it#bfco 

h^77^-fcJ:f)Ilu SM©<b^rtj^3 8mg N K*4 9%-e|ffc 0 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 1 . 26 (s, 3H) , 1. 
35-1. 52 (m, 8 H) , 2. 06-2. 09 (m, 2H), 3. 94 ( s , 
3H) , 3. 96 (s, 3H) , 6. 41 (d, J = 5. 1Hz, 1 H) , 7. 
42 (s, 1H) , 7. 47 (d, J = 8. 8Hz, 1H), 7. 52 (s, 1 
H), 7. 68-7. 72 (m, 1H), 8. 15 (s, 1 H) , 8. 50 (d, 
J = 5. 1Hz, 1H), 10. 66 (s, 1H), 12. 65 (s 5 1H) « 
IMi (ESI-MS, m/z) :5 15(M + +1) 

mnmi 1 9 3 : N- (4-[ (6, 1-*J* Y*i/-A-*i-V U-;iQ 
j^]y^-)V} — N 3 -r ( 1 -^5^;i^->^P^^->;i/) j3)\si£—M3-%t>\sT 

rUKcD 1 -yi^jl- 1 -^^u^^-yti)]/-m^ri/ U Tt^ v K (8 0m 
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g) \Z h;i/rc> (20ml) s Wfo?"*=-ft (1ml) %1m?L 100 °CH 1 mm 

^fr^T*— h&flSl&bfco Httbfc 1 - 1 -ispv^.*y->tuvtf- 

)V ^fVft^7^-h^x^y-;i/ (1ml) ^£^4-[ (6, 

7-^ h#J/-4-#^-\/U— U > (50mg)s h;i/^> 
(5ml) N x^y-jb (1ml) SJp^MT? 1 6 «PHii#bfco SJfe«[*» 

1 H — NMR (DMSO-de, 400MHz) : 6 1 . 26 (s, 3H) , 1. 
38-1. 52 (m, 8 H) , 2. 05-2. 11 (m, 2 H) , 3. 98 (s , 
3H), 3. 99 (s, 3H) , 7. 35 (d, J = 8. 8Hz, 2 H) , 7. 
39 (s, 1H) , 7. 57 (s, 1 H) , 7. 74 (d, J = 8. 8Hz, 2 
H) , 8. 57 (s, 1H) , 10. 54 (s, 1H), 12. 62 (s, 1 
H) (ESI-MS, m/z) :48 1(M + +1) 

mMim I 194 :N- {3-^PP-4-[ (6,7-SM 4-* J U 

;v) t^'>]7i^M -N J -[ ( 1 -7 3i-;)/->^p:rp tVP) jj/j^ 

1 -7ix l -^^D7D/^*M^>'J 7J/yF (80 
mg) h;i/^> (2 0ml) s Wctf-Hr—fr (1ml) ^Mx. 1 0 0°CT: 1B# 

mnafbistco mm^m^Lm^titz i-7i_;i/- 1 -i/^7D/i>AM- 

;i/ 7n5^ F^ffl^^cSKi-^^ 1 - 7i-Ji/- 1 ->>^d7d;i>*M-;i/ 

>f v^-s/t*— h%m&istco muhtc i -7i-;i/- i-i/^D7D^> 

^vft^7^-h^x^7-^ (1ml) fc^jll^^ ^d^3 
-^7PP-4-[ (6, h^r^-4-^-y U;i/) *^>]7-<J> (5 0 

mg) , h;i^> (5ml) s rc^y— ;v (1ml) £Jn*£ffi"C 1 6H$IHIfll# 

bfec s«^viiSbf#s»nfeB^^^pp*;i/A/T-fe h>Mis-r^^ii^p 

Yh^7 7^-t:J;^)im »lb^M2 4mg, l$3 0 o / o t*#f;o 
1 H — NMR (DMSO-de, 4 0 0MHz) : 6 1 . 34 (s, 2H) , 1. 
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63 (s, 2H) , 3. 94 (s, 3H), 3. 95 (s, 3H) , 6. 40 
(d 3 J = 5. 1Hz, 1H) , 7. 42-7. 55 (m, 7H) , 7. 66 
(d, J = 8. 5Hz, 1H) , 8. 07 (s, 1 H) , 8. 50 (d, J=5. 

1Hz, 1 H) , 9. 22 (s, 1 H) , 12. 28 (s, 1H) M&frtitm (E 

S I -MS, m/z) : 5 3 4 (M + + 1) Jgfi#*T<@ (E S I -MS, m/z) 

: 5 3 4 (M + + 1) 

Hi 119 5 : N- {4-[ (6, 7-^p< h»->-4 -^j-^U-;V) 

mg) fc: h;i/rc> (20ml) s Jfi-fb^^-— ;v ( 1ml) ^in^ i o o°c-e lm 

m^mLtzo fem&m&v&btitz 1 -y^—jv- 1 -^^d7"d/i>am- 

^b;i/^-;i/ ^V^>7^-f^y-;v (1ml) fc:$SjS¥$-& s ^£^4 
-[ (6, 7-S^ ;V) #*->]7-V> (5 Omg) N 

h;i/^> (5ml) s -z-ZJ— )V (1ml) £fln3.^M"C 1 6WJflfc 0 S 

'H-NMR (DMSO-ds, 4 0 0MHz) : 51. 34 (s, 2 H) , 1. 

64 (s, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 7. 32- 
7. 55 (m, 8H), 7. 69 (d, J = 7. 3Hz, 2H), 8. 55 (s, 
1H), 9. 00 (s, 1H), 12. 25 (s, 1H) 5t«##Ht (E S I - 
MS, m/z) : 5 0 1 (M + + 1) WAfrtifm (E S I -MS, m/z) : 5 0 
1 (M + + 1) 

1 1 9 6 ; N- {3 -»PP-4-[ (6,7 h^->-4-dry U 

;v) ^j£MZ^EM ~N J -F (4 -7°P tVl/->^ P^;>;i/) 

?|5|gCD4-7°D bVV- 1 -S/^D^^r-y->^;i/^^r>>U 7^>yF (8 0 

mg) {3 hJV^-> (2 0ml) \ jfi-fb^*-— ;V (1ml) %1)n%- i o o°c^im 
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mnmisfeo iMSU#?.tLfe4-7'Ptvi/- l -^?u^*v>*)itf- 

-Y V^^-^T^— h^iSMbfco a)iMbfe4-7°D bVl/- 1 ->>^d^^> 
#;i/^-;t, V3^>T*- b^oi^y— ;i/ (1ml) -€£^3 
-^nn-4-[ (6, 7-^ h=^>-4-^y y;v) ^-^^>]T-U> (5 0 

mg) s h;i^> (5ml), x^y-j^ (1ml) ^MXMU^ 1 6 BfH8JI# 

t h^77^ — tick DJfitSiU iS©fb^5 1mgs W6 3°/o«o 
1 H — NMR (DMSO-de, 4 0 0MHz) : 5 0. 8 5 - 0. 9 4 (m, 5 
H) , 1. 0 7- 1. 44 (m, 7H) , 1. 7 7 - 1. 8 9 (m, 4H) , 2. 
66-2. 70 (m, 1 H) , 3. 95 (s, 3H) , 3. 96 (s, 3H), 
6. 41 (d, J = 5 . 1Hz, 1H), 7. 43 (s, 1 H) , 7. 47 (d, 
J = 8. 8Hz, 1H) , 7. 53 (s, 1 H) , 7. 67-7. 73 (m 3 1 
H), 8. 14-8. 19 (m, 1 H) , 8. 49-8. 53 (m, 1H), 1 
1. 53 (s , 1 H) , 12. 58 (s, 1H) MMfrffim (E S I -MS, m 
/z) : 5 4 2 (M + + 1 ) 

mmm 1197 :n- {4-[ (6, 7-^ h - 4 zJt±2LH 

^l7i-M — N 3 -[ (4 -rpb°;i/->j7p^^->;v) ±uitf-)i~\^3rt;i/T 

Tf3M©4-rD tVP- 1 -^>^D^\^i7">>b;V^^^U y# Y (8 0 

mg) (3 h;i/m> (2 0ml) s mibtt=-)l> (1ml) muZ. 1 0 0°C^r 1B# 

p^d^l^o ^*^©^u#e)tife4-rpt.vi/- 1 -^o^it>£;i/^- 

<i Vtti/T* — h^SS^bfeo s»b7c4-7°Pt:;i/- 1 -^n^-tf-^ 
-fV^^7^-h§x^;-;i/ (1ml) ^£^4 
-[ (6, 7-S^ h=^^-4-^^U-;i/) m]7x>J > (5 Omg) s 
h;i/rc> (5ml) > rc^y— ;i/ (1ml) ^Jnx^T- 1 6 H§p B m#bfco Ei 
^rt^^ib^^ti^a^^^PP^^A/T-fe h >SHT^>#ji7P^ 

1 H — NMR (DMSO-ds, 4 0 0MHz) : 50. 85-0. 91 (m, 5 
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H) , 1. 15-1. 41 (m, 7H), 1. 78-1. 89 (m, 4H) , 2 . 
6 6 - 2. 6 9 (m, 1H) , 3. 98 (s, 3 H) , 3. 99 ( s , 3 H) , 
7. 35 (d, J=6. 6 Hz, 2 H) , 7. 4 0 (s, 1H) , 7. 57 (s, 
1H) , 7. 71-7. 77 (m, 2H) , 8. 57 (s, 1H) , 11. 43 
(s, 1H), 12. 55 (s, 1H) Wmmfvm (ES I -MS, m/z) : 
5 0 9 (M + + 1 ) 

fgMfl) 1198 : N - (4-^PPy^y-Y;]/) - N' -{3-^PP-4- 

[ (6, h^-->-4-^y;;i/) ^JtkAZ ^ 

TUiS© 4-^PP7^;^fjl/ ^D7^f F (8 0m g) £fflu;£itJU;:^4 - 
-f;v ^V^^>7^-h§i^/-;i/ (lml) 

P-4-[ (6, 7-^^< h^f-^-4-^y >;;i/) 2)-^>]:f- U > (5 Omg) s 
h)l^> (5ml) N J— ;v (lml) ^*P^.S^ 1 6B#P B 1il#bfeo EL 

j&r$£*!lSU#£>nfe^££^P P*;i/A/T-k h >Jgg|-r^> y 

h^77^f-tJ;DMU mmcDik&mitZ 5mg, W4 8%«o 
'H-NMR (DMSO-de, 4 0 0MHz) : 6 2 . 0 0-2. 0 8 (m, 2 
H) , 2. 66 (t, J = 7 . 1Hz, 2H) , 3. 71 (t, J = 6. 6Hz, 
2H) , 3. 99 (s, 3H) , 4. 00 (s, 3H), 6. 60-6. 65 

(m, 1H), 7. 51 (s, 1H) , 7. 56 (d, J = 8. 8Hz, 1H), 
7. 64 (s, 1H), 7. 73-7. 78 (m, 1H), 8. 18-8. 23 

(m, 1H), 8. 67 (d, J = 5. 6Hz, 1H), 11. 67 (s, 1 
H) , 12. 5 0 (s, 1 H) WMfrffim (E S I -MS, m/z) : 4 9 5 

(M + +l) 

mmm 1199 : n- (3-7pp7p;v^/v) -n' -i 4 -r (6, 7 - 

ffi0 3-^DP7'D/V^b 7D7^ F (8 Omg) £ffll^SKk:^3 
-/7DD7n/V^;i/ -f V^^-^T^— h ^Sl^bfeo il^L/fe 3 -^DD7 
py^y-r;i/ 4 b^x^y- ;^ (lml) (3^?$^ ^^-\4 

-[ (6, 7-^p< h*is-4-*i~V~V=-fr) t^>]7rij> (5 Omg) N 
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(5ml) N (1ml) ^JJUZ-MUT 1 6B#^#bfeo S 

£ Mil b ft £> ft it £ £ % * d d * ; v A / T -te h > mm ir £ 3/ U # y ;v ^ n 

X H — NMR (DMSO-de, 4 0 0MHz) : 53. 04 (t, J = 4. 6H 
z, 2H), 3. 88 (t, J = 3. 7Hz, 2H) , 3. 99 (s, 3 H) , 
4. 00 (s, 3H) , 7. 37 (d, J=6. 6Hz, 2H) , 7. 40 (s, 
1 H) , 7. 58 (s, 1H) , 7. 73 (d, J = 6. 3Hz, 2H) , 8. 
57 (s, 1H) , 11. 65 (s, 1 H) , 12. 39 (s, 1H) MM^ff 
m (E S I -MS, m/z) : 4 4 7 (M + + 1) 

mmmi 200 :N-{3-^PP-4-f (6, 7 -SM h=fr->-4-=fry U 

rUIS© 2 -f 7*>y F (8 Omg) h;V:x> (2 0m 

1) s mfcnr—ft (1ml) eoxl 0 0 0 Ct"l«ibfe 0 b 

#s»ti^2-^5 : -;i/^>^y-r;v yp^-r F^ffli^iRfc^ 2 

^y-f;i/ -f v^^-->t^— h&as^bfcsigrbfc 2 -^^-;i/^>^^-f;v -r 

V^t^7^-h§x^y-;v (1ml) ^£^3 -y nn-4 - 

[(6, 7-^^b^^-4-aryj/l/) ^^>]7-'J> (5 0mg) , 
> (5ml) s o^^y— JV (1ml) 1 6 Rf H§8t#bfco 

1 H — NMR (Chloroform- d, 4 0 0MHz) : 5 0. 85-1. 80 (m, 1 
OH), 2. 37-2. 53 (m, 1H), 4. 09 (s, 3H), 4. 11 (s, 
3H), 6. 49 (d, J=5. 9Hz, 1H), 7. 31 (d, J = 5. 1H 
z, 1H) , 7. 61 (s, 1H), 7. 72 (dd, J = 2. 4Hz, 8. 8 
Hz, 1H), 7. 76 (s, 1H), 8. 08 (d, J = 2. 4Hz, 1H), 
8. 66 (s, 1H), 12. 66 (s, 1H) R«##rffi (E S I -MS, m 
/z) : 4 8 8 (M + + 1 ) 

mum 12 0 1: N-{ 4 -r ( 6 , 7 b^>-4-^V"U-;i/) ^-^r 

->1:7 m^;i/}-N' - I2^2i±2k£i>^2jiikj ^ttX/T 
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;i/ (lml) izmm^^s ^^4-[ (6, 7-P* h*is-4-*i-W- 
)]/) tf*i/]T— V> (5 Omg) s hJV^> (5ml) N J — )]/ (lml) 

4 4mg N W57%tffeo 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 0 . 8 7-0. 9 2 (m, 3 

H) , 1 . 0 9-1. 1 3 (m, 3H) , 1 . 2 6 - 1. 6 5 (m, 4H) , 2 . 7 
4-2. 8 1 (m, 1H) , 3. 9 8 (s, 3H) , 4. 0 0 (s, 3 H) , 7. 
34-7. 38 (m, 2 H) , 7. 40 (s, 1 H) , 7. 57 (s, 1 H) , 7. 
72-7. 7 8 (m, 2 H) , 8. 57 (s, 1 H) , 11. 51 (s, 1 H) , 
12. 5 9 (s, 1H) WMfrffim (ESI-MS, m/z) : 4 5 5 (M + + 
1) 

gjjl 202 :N- {2-^PP-4- [ (6, 7-V* Y**y- 

U;p) Z-^M -N' - (2, 4 -^7;i/^-p^<>vV;v) 

?UIR©2, 4 -^;i^n- 1 ^n^-f F (8 0m 

g) £ffli^i$U-^2, 4-P7)\sJrv- l -^>-fc?>#;i/4?— ;i> ^v^-t 

2-^nn-4- [ (6, 7-^F^>-4-^'J 
J]/) Jt*is] U > (5 Omg) £ h;V3i> (5ml) „ ;]/ ( 1 m 

I) fc$8#P<*-&fc&s J—K (lml) 2, 

1 -^>4f>^;i/^-;i/ 4 v^S/T'*— h&iPitS»Tf 2«FBB»#bfco S 

h^77-f-fcJ:>)»»U 2mg s lK$5 3%THfco 

'H-NMR (DMSO-de, 4 0 0MHz) : 53. 93 (s, 3 H) , 3. 
96 ( s , 3 H) , 6. 66 (d, J = 5 . 12Hz, 1 H) , 7. 1 6~7. 
36 (m, 5 H) , 7. 61 (s, 1 H) , 7. 8 2~7. 83 (m, 1 H) , 
8. 10 (d, J = 9. 03Hz, 1H) , 8. 56 (d, J=5. 12Hz, 
1 H) , 11. 9 8 (b s, 1 H) , 12. 3 3 (b s, 1 H) K*##f« (E 



WO 01/47890 PCT/JPOO/09157 

742 

S I -MS, m/z) : 5 3 0 (M + + 1) 

. jiii 203 : N- C3, 4-*J* h^>^>W;t/) -N' - { 4- 

[ (6, i-v* -ar^-v»; a-dps/] ? ^-m ±^ut 

mm® 3, 1 -^OHyftJV-tf-jV pxi^JY (8 0m 

T% — h §IIbfeo 4- [ (6, 7-$>* h*5/-4-^;>J^) 
*/] 7-'J> (5 Omg) & h;i>rc> (5ml) s :c^y — ;i/ (1ml) 
m^y— ;i/ (1ml) 3 , 4 -i?^ h 1 

bf#e.tife^^*^DD^;i/A/T-fe h>Jg^T&^U£^;i^n^ ^^:7-r 
-^;:J; OMMbs *M©<b^rtl§5 7mg s iK*6 5%T1ff;o 
1 H — NMR (DMSO-de, 4 0 0MHz) : (53. 79 (s, 3H) , 3. 
83 (s, 3H) , 3. 96 (s, 3 H) , 3. 99 (s, 3H) , 6. 62 
(d, J = 1 5 . 61Hz, 2H), 6. 92 (d, J = 1 5 . 61Hz, 2 
H), 7. 04 (d, J = 8. 54Hz, 1H), 7. 38 (s, 1H), 7. 
44 (s, 1H), 7. 52 (s, 1H), 7. 56 (dd, J = 2. 19Hz, 
J = 8. 30Hz, 1H) , 8. 56 (s, 1H), 11. 88 (bs, 1H), 
12. 5 0 (bs, 1H) mmmnm (ESI-MS, m/z) : 5 2 1 (M + + 
1) 

mMni 204 :N- {3-^pp-4- [ (6, 7 h**y-4-*J 

Ujk) a-^->1 7i_M — N 3 - (3, 4-*J* h^->^>vV;i/) T-^r&u 

r|5l£©3, 4 h3^>- 1 -^<>-fc? >^/;i/^-;i/ /?P7^F (8 0m 
g) §fflv^M^^i^3, 4 h*is 1 >#;i/^;i/ -fvf-t^ 

T^-h^fl^bfeo 3-^nD-4 - [ (6, 7-^p< Y**y-4-*J U 
;V) ;t3^>] 7-'J > (5 Omg) § (5ml) s cn^y— ;i/ ( lm 

i) izmm-g&fe&s dmi) izmm^^rz3, 4-^h^>- 

l -^>-t? v^-^-^t^- h^sn^^-e 2B#P^il#bfeo m 
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F^77^-tJ;!)lgU mMcDib^m%:4 9mg\ iR^5 8%Tf#fe 0 
1 H — NMR (DMSO-de, 400 MHz.) : 6 3 . 79 (s, 3H) , 3. 
83 (s, 3H) , 3. 93 (s, 3 H) , 3. 94 (s, 3H) , 5. 46 
(bs, 1H) , 6. 29 (d, J=l 5. 37Hz, 1 H) , 6. 6 2-6. 
43 (m, 1 H) , 6. 79 (s, 1 H) , 7. 0 3-7. 1 0 ,(m, 2H) , 
7. 38 (s, 1H), 7. 52 (s, 1H) , 7. 55-7. 58 (m, 2 
H) , 8. 44 (d, J = 5. 12Hz, 1 H) , 12. 63 (bs, 1H) S 
iMi (ESI-MS, m/z) : 5 5 5 (M + +l) 

mmm 1205: n- 12-^00-4- r (6, 7 -y* h%->- 4-*s 

7fJ|g©2 -7 ^—)]/^&7 ^D7^f F (80mg) 2 

[ (6, 1-*J* h5-i/-4-3c7 U;i/) ^S/] 7-'J > (5 Omg) & h;i/ 
^> (5ml) „ (1ml) ^^y— 71/ (1ml) 

IzmM^^fz 2-7 i y j j]y ^ vtt ^jnx.^rUT 2 Bf H§ 

1 H — NMR (DMSO-de, 4 0 0MHz) : (5 3 . 85 (s, 3 H) , 3. 
93 (s, 3H), 3. 95 (s, 3H), 6. 64 (d, J = 5. 08Hz, 
1H), 7. 27-7. 39 (m, 5H), 7. 42 (s, 1H), 7. 49 
(s, 1H), 7. 57 (s, 1H), 8. 10 (d, J = 8. 78Hz, 1 
H), 8. 55 (d, J = 5. 38Hz, 1H), 11. 91 (bs, 1H), 
12. 39 (bs, 1H) MAfi-mM (ESI-MS, m/z) : 5 0 8 (M + + 
1) 

ilMl 2 0 6 : N- {4- [ (6, 7-*S* h^-jy-4-^7 U7I/) Jf* 
->1 - 2 , 3 - y^f;i/7xr;i/} -N' - (2-7jrm^) T^frb 

l$mcD2-7 S 4 )l 7U=?<i F (8 Omg) &/B^:fcfSRfc:fi£^2 
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h3^- 4-=3py ^-^r^>] - 2 , 3 U > ( 5 Omg) £ h 

(5ml) -\ rc^y— ;v (1ml) ( 1 m 

1) ic^f^-yrfe 2 -i V^-^i/T%— h ^iPX.M^T? 2 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 2 . 0 8 (s, 3H) , 2. 
15 (s, 3H), 3. 85 (s, 2 H) , 3. 94 (s, 3H) , 3. 95 
(s, 3H) , 6. 28 (d, J = 5. 12Hz, 1 H) , 7. 08 (d, J = 
8. 5 4 Hz, 1 H) , 7. 27-7. 41 (m, 7 H) , 7. 57 (s, 1 
H) , 8. 47 (d, J = 5. 37Hz, 1 H) , 11. 7 5 (bs, 1 H) , 
12. 01 (b s , 1 H) RM^ftflS (E S I -MS, m/z) : 5 0 2 (M + + 
1) 

mmm 1 207 : n- (2, 4-^^pd^>v^;v) -n j - {4- r (6, 

fUI£©2, 4 -^^dd- 1 -^>-1z>^;i/^— ;i/ ^D7^ M80mg) 
^ffl^ZfciRfc^^ 2 , 4-^^pp- 1 ;i/ ^v^t^>7^ 

-h^iS^bfeo 4- [ (6, 7 h3^>-4-^:7-\/ U-;i/) 7> 
(5 Omg) £ h;i/^> (5ml) s ^^y— ;v (1ml) izmffigitit 
f£ s jv (1ml) tc: 2, — s > -t? > # ;v 

'H-NMR (DMSO-de, 4 0 0MHz) :6 3. 9 7 (s, 3H) , 3. 
99 (s, 3H), 7. 38 (d, J = 1 1 . 22Hz, 3H), 7. 55-7. 
58 (m, 2H), 7. 69 (d, J = 8. 29Hz, 1H) , 7. 7 6~7. 
78 (m, 3 H) , 8. 57 (s, 1H), 12. 0 4 (bs, 1H), 12. 
2 6 (bs, 1 H) MMfrtirm (ESI -MS, m/z) : 5 3 0 (M + + 1 ) 



WO 01/47890 PCT/JPOO/09157 

745 

jiii 208 :N- {3-^PP-4- [ (6, Y^ri/-A-^-J 

;t^->] 3L =.)],} -N' - (2, 4 -^y;]/^-p^>v^;i/) 

1/7 

rfjflg©2, 4 -^7;i/^-D- 1 -^>-fcf >*;i/^-;i/ ^D7^fF (8 0m 
g) ^ffli^i^^^v>2, A-vy^u- l -^>-br -fy^-a- 

^7*— h^ISSlLfco 3-^DP-4- [ (6, 7-^ V 

:^^>] T-U > (5 Omg) £ h;i/3i> (5ml) s m^y— ;v ( 1 m 
1) «$p£-€-fcf£s rc^y— ;i/ (1ml) izmM^^fz2, 4-P7)l*n- 

'H-NMR (DMS 0-d 6 , 400MHz) : (5 3 . 95 (s , 3H) , 3. 
96 (s, 3 H) , 6. 43 (d, J = 5. 37Hz, 1 H) , 7. 24-7. 
29 (m, 1H) , 7. 4 3 — 7. 5 5 (m, 3H) , 7. 75 (dd, J = 2. 
44Hz, J = 8. 78Hz, 1H), 7. 79-7. 90 (m, 2H), 8. 
16 (bs, 1H), 8. 52 (d, J = 5. 12Hz, 1H), 11. 86 
(bs, 1H) , 12. 32 (bs, 1H) M£4Ht (ES I -MS, m/ 
z) : 5 3 0 (M + + 1 ) 

mmmi 209 : n- |3-^pd-4- r (6, 7-*?* y^-a-^-j 

Uik) -n j - (4-a-^;w*w>f ^a-fri^r 

7UIRCD4 '-f y ^ Ti/v Y (4 Omg) ^h;Vx> (2 0m 

i) s mih**-)i dmi) &;&n*. i o o°c-e lmmmmhtzo mm*m&h 

4 l >*;i/^"-;i/ -fv^^7^-i>SJS8bfe, 3- 

/7 DD _ 4 _ [ (6, 7-^p< h^-^-4-^ry U;V) ^^>>] 7-iJ> (5 0 
mg) ^h;i/^> (5ml) s ;i/ (1ml) fc^$?£-frfcf£s — 

;i/ (lml) fc:*jB^-frfc4 1 -^>-t? -f v^t^> 

-r^—hmnz. sist 2 e$ u & 0 sis** m u# £ nfcgi £ & * d d * 
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£rtf£ 5 3mg, i&2*5 8%-cmtzo 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 0 . 84~0. 87 (m, 4 
H) , 1. 60 (m, 2H) , 2. 09 (s, 2H) ,2.50 (s, 7H) , 
2. 65~2. 69 (m, 2H) , 3. 94 (s, 3 H) , 5. 46 (bs, 1 
H) , 6. 29 (d, J = 1 5 . 37Hz, 1 H) , 6. 42 (d, J = 5 . 1 
2Hz, 1H) , 7. 36~7. 54 (m, 6H) , 7. 74~7. 76 (m, 
1H), 7. 94 (d, J = 8. 05Hz, 2H), 8. 19 (bs, 1H) 8. 
5 1 (d, J = 5. 12Hz, 1H), 11. 61 (bs, 1H), 12. 70 
(b s, 1H) MMfrffim (E S I-MS, m/z) : 6 0 7 (M + + 1) 
gljl 2 10 : N-4- [ (6, 7 -*J* fc 4 =£±V ] 1 £± 

h^U (3 5 7mg) ^T-k h— h U;V (2 Oml) fcaSFJUbfc&s 
pbU>>A (97mg) §*P^. S £ & {3 2 - (4-^P^E^;i/) -1, 3 --TV 

ofu ( i g) ^^xfeo mmwtT-e i oRfiaawu trtm^^ 

bfeo 5?ls IttS^^fei t) 2- (4-fcWJ i;;7'f/l/) -1, 3 --TV 
>f > K U >^;t>£^fr?gi§rtJ£ 8 5 Omgffeo #^nfe2- (4-fcT^V ^ 
^ y^JV) -1, 3 — T V-f > H U >^>£^t?*g-£tl (8 5 Omg) ^rc^ 
)VT)Vn — )]y (10ml) IzmmLfzm, tF7i^> 1tM» (0. 7 5ml) 

>£^tng^rtJ£ 9 8 Omgffeo 4- [ (6, 7-^h3^>-4 
-*c^JV =•))/) ;t3^>] -2-nhDT- y> (1 0 Omg) §^DD*J1/A 
(10ml) lzi£BVfzWi, hU^^;VT^> (1ml) ^^P^ s gibiZhV* 
(1 3 lmg) ®^DD^;i/A (5ml) «§jD^.fe 0 ^Mt? 1 OfrM 
Jfbfef^ 4-t:^U^^7*^-;i/T^>^4f^tJ (6 9mg) c7j^DD^;i/ 
A (5ml) mm%1m?Ltz Q 1ST30M#U 7KT\Rjifr£fflt bfciL 

D^AT^mbs siT-h'j^^^iufcc 5^ vilify ^bfei&^^5 

?lb^ai^-;i/X— ^{cj; D N- 4 - [(6, 7-^p<h^ri>- 

4-^^-^U-;i/) ;t^>] - 2--FD7i-/v-N' - (4-tr^-U^y^ 
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3S>1/) ^7U7§10 4mgs J|2$6 8%tf#feo 

1 H — NMR (CDCls, 4 0 0MHz) : 6 1 . 54 (brs, 2H) , 1. 
6 5- 1. 79 (m, 8 H) , 2 . 52-2. 61 (m, 6 H) , 3. 35 (t, 
J = 5. 9Hz, 2H), 4. 075 (s, 3H) 5 4. 080 (s, 3 H) , 
7. 00 (brs, 1 H) , 7. 34 (s, 1H), 7. 51-7. 54 (m, 
2H), 8. 12 (d, J = 2. 7Hz, 1H), 8. 61 (s, 1H), 8. 
76 (d, J = 9. 5Hz, 1H), 9. 73 (s, 1H) 
liMi (ESI-MS, m/z) : 5 2 5 (M + +l) 

mmm 1211 :n-4 - r (6, 7-^ -jd 

^] - 2--hP7x-;v-N ) - ( 4 -tf vj y°u b°;i/) t>vr 

tr^U^> (3 5 7mg) ^7iz h~ HJ;i/ (20ml) fc^lfbfcfgs ^ 
^r'J^A (97mg) £#n;u ^ £> fc 2 - ( 3 - ^0^70 t.Vl/) -1, 3--T 
V -f > F U >^;t> (lg) ^iP^feo MM^T-e 1 0B#P^Ji#Ls TkTMJfr 

llfeo M^iT^d^tJ: D 2 - (3 rntVW -1,3- 

V-T > KU > ^ > £^tr/g-£r« 8 5 Omgfffeo f#&tife2- (3-h°^ 
U^yrnhVlO -1, 3--T v-f > F U >^>£^t?M£rlg (8 5 0mg) 
^ai^^T^n— ;b (10ml) i3^I?bfef^s t K 5 > 1 TkfntJ (0. 75 
ml) £#P;ts ^-elB#P«#bfco £©^£Mrr3££:lc:J; t> 3 
'J ^7 7^1/7 5 >§ttfi^tl$ 9 8 0 mgf fco 4- [ (6, 
^>-4-^V*'J-/L') tf^] - 2 -- h D7- 'J > (lOOmg) ^^DD 
*;i/A (10ml) fcWPbfc^ h';xf;i/7^> (lml) ^^jpx.s ^^{d 
h ( 1 3 lmg) (D^nn^M (5ml) i«£#n;Lfco 1 

0^j*#bfc^ 3 - t°^U VJ 7D tVl/T^ >^^tfM^ (6 9mg) 
DD^;i/A (5ml) «£#n;tfco ^-?:3 0#ii#U 7kT^/fo£{*lt bfc 

mjfc%%Mlsi>^JV^~^)\s-£ffi&ir2>Zblz£ DN-4- [ (6, 7-^p< 
h^i/-4-^7-V , iJ-/l/) ;t^>] - 2 hn7irjb-N ] - (3-t:^ 
iJ^7 7'DtVl/) 7l/7§104mgs W6 8%T-#feo 
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'H-NMR (CD C la, 400MHz) : 6 1 . 55 (brs 5 2H) , 1. 
65-1. 8 0- (m, 6H), 2. 50-2. 62 (m, 6 H) , 3. 37 (t, 
J = 5. 9Hz, 2H), 4. 075 (s, 3H), 4. 080 (s, 3H) , 
7. 05 (brs, 1 H) , 7. 35 (s, 1 H) , 7. 50-7. 55 (m, 
2H) , 8. 10 (d, J = 2. 7Hz, 1H) , 8. 60 (s, 1H), 8. 
7 8 (d, J = 9. 5 Hz, 1H) , 9. 75 (s, 1H) 
SI^IfI(ESI-MS, m/z) : 51 1 (M + +l) 
jiiii 1 : G292£^fcPDGF-AA£iMfc J; £ PDGF-Ra U >MlhlzNT &mm 

Mi 

G-292t hwfammm (^b^wm) i±5%^m^^^>^-^^— 

TDMEMig*(^B*M^)10%FBS-e8i[|3>7;i/^> h £-£i§iiU IWIO. 1% 

0 CT'l^P^MJ^^-&feo 
M^SCMJ^s PDGF-AA (Upstate^) £50ng/ml h& & =t 5« b5^ s 

Jrt^ 7 t^Di/ >jnftP Y — 2 0^3-Mfe9 6 t> iJl/7P- hd^O 
i^^b£lM^£#b4 0 C-<?— B^MJ^^^feo -&#Lf2f^ bTanti-PDGF-Ra 
(c-20) (santa cruz*±) §»bs — mffiBiJfog&tzmz-lkmifct bTGAR 
(Anti-rabbit Ig, horseradish peroxidase ,Amersham) ^150 1 B^laiJxJ/S 

450nmtTB^^J^§«iJ^bfeo 0 # > K f3 :fc £ PDGF-Ra© >j >iHb£100 
H3Sl»ff'] 2 :PDGF-RIB'J >jHbEB^.X ^7 »; — - > y ( jf y h^p y 

has) 

hMMci&MJ: Dexplant^{3TJ«bfeJfll^¥^#Mia (passage5~10) 
£96well plate£8xlOWwellBf ^ 24R#ia& fcJf^UIfflWKJIB t bs $^t24 
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mk'YsM^MM\^xmmZ7 0 C-^4 >^a^->3>lfef PDGF-BB£50ng 
/ml £ & S <fc "5 « UT5W>^ra^-^3> s tfrPBST" (3 lysate bu 

ffer 20 / ul/well£«lbs ClftCSDS buffer £20ml/well«]i^ PVDFpO^ 

#17 *^xn*/>W&$kM&Lfc^))/3r -tfflfi^tifc anti-mouse 

*tft4»«*R«aD*CPD6F S«iD b fc % © * 0%P1^, tt^X^ J; OTDGFM« £ 

ilili 3 : c-kitiB u >MM^M±^EMMB 

2 O^f^TUX h bfcM07e (human megakaryocytic leukemia cell line) &9 
6w71/- hfc2^10"/well#au DMSO^bfeW^K^»^ COi-f >=3r^ 

lRfBBSJ^**fco ^©fM-SCF50ng/ml^5^f!]^b;HIUysate 
buffer (3 5Sm b « * rW-fb £ -fet it o 

^ toant i-phosphotyros ineirt^ (PY-20) ^Hffi'fb bfe96wri/— h {3 IT 
^hlfflM^^bAri^^Ufeo ^©f£— Mftfr^bTanti-c-kitlntfJ: (c-19, 
santa cruz) £ 1 BSfSH/fc^-tK — &trCf££: bTGAR (anti-rabbit IgG, horser 
adish peroxidase, Amersham) TrtHIfsU te^g&=£y h (f£^^ 

— 9^4 h) &JB^T$8&£-ti\ vM450nmCDPMJg^iiiJ^bfeo 

DMSO »h-SCF##«T{343tti)C-kitiBU >@IHb?St4%100%PflWs DMSO ^ 
iPh-SCF#^Ti3^(t^c-kitS3 U >Mbr£tt£0%PMh M^ft©c-k 
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mmwmn 5 : kdru >MPi#?sttg>vi'j^ 

b bKDR£ h^>^7i^^3 >bfcNIH3T3ifflJ3& (Sawano A et al., Cell Gro 
wth & Differentiation, 7, 213-221 (1996)) ^5%^^^ >^-<-^ — F«3 
(3j3V^T10%FBS^^tfDMEMit* (GIBCO BRL*±) T!50~70%rJ >^;i/o:> h 
£-£igiibfco h b£M£|nl*§iren^— ^'>^-f Tin — h96»>^;i/ 

¥JS^l/— M31.5 x 10 4 M/welli:^a ct^^fSllb37°C-??10^i§#bfeo 0.1%F 

VEGFhB&lT) £100ng/ml£:&S £ 5 fcvW b37 0 C"e 2 IHWbfeo ±§ 

Jt^l^*b«^ U IsWm.m^M'M.Wjk (pH7.4) bfcfl^ nj^bfl« 

(20mM HEPES (pH7.4) ^ 150eM NaCK 0.2%TritonX-10(k 10%GlyceroK 5mM^-;i/ 
h^i-V^Mi- h U <>A S 5jsM^U>^T^ >mM2i~ h'J^A, 2mM Na^Or) 
£50/zl«]U 4°CT* 2 BtP H 1JMSb-r«ttmr-t^fiMbfco 
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